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HIS, */tW:(8)C5~6©^*||*fcW:l-'2fl©SI*JBR^ l|OHI 

25 tifc C 1 ~ 4 7V^H*ffi&£ tlfc C 1 ~ 4 TJV*;vmt> L N 

R 18t ii(a)Cl~47;^;K (b)C2-4 7;^K (c)C2~4 7;V 
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(d)An^>^ (e) v CF 3 > (f)OCF 3N (g)i/7/s (h)-fn s 
(j)SH N (k)S(0) n R 12 , (1)NR 9 R 10 . WO'R n \ (n)COR 11 , (o) 
COOR'\ £fcte(p)CONR 9 R 10 «;bU 
R 19 J3C 1—4 7^/1^ c i~4 7^3^ ^o^^JK^ CF 3> O 
,5 • GF 3 , v-T/, ^l^n, 757, NH (Cl~4 7/V^) % £/cfiN (C 

R 3 tt(i) l~5i©R 16 (aoTit$tit^5C5~l 0<0%mhL< 

(ii) 1 ~5m<DR l6 \ZkoXm&£tlX\,^Z> l~4WiV>U^&^ l~2flH<£> 

R 16 «, 

(a) C 1 ~ 8 7V1"3VK ' ' . 

(b) C2~8 7;^;K 
15 (c)C2~8 7M^;K 

(e) CF 3 , 

(f) OCF 3 , 

(g) ^7A 
20 (h)=fo, 

(j) N R 9 R 1 0 N 

(k)OR x \ 

(1)SH, 

(m)S(0) n R 12 (fcfcU 7*=^*t4»<) s 
25 WCOR 11 , 
(o)COOR u , 
(p)CONR 9 R 1( \ 
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i, ■ 

i 

(q)NR 8 CORV, " , 

(r)NR J !CQ,.OR 1 \ ' ' •', 1 

(s)NR 8 Cp,NR 9 R , '| , 

5 ( u ) i ~ 4 mo^mm^-s i ~ 2 in^^j^^ £ti/$. ten 1 ~ 2 n§<»it 

(v)/M3^fVjET- N CF 3S OCF 3x ^Ty s '^bn. N R 9 R 1 ° N OR'\ 
= N~OR 1, \ SH, S(0) n R 12 , COR 1 \ COOR 11 , CONR s R ] 

I 

\ NR 8 COR' n , ,NR'COOR n , NR 8 CONR 9 R lc \ C3~10© 

fc£ U ,(1 ) X&cfc l>*W^|f Y joctl/Z tfSg^®^ N _ U^CR 4 , 
15 ^oR a ^oR. 6 lr*bi-^%. R 3 fii^O/M?^VT*g^$tLfc7o:^/K 

. Tfi-h*xm&£tl1t'7*-frt£$tfr&'r^ (2) X, Y*5j;t>*Z^^j^ 
^XhV, \J&£VtW&mmW^<DW, R 3 fil~5j@OR 16 fcJ:o-Cg^^ 
*LW5C5~1 0(7)^t>L<(l-^^*g-efo5o ) 

(2) ZtlbvmfeJjW;. *3«fctf 

(3) ^nb^^i-^CRFg^^^ij^Ki-^o 

25 Wt^T'lV^5Cl~8 7M;^H:, 7<^vK ^9vK :/n tVK 
^f7K ^vvW ^^vK jr?^m#£V~friib(Dm®ifc 
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• i, • 

y^/K'^JHvK ^iy/K ^?7K >^^>K tvvK £^ 

i > 
i 

~/>s*3 zxxzfr *wfct z> c 
jfwmm^-em^zc 2-8 r/^^^i: ^ i ~ 3 m<D-mi£&*^i- 

10 5^fvK yn'kVk ^TvK ^^fvK -'^ri'/K ^f-JK 

i.i 

^^#^T^V\SC 2-1 5T^<7-^/l-<5r«, l~3#l(D-S^Sr^- 
15 -f-^fvK ^y^/K ^^r^K ^y^/K tf-*?7K 

20 /K x#v^— ^^xir^/K Kf't^^K MJ9*-fe=/K 7f77t 

25 ^ntVK ^9vK ^ffvK ^vVK ^T^K 



17 



WO 02/053565 



PCT/JP0]/U581 



yntVK ^Ar, <<V?vK ^^WK ^fvK ^fvK 

^m'ffl^-e^^ZC 1 ~4T;^^V (Cl~4) 7;^i:li, 
15 E*-f^o 

>^ ^p^Ot-V, v^P^^ri?^ 

v^p-<^v^>\ v^p-^IJ-v^^ ^if^gi^W^So 

#TO»4>-effli^c 3~i 0(ommhL<it-m^mm^ C3~ 

25 1 o©mt< n~m?mmmT y -/k ^fc^©-^t> t< 
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• i, • 

i?y N i>9 , 6J*.i'#i?x.y y v-i? P^i^^y; ^yify N 

5 KD7Xl/i/i#^ ( fbti5. " ' ' 

^Mm^Tm^C 3-1 5©^»<)L< tt-gi^StfjR^fix C3~ 

I 

^y, */#.w?&y'^ v^p^y^.y, ->^p^#f-y, i/^p^^^y N 

y, ^yf y ^vy, ^f y7y> t7^vy, rx'yy, ^^y x 

^y, >%b'KPt7^yy, t Korxuy, t fp^^v 
y, tr^n [3. l. i] -^^>aMS^tft,tL5. 

15 *M*B#^t?^V^5C 5~1 0©Mt L<'l4-at^*j|l!:W:^ C5~ 

la^lLfefeO^*^^,, fllx.tf, i/^P-<y^y, v'^P^^f-y, 
p^y^y, y^n^yry, v^P^^r-fe^ v'^D^77 1 y x ->^p^ 
^^P^^f-^y, i/?X2^y?i?x.y, ^y-tfy, ^<y^ 
20 yy N 4>7*y^ t7^yy, jxyy, t Ko^yy, 

/N-t Ko^yfy> fh7tF'Dt7^yy, ^°-t Kot7^yy> ^ c 

25 < fcfc lfi^£1-3 4~6*£> : jg3fS8T!J-/K U< tt£ 
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>\ tT!>$?^ Th7tKnh'7^ i?tKn^7^ fc 0 7^s rhytK 

i 

t°p-7K ^ ^V-/K fc°y^>\ t°7v^ fc*JJ5$?>\ 

io. t°y^^y N yy>, t°y>, ^y^y, =frj> (ftt^y) > 

i 

n u -Y § y y % -r 5 ^y* y v>>\ t°y y* y >\ f 7 

y* y v=>\ fc°^y v?y\ 1 K p t° y 5 fc Kd t° y 

15 xy rh7tKnft7xy rf7tKof7^y ^;v*!)y 

fc»i~2fi©?aiiJs-?-sr^^ri-5 3~i oM^^m'b u< n-m^Mmm 
Bvmnfctttttz 3~i oi©^it l< a^iiir d 

LTte, t°n-/K .f^v-/K f7>/^;K MJjy'wK y-Yy-J- 
25 7K t'yv 5 ^, t°yv^ fy^v 5 :^ fy^v 5 ^ rift°y s ^r-tftv, 



20 



WO 02/053565 PCT/JP01/11581 

i 

r 

i 

t^tv?7i?y N ^-^f-ift 0 ^ i-^f-^Tif £V N f7y-;K -f'yf7 

ift°^ N ^>-k-/k -ry^^K^K ^yf^^ ^yy77y> 

f-y^ =¥r-yy^ ^yy; y y, ^^i/tf-^f-y-yK -o-y^f-^r 
y— ;k ^yyf7y-/K ^yy-f^y^, ^^y^-fv, ^<yy 
f-7v j 7y-/K -<^y b y ry-A-atif ^hs. , 

1 

t^yy^y, byryy>, hyryy >>>> t hyyy>\ xb^yy 

15 v>>, k^D^y tv^yy, v>t KPt°y^y v Th7t Kot-pv'y, 

1 

ytKpt'yyy, rfnFnt'yyy ytKnt°D ^yy, rfn 
Kn try 5: /N o -t kd t°y 5 v 5 ^, v>t kd fy/yy, ft<7t K 

nt°y^v^ fc Kpfy^v^y, v>t RnT-tft: 0 ^ 7f7t Kd7 
20 t Rn v>7if t°y N t^f-^y ^-fe* >\ Rn:7-7>\ 7 

f7tKn77y ytKot^y TfnKot^y ytKnt^t 
i/ x v?tKaft7iy, 7h7tKoWiy, ytKn^yy (s? 

fc Kn^fyy) , 7F7t KofT^y (rf7t Faftt^y) % 
25 ^fc Fpfify rfn Knfxt'y, fc Kn^f^ ^f-y 

yy (^t Ko^ty-/i/) , wyyyy (rFnKnwy- 
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i, 

i 

5 y^T N /-/K ^A-* y ^^eWy y\ A y K y y, 4 y-r y Ky ^ 
i?t'KD^y)/,7.7^ ^kKn/fy^y>/77 

^>y^^^>> Kn^y^Vi/^^i^,, t Kp-ry-^yy 
5^7^;/, ^b.Kn^y/y^;K /Vt Kp-f y*V-/K i>t Kp^ 
10 y U 7i7,t Kn^7 U Kn'^ / !J ^tKn^y^f/!) 

> N 7f7t' kp^ y^y y >v t Ko^y^y y y, -yt: Koy^7 

y> N 7^71:^07^7^ /^tKn7^7^ ftKot7f!) 
^rt!)y,'7f7tKD^/^t!)y, A°-t Kn^y^tyy, v^t Kn 

15 ^-j-y y y., 7>7tKo y y, t Kn dH-y y ^ ^tKpy' 
yyyy, 7i>7tKn~yy;py, ^-t Koyy/jjy, -yt Kc^y 

p^yyV^V-/K ^V7y >\ y^f-y^ i?** 

20 t^fy^y, yp-^y\ yy P-rygt^«ff bfrtSc 

tcit l ~ 2 te©fiSm^£^Tl-5 3-15 l©M>b L < ti-»^3flS 

ttfiB l/c i ~ 4m<Dmmw^, 1 ~ 2 j@<7^» <t tat 1 ~ 2 
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■ ■ i. . 

• 1 

i ' 1 ! , , 

iffy, ^xfv;^ -fy^y k*-/k ^^K^yy ^/77y yy 
^y/77y ^^7xy ^y^^y^i-y^^ 4^99— /k 
io ^;!iy^y^>!Jy ^;y^y y-tiw^ -T-yf-y^y, ^y^ 
tyy ^r*7-yy.ys yyy y y ^yyt^tywK ^y;/t^tv?7 
y-/K ^yy^ryV/K ^yy^?^y-/K -<yy*7ift 0 y N ^yy 

I.I 

i?7H t o ^ v ^yy > y 7/-/K ^yy^-=3rf-if t°y, ^yyt=3rty7 

ift°y N ^yy^rif t°y, ^y^Tv'TV— -^yy^Tv^Tif t°y N 
15 -<yyy-7ify^^^if btt^c 

mriB 1 7t i ~ 4 fnoMstiw^ i ~ 2 f@ ommm+te £ u*/* fc « i ~ 2 
#i«jtj^£-a-wi-5 3~i 5*(D^t> L<n-m^M^mrv-^(D 

y, t°p y y N t°p y ^y y 5: *v y y, y 5: y v=y, t°7 y* y y> 
20 t'yyy^y, f^yyy mjtvu y>y N T^yyy, rfy^/y 
v^y t^y^^, t'^y^ v>t Kpt°y >>y s rf7t Knt°y ^y, 
ytKnt 0 7yy, rb^fcKnt^^y ytKot'!) v7y xhyt 
Kp t°y 5; v=y y?~t Kp t°y 5; v?>, v?t Kp t°y ?v>y\ r b 7 k K 
Pt°y^iyy, t Knt'y^v^ Kn7tYy, 7h7tKn7 
25 ift°y N /N°-t FPTifk 0 y N i^t KP^Tiffy, rb7k Kn^T^t 0 
y, KP^TiftV, t^r-77y 3r*±?> s v?fc Kn77y x 
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' f7tKD77^ ^tKnf7^ Tf7tFnt'7Vv i^fc Kod-^-fe 
t°>\ 7>7t KP^ir t°>\ >^-k KP^irkys f^7^ .7^* 
>\ S?k Kd^7*^ n 7f7tKaft7iy N ^k'FnfT^ (v>, 
t KP^t'7» ^ Tf7kKof7^^ (7F7t.KPft^7^) x 

!7y (v?t KP^-^f-y— A-) , *?rf-yVi?y (7K7t KP^f"^- 

S?7/!Jy (v>k Knt^f,S?7y^) „ Hr^r^TV V i?y (xhyt 

10 ^ (TFnFPW^) N v?tKo^Vf7^K 7F7t Fn>f 

.yf-ry^/w ^-^*y>\ ^fyKUy ^y^yKDy, 

1 

i?tFn^/7 7y /^tFo^/77y ^tKo^y^y/77 
^ N ^tFo^y^y77^ v^t Fn^yy*ft7x^ t kp 
^^Vf-ar'y sl^^ ^t 'FD'fy^f J7iy ^-t Fo^fy^y* 
15 >>t Kp^r^^y-/K Kp^.^^y-yK ko* 

yi)y, 7" hy t Kn^y y ^ s /N°~t Kc^y y >\ s?t Kpyy=¥y y 
>\ t- hy t Kp-fy^y y >\ ^ c -t fd^ y^y y v=t Kpy^y 

7F7tFo7^7^y /N°-tFo7^7^y ^tFnt77l) 
7F7tFnt7f Pv^y /^tFnt7fUv ; y S?fc Kn*y 

20 =¥iry y N t by t Kp^y ^rf-y y, /«*-t Kp^y^f-y y, -yt kp 

7F7t Kndrt/i;^ t Fo^t/Uy v?fc KPiX 

yyyy r t Kp yyy y >\ t Kp -y^y y > s s?t Kn^y 

y^-y-y-vy t Kp^yy^u-y-zK Ko^yywy*- 

/K t Fa^yyfjy^K S?fc Kp^^yy ^ ^y-/K ^-t K 
25 n^yy^ $ ^y-/K Ko^y*7^t°y fF7t Kp^yyri? 
try % Kp^yy-yrif t°y x Kp^yy-^T-tftv, -yt k 
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r 

5-i oji©^»fet<«:i:«*«[*airy-yK *fc 
t°y^y> fyv^ t-y^-yv, t-y^y, 7-tffc'y, v^r-gfy, 

t'y N **lJ-y*— /K y y^-y-y-zK tWT^/K^H^" 

15 ^1^7^, ;^SMH?tfy % ^^i^if t°y s fjy^/K -fyf7 

ift°y, >t^k-/k -<y^f^K-/K -f^KD^y ^/77y >ry 
^/7 7y -oVf-Hry*.^^ 'fy^yy'^yxy yyyV-/K # 
yy^ ^y^yyy ^yj^y 7^7^y -T-y^-y^y, ^y^i^ 
20 yy wyy -yy; y y -o-j/^-^f-y-zK ^yyt^tyry 
—/K ^yyfry'^K ^yy^^/wy ^yy*yyiFy N ^yy*f 

moti&imtt'&G'tz 5~i omv^mb t < te-^»§t7 y ^© 

25 -ifut t < tt^Spi&jfti Ltch<Dt LTte, t°o y y fo y v?y, ^ s; 
yy, y ^ y'y y yy fc e yy*yy N t°yy*y^y x hyr^yy, hyr 
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i 

i. 

Rp k°y ^^.^'h^k KDtl'^.y, v>k Kot;?^ rb7t Kot' 
7^, v s kKob , !).*'v? i y > r,f7t Rpfc°y 5 v>>\ /<-fc Rpk°y 5; ' 
v>k RPk° y.f'v^ rfn Kotl^ ^°-k Knfy^v 1 
5 v>k RpT-fef.k^ Tf7tKn.7^tX k KoJf tV, v>fc 

Rp v^Ti? k°>\>.>7 k RPi>7iffc°y\ ^k RPv?7"i?£V N v>k K 
P77^rf7l:KD77^ v?tKnf?y, rh7tKDt'7^ 
k KDtW>;7'K7t Knt^rtf y N /<-tFnt^tfy, v>k 
KnWxy,' 7h7tKD^7jy, > 5?t Kof7>fy (i?t Knf 
10 Xt'yy) s T ^t KoOT^ (7f7k Rpf-^k 0 ^)^ v>k Kn 

t Kn-fy.^ty^K 7 b7t Ka-i"y#^-y-y-yK **W7S$ 

7tKnf7^) „ v?k Kp-T y^ry-7K 7f7kKn^yf77 i 

-/k y ^ ^^-^/^ vy, ^vKDy -f y^ v r y :a R' 

0^/7 7^ /s'-t Kn^/7 7y ^ 
— k Kn^y-<yy7 7y v'k Kn^y/ft7ty, k Rp^^y 
20 ^:7^y\ i7kKn^y^/fi7xy, /^-t Kn^yxyyft7 
Rp-fi/^y-vK k Rp^^V-vK v'kKn^yUy, 
7b7kKD^7 y ^ N /-s-k Kp^y y ^ v>k Rp^ y^-y !)y 7^ 

7k Rp-f y^y y >- s /^-k Kp-f y=^y y y N yt Kn7^7^y 7- 

f7kKa7^7^y> /VtKn7^7i?y S?k Knt7f 9$?y, x 

25 hy k Knt7fyyy /*-k Kpt7fyyy, v?k Rp^y^f-y y, 

7l<7k Rp^y dr-y-y y, a?— k Rn^ydr-y-y v>k Rpdf-7-y y ^ 
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(i) -c*sna*#Kfc£*n:*3v^T, 

"Cite £ ft 5 gift, fi&fik fcL<tt^fn<D5£<&&*St*fcfi , 

^ xasg^M^fc-fctfYas^J®^ ^fc{iX*5«k0Y<DV>Tttt>^H 
■T- CO V vf ft <Dffi& * T 4> o T <b & V \ 
Aretes (DX^SU^ Y^S*J0R^a!>«3, U*5±VZ^*Jg 

i 

(iii) X*5 it/Y^i^ffe t> . U& iOT«gflf:ttI|g^T' 
20 «^tW*\ U^^Jl^^^(m^Jg^«t^Z^^^Tfe>9> 

w^*jnic-7'"Cfc*ii^*, ttzit 

Wxfcit/Y^i^fcD, zfeitwas^j^pcfctK u^c=o 



27 



WO 02/053565 • PCT/JP01/1158J 

• I 

0-2) xr z&£n~wti>%^}%T, Y.ioXifu^mmm^h^m^, 
a-3) x N z, u Kkifw-timmm^ ■ Ytmmw^xh & *a^> , 

(ii-4)X^^Jg^ Y> Z. Ufeit^W^^m^T^SjH^^' 

i 

10 Gv-l)Xx Y^tfWj^SjDR-?; Z/»3flI^ U^I^ffcSffl^ ' 

(w-Dx^Y^xvmt^mw^ z&umjULf, uvmmw^xhzm^, 
Gv-2)x, Y&zvm&fcmm*. z^mmw^ vtmmw.^xh^>m^, 

(v-l)X^±I>'Y^»tfc^ Zfc«fclJW^jBf^T*fct>v U^C = 
15 OT'fcSil^;; 

(v-2)X:fcJ:tfY;TOmiI^T&!?. Z*5«tt5W^^H-?-e*>!3 x U^c = 

Ttt&TO-J&sS (l-i) $5*; (1-xxvi) X*7jk£tlZ>i><Dtfmfb 

20 tbSo 
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i 








r2 (l-xix) 




(l-xx) 




(l-xxi) 
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— ass*; (i - i) — ^ (i -xxvi) -r:7ik£tiz> mt&to^ , 
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i 

& 




(A-1) (A-2) (A-3) (A-4) 




(A-5) (A-6) (A-7) (A-8) 



10 GteO N S*fcttNH&£tt>U R x liCl~47/^;K Cl~4 

(i) l~5m<DR 14 T:^£;ftTV^;^<b L< te#&tt&©C 1~8 7;H;K 

(ii) l-S^R^Tg^tiTV^/^ t< tt&ft&OC 2-87;^ 
15 /K 

(iii) l~5l@©R 14 T'®&£ftW5)&>fcL< ttiiI©C2~87M- 

(iv) NR 4 R\ 
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• I. 

(v) OR\ .. ,.' . 

(vi) 1 ~5#^)R 1S '■t ; M^$^^TV^5^^•L< 'fiM&&t<DC 3~15©li 

(vii) 1 - 5 B<DR V 6 "CiEjft$nTVN5^t> L < tt&'ffi&Gi 1 ~ 4 j@<£^fjf> 

l 5 'L< te-^glfgt^f biv'S- 
JiffiC ) $f^LV > >R 1 S c t :, C>NR 4 R 5 4 J ^ £pi£ LV^R 4 3o J;l/R 5 t 

I 

(a) r 4 # a) ftmm^-eh t> s r 5 & go i -v, 5 m<v r 1 7 -r*ft& s nx v ^ s a> t> 

10 L<{i*Sgtfe©.C 1-1 5 7/V^K (iii) l~'5l@<DR 17 Tg$|£;ixTl^ 
^1>L<teMff&<£>.C2~l 5 7^=/K, (iy) l~5f@CDR 17 "eg^$H 
TV^^t>l<liiIi|OC2~l 5 7/l"¥=7K (v) 1 ~ 5 ®(DR 1 8 Tft^ 

fc tt (vi) 1 ^ .5 CD R 1 8 Tfi^ $ *IT 5-^>b t < nmM&O 1 ~ 4 {HI 69^ 

3~i 5m.(D^.mhL<iinn^m^xh^f}\ 

(b) R 4 ^(ii) l~5{|l|OR 17 Tg^$tiW;5/5>t> L< tt*iilft©C 1~1 
5 7/K;K (iii) l~5fl(DR 17 -eff^$tLTV^^t L< fi*ig^<£>c 2 
~1 5 7;^=;K (iv) l~5j@(7)R 17 Tfim$^TV^S^t i L<Me^ 

20 OC2-157M=;K £fcf±(v-l) C 3 ~ 6^>^OtSfP^3tT'fe !3 , 
R s ^(ii) l~5|i|(DR 17 -C«m$tLTV^^^L<ttilg^OC 1-15 

(iii) l^SflOR^Ttt&StlTl^^fclX te&tg&©C 2~1 5 7;^ 

25 (iv) 1 ~5ji<DR ^-Cg&^tlTl^^ L< ta&tffi^<DC 2~1 5 7;^ 
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• i, 

(v) 1 ~ 5i©^ l 8 Tl^tlTV^K t < iii»C 3 ~ 1 5(Dmm 

(vi) l~5j@©R 18 Tgm £frlX\/^Z)fr'k U< HMW&CO 1 ~4>fi!il<£> 

^ N i ~ 2<@©S^4 L i3,J;i//* fete l - 2ft<pffi3tJgi-? £-££1-5 3 ~ 

10 ~5tl(?5R' 15 Ttg^$^lTV^^t>L< fi&flt&COifc 




v c-oOOOO 

I I I I I I I 

0 0 o 0 0 0 

1 i i i i i 
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r 

t i 

ft (FU Sft N a, jSft, xtyf^v, i^T^^V*^-) , 

(D, L, «d, -If*:, + % -fls) % ^n-7f^7 7 / f-^' 

i 

i 

15 § c 
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■ i, • 

i , 

i • i 1 

5 ^ J: i9 7j<fp^c-tol-5r £ " ' 

(A) — jft^C (I) R^OHTfc^ ^oR^il/R^KiOH, iXT 
10 (I -AO 




(I-A) 



t>ir B tztzL^nb<D^iLOH, v-TA =N-OR 1 1 $Htt±%tlb&'£ 

15 friz>fc<&m$, (n-D 

i: ;u a (n-D 



(5^ 1~-<T^I5^-«tiiEi:(Ili:S*^»1- 0 ) -e^£*t5te^^ 
(m- 1 ) 
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COOEt 



0 



5 #tri(aoTiit5rim5 0 

±IE— jttsS: (n) jKS; (m) x^$ti^^^<D^^^pT*fc«? > #1, 

(B) — ( I ) 4*% R^ttOH^^f, ^Oi/7;> =N-Q,R 6 ^ 
fctt-tftbSr^N-SS, *3j;tfC3~l 0O^3Stt>U< 

1 ~4m<Dm.m^=r, 1 ~ 2 ^©^w^^t^/^fcw: 1 <~2fl©«Hitm 

£tk 0*«9-^ (I - B) 



OCT, R^'liR'^Clft^t, fcfcLOH£:»;b£1\ ^o^T 

A =N-oR 6 iztatJttiibZ^i-z>m, fcit/c3~i oo^attix 
20 tt-atst&SfSL i~4fi©£*JfH% i~2fi©&#JPjm8±tf/$fcW[ 



R 



1-a 




R 
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i 

^SiiS^ftll -JK^i (IV) 




5 Xte^P^>JJ!CT-£*bU ^(Dfiii(DfB#-fitiilB<ir[IlCE^^«^ 

'i 

,-To ) ■ ■ : 

T^^§{^»h (V-l) 

H-R 1_ab (V-l) 

10 7;, =N-OR 6 *fc«^H£»^^i-^S, &J;U*C3~1 (XD&mhL 

it 1 ^ 2m<D^nm^^-r^ 3 ~ 1 o&<Dim*> l< 

*;fr$frv\, ) 

15 ^fcfi-^ (V-2) 

R 1-ac ^y^-j 

(5t>f» N R 1 " 8C [j;C3~10(Dfl'bt<tt3»^ 1~4{!<^SI 
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i. 

±!2-*fe& <iv) "i— jftS; (v— D -c*$"tu5^»©S*Si44Sf*n"e*) 

5 h y r> Aa K^) ©#&T£fctt##fc^ 0 ~ 2 0 0 tT^^^tl 

±|E-^ (IV),i-K (V-2) ^'SftSfc^ttroSJfctf&fc-Cife 

i 

AfeJK (»^'^.!)^#) #*ETn #*7.f (MJ7x=/k^7 
10 &JBV>X,''2 0 < C~3t«^T ; fT^i>H?)c 

*fc, — JRS; (I-B) T^^Sft^^, R a - a ^i~2fl(DOR 6 * 
fc«CONR 4 R, 5 Xg^$fLTV>5C 1 ~ 4 T/l'^tffcS^*, o£ t> 
( I — B — 1 ) 



15 




(I-B-l) 



(it^ R 1 ~ 8 ~ 1 fi N l~2{[l(90R 6 :i;fcteCONR 4 R 5 Xe&£;ftTV^ 
^£tl5^#t»f2, -Jftst (I-B-2) 
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(5£t£ N R 1 ~ ,l T, 2 tt N l~2j@©COOR 6 ^1im$ftTl^C 1-4 TVl^ 
&3S7D»Sfc#^*\ iL<f43t5nKJEfcttLfctlU -jfta*; (VI) 

I 

i 

5 X _ R 6-a-2 (VI) 

R 6 '- a " 2 {t N (i)Cl~107M;K (ii) C 2- 1 0 7^-/K 
(iii)C 2 — 1 0 7Vl^-/K (iv) 1 — SflSfDR^-Cg^ftTl^/^ L< 
3^1 5 (D&mh L < (v) 1 - 5 IDOR 1 8 T'fi 

^ftTVVS^ L< ttiEgm<^ 1 ~4j@<7)^|iJJjH\ 1 - 2{i«SfJj!H : - 
10 fe«t^ / /^7h}il.~2{@«^T-^^-r§ 3-1 5l©fif>t<llZ 

* fc a (vi) i - 5 m <r> r 1 8 -egm £ ft t v ^ 5 a> t l < m 

(oc 3~i o<z>«k t< tezigi^lf^ *5i;0i~5#ic»R 18 -esm$ 

ftr v n 3 a> t> l < &mw&<o i~4 as* mc-?-, i - 2 ib ©BawK^tf £ 

11/ '4 fete 1 - 2 flO«t»JWT-^*i-« 3-10 M<^¥^ t L < tt 
15 ^3t# i b^ft5Sl~2te^it&£ft''C^5C l-4TyV^£*;b 
i~o ) £ ft 5 i6\ fe^fl-jW (VH) 

H N R 9 R 1 0 (VH) 

20 315cRJ5Sf±^feiTfc5 % 011*. if, »M (^^/^-x/K s^b^f- 
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i 

£JH^T, -78-5 O'CTff ftibftSo 

-iss; (i-b-2) T^^tisft^oa^cKjESft©- 1 -*^ (vi) -e^, 
-«5£ (i - b-2) x^znzik^cDWTb&j&'&oi-ffliTZ (vn) -c* 

10 .Jcfc, (I-B) R'^NR^'tfe^^R^WRW, 

^a^UT> 1 ~5ra©R 17 Tg&$*l/TV^#>fc U< ttMflHft©C 1 ~ 
1 5r;^tfc!3s a»OR 8 *3j:t*R 8 iHcOH % '>7>/> =N-OR u f 

fc(i^tL&^^i-5S^»$^v^^ -f^^-flS^ (i-B- 3) 



,4M R 5b-3 




a-B-3) 



15 (5fc<K R 4b ~ 3 joJ;t/R 5b - 3 «n^na3i:UT, l~5i©(DR 17 TS^ 
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(I-B-7) (I-B-6) (I-B-5) 




(I-B-3) (\-B-4) 

i 

) 1 

RfoTM^ (1) *K R 4b - 6 m~5fll^R 17 T-g&$;fr-CV^;6^L< 
tt&flftfe<0C 1 ~1 4 T^A-^Sfr U R 5b_4 tt l~5{@(DR 17 ,-efi^$ 
frl/tV^fl^ t< liitt©C 1~1 4 7^l/**fel/x ^©^©IB-i-tt 
5 B&IE £ IrI CE*^*^1"o 

T\ 7-f K !J/^P7^ Ks f^/V* n^Kf) i: - 2 0 °C 

«M (^on#M, ^b^^V^> ^fvwc— tvK rfytKD 
*m\HE$x (T/v=r^ g^t^O #I^T> 5 £ 
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(I-B.^7)' (II- 2) •: .' 

•i NC S 7 a • ' . 

i: *u a (n-2) 

• , R 3 - a 

I 

(in- 2) , : . . • • " ■ 



(m-2) 



±ia-j»S: (n-2) (m-2) x^£fa&4k&M(DRmiZ4;%nx* 

15 WI (f l>7tFc77>'f) ^ i£S (5f^A^y^nW5 
K*) &J^T, - 1 0-5 0^^5. 

(C) (I) * s R^it^R^S^i"^, J>4<Hlfi*OH 

*fctt*ft&£tfi-$££*;bi-fc£»x o*&— (I-C) 
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(I-C) 



R 



,3-c 



5 -f 0 ) V7F£tiZ>ik&mts —ffiZ (i-b) x^tstiZik-km^s R 2 &£ 



15 fvK ^nn*M|) ^ n /wf*gfc (HH{fc*!7iNgO £fflV^, -8 0°C 
~8 0°C-Cfr^^tb5 c 
(D) -»!3£ (I) «K R\ R 2 &£T>*R 3 #ig;b1-£*K < 4: t> lflW* 
= N - O R 6 * fc ft = N - O R 1 1 ^ -T 5 £ it s o 4 t) - ^ 



'StfcSft^x (I-B-8) 




R 



(I-B-8) 
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i 

i, 

i • • 1 

(i-.D) .. .. ■, , 

'"' ',*•> ' ' " ' ' R 1-d . 




(l) -jttK (i -B) T*7jkt$ti%4k&mtp\ R\ R 2 ^J:t;R 3 ^tS 

©?^M< Hl|#-CH (O-C \~ATJV*;V) 2 -^pf-3Slr£>3 

^-g^ i-tetth—miz ( i - b - 9 ) 



R 1*-9, 



10 




(5£f, R J - b -\ Z b ~\ U b " 9 fcJ:t/R 3 - b - 9 ^ WtlR\ Z, U 
mXfR 3 tmZMM^m^-to tctcLR'- b -\ Z h ~\ U b - 9 *3J;0R 3 - 
b - 9 j&s^:bi:S4\ / >^<t'blill-CH (O-Cl-47;^) 2 ^ 

fete 

(2) — JK^: (I-B) T^ftMb^^ R^'^OH^ftSlt'fe 
fclXtt-jftsC (i-c) T*i*£*i<5fb£*^ 1-ftfr*>-j»5£ 
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i 

i 

( I — B — 1 0.) < , . , , ' , 




io m) fx i£ fc&Ik &/Bv^ o~i o o°c-efT^^s c 

15 fcfc>;h/5 0 

N-0-R\ ^TcltHaN-O-R 11 ^!:, 0~ 5 0°CTtT^^^ o 

(e) — jWS; (i) fx R\ R z isXUR 3 ^mt>i-m^ x 'M<Hifili 

20 (I-E) 
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(I-E) 



,3-e 



5 ttiistpcs^^^^i-o ) -e^^^LSib-a-t)^ (1-D) T*7F$ 

3x5^4^ R\ R 2 ££TJ«R 3 ^;b1-X<£5 V>ft'< it lfi#=N- 
OHSrtttSS^SW^s j»S (I-D-l) 



(aS^U R 1_d_ \ 2 d "\ U d ~ 1 *3«J:tJ { R 3 ~ d - 1 «: N ^3VeftR\ Z, U 
10 *3j;t^R 3 i:|WICS*^^i-^ fctfU 1 " 1 " 1 , Z d ~\ U'^&.fcUtR 3 

(IV) T^SftSfl^&ttu -$5£ (I -A) T^ftSfc 




a-D-i) 



46 



WO 02/053565 PCT/JPO 1/1 1581 

*©i©m»s?f-efc5-iiiK (n) , an) % (v) ; (vi) *5£TJ* (vn) 



H 



5 




i 

(vm) 



o 




(VIII) 



10 (5£f N ^TO|B*f4WIBi:raD#*S:*tei-. ) T^^MtlB^, 
t K9^>'SrRlS?**5ri:lz:J:!3'»l3t$ih,S. —#3; (ni) 
tiZ4k&Vs<D 5 hs is? v^y? j y- 2 -■ZuV7$y^.zz.J-}Vx.7* 1 rMtti 

1- (2-^^-/1^-4-^ Y^yy ^^jV) -fu/<y- 2 -^(^Bioorganic 
15 & Med. Chem.,S, 181-189 (2000) B<t $tLTV^Oo 
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• I, 

5 mi\Zs #3B9Hfr&«lfc:U 3, 1 d.*5£tf3 Omg/k g&4Lfc:7$> 
r O ^ y y t- . A } C ft 5 « B $ HQ & * -t ? 7 7 T* fc 3 „ ' 
H2Wt, ^3S^k^*lx 3, 10fci0 ! 3 0mg/kgg4lf:7y 

i 

r 

(i) /V'yf^'^yt^ 

uink] 

15 t KRFg^llWWtt (WCHO-K.lf« *=ty 

P B S 2 @25fc#- Lfc^ *^ Lfc'M "slfT vtAWMWL 
(Tris-HC 1 (5 0mM, p H7.0) v E D T A (2mM, p H8.0) % MgC 
1 2 (1 OmM) ) T«Lfc 0 MUfcM^^^^^M^^^^^if- 
20 £^T»Lfc|£, 10000 g-e^U JKS^SrlHjiiRUfeo HUR UfcJKPf^ 

"yi?T y±4mmm^nmm^ik, im g /m 

Vf-i y±J KJBV^„ 

25 1 2 5 I - C R F & 0.5nMfcfc5 «£ 5 tC^-f V*f 4 yiZ^liWT?$f 
RU v"J =t>fXLfc 1.5m 1 ^--/H 5 0m LiPX-fc. &^il^frlK 
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i 

• i. 

i 

Lfctfctft^.DMs.q W'V.f'^yyB), N $fcttj; o-o juM^crf 

fc&WW&fcqirfc ( lW I -'CRF'Oft»g«0.25nM) 0 ^-^fc^ST* 
2B#HSH^ 3 r^^ h Lfc 0 WH^tEUR-f 15000 r pm 

5 T?JtiC> lifcSK jbtf &j£T % tfc P B s'/0.01%Triton X- 1 0 0 T* 2 (D 

' ' ' ' 

.ill i 

#a^b£fott»v^g*fl^£8H4 (rc, 0 I<i<jM) £W 
io (2) i«»k+^K£J:«ffi*£i&te •• 

J^KDiJ; ^ ; 5 0 c m<Dift$^ s ( 5 0 X 1 0 c m) ©2 7° 

>T — J*k, mCMZ. ('50X10 cm) 02*©^0'-X7-A (40 c 

15 Lfc 0 

wm<o3o#m\zn*fe&<D®im (smi/kg) ^gp^LfcsD 

20 ttJft&BI l ~ 2 
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(i) x«7FZtiz*%w<\i&mn, cRF^tMM^fts 
y-K5o^ N nmko^m, ^m?o^ >bvtmftmmm?^m, ^ 

ttIS) > SKfiittW^ (PTSD) N tEHfc 

^j^^\z.m^<m^ mm, &m., rw^-ttii, iw; ^mm 

20 ffimmm&&E4k&, i&jtmm, >i?5k^tcn>mmmmB m&m, mm, 
— (i) -c^stis^^b^s z(D#n&(om., mmm, tt. 

Suites ¥tfu ftlu ^H^m> S#^s Wlliat)! 
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t 

■ i, ■ 

•: . - • • 1 . 

0.1m g fr& 1 0 Q m g (D%m~Z\ 10 1 m>b%km¥BQlfc5- ('#£ t < fi, 
5 tt#W*L5-. " 

■ i i 

15 ifc-ttWJ^W (?* h-*', tftv*—^ « 
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I 

I 

i 

i** mmm. mmimk mm, mmu fc^m, mmm • 

m*^Lx^xh^\ 

#1 (^/^^^g| N T^/^^V^ ^|)y/^-h8 0 (W) ^) r 
' W^iJ, §L«k «^#k ISWJs fi^3]^£^WTt>J;v\ 

bimmnm^^xmrn-r^mmmim^xoxm^ mm&n& 0 % 
mn*<£^ nmzxv^ztizftmmL ixmm, mmm, ^am, * 

■7u~-m<Dmmijmx m^t^mm^m 2,868,691 ^j^ium 3,095,355 
%-Km^<mm.£nx^z> D 
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$ . ta t b ^ 7 7 ^ - \L X 5 ^"Ht «fc T>* T L C \Z7jk £ fi 5 * y la ft <0 
.5 ■ LTl^ 0 



Wl 




^CN • . 

H 3 CCT ^ "CH 3 

t 

10 T^>fSMTFs l. 2-v ? ^5 L ^-4 -t< b^v-Oif s y (13.6&) ©E 
mib^ (2 0 0ml) mm\Z s N-^p^-^^ W 5 K (I7.8g) £>£U2, 
2'-7y , t^y7^o^f!)A (4 9 2mg) <Dm&!fa&lN7L, 6.5 B#'^ 

#Lfc„ 5«Sr#*T»«Ufc. M£N, N-^WWU* (l 

15 0 0ml) t/T>4ti~ b y (9.86 g) ZMx.. i£t'-|l# 

4) "CaHSltT, ^TOW^t5»ft (11.78 g) £#7c 0 
20 TLC:Rf 0.20 (n -^fy : g^ixf ;|/= 9 : l) ; 

NMR(300MHz, CDC1 3 ): 5 7.24 (d, J = 8.0Hz, 1H), 6.78-6.72 (m, 2H), 3.79 (s, 3H), 
3.60 (s, 2H), 2.32 (s, 3H) 0 
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I, 

1 -i/7S - 1'- (2-^fvW-4-Ah#i'7:r~/U) -?u/<y— 2-3- 




T/i^VWuTn 1 TSafiLfc-ffrg* (11.7 g) co«^^ (6 0 

5 ml) tI,tM)>>^ (2.3 g) ^t0(^ltTi)Di, 50°CT'2Bt 

I" 

ffilg#Lfc 0 SMWxf/M40ml).m 2.5R#M»«EU $ 

btbfc&nH ' ( 3 0 0 m 1 ) Lfc„ • 2 NttT' p H 4 £ U Bflt^ 

WiHJU. ^rttUiS:i67KflSafe^h9!>^Ttt3»U lilt, OT© 
10 *tete«rW^SiBMfc^ (12.06 g) &#fc„ 

T L C : Rf 0.45 (n — ^f->- : A,= 1 : 1 ) „ 



15 




3-^ P P -4-^0^7- y-/l/(2.14g)©|*7 h7t KP77^(1 
Oml) ^JSS:- 7 8 < C{C^*PL> 1.56M<£> n -^/UV A/^df-f-^ 
(6.5ml) »|TU 3 0«|Lfc o ®fc»£*WzU *»MM 
y^PtVl- (2.3ml) «TU -7 8°C-e20#TO#t7c o 
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t 

i, 

mm^f'^mmit^m (6 s im g ) 

TLC : R*f' ^''(fiflS^^l/y : 9 : 1) ; 'I 

NMR (300MHz, CDC1 3 ) ' : 8 7.22 (d, J = 8.4Hz, 1H), 6.93 (d, J = 2.4Hz, 1H), 6.86 
5 (dd, J = 814, 2i4Hz,' lH),3.79(s, 3H) 0 ' ' 




io #%F0 3T;$^l>ctti^ (6 4 4mg) % 4 - a K- 5 - y 

^y-7W(6 5 8ing) , fcitJ^Tkf^hy (7 9 1mg) 

^ h^i/rc^^ (2.5m 1 )./7k (2.5ml') 7h7^^Ml7i^ 

/U**^ V/N-yv^A (3 6mg) ^tTJU^i. 8 0 °CT 1 6 B#^Jf^ L7c D 

: «^^= 19 : 1^15 : 1) Tlt^U OT^IM^ 
(6 3 7mg) 

TLC : R f 0.44 (n-^=3rir^ : f^^^= 3 : 1) ; 
20 NMR (300MHz, CDC1 3 ) : 8 8.29 (brs, 1H), 7.16 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
2.4Hz, 1H), 6.87 (dd, J = 8.4, 2.4Hz, 1H), 3.84 (s, 3H), 2.41 (brs, 3H) C 

###!|5 
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V 




4 Ltz.\b^m (6 2 3mg)'©^;^ (2.8m 1 ) 

5 1.5M^" Ml £ h^v- ^ (2.8m 1 ) ZMtL, m&X 4 B# 

1 

/U (10ml ; 1/1) TifejfLfc, ?Ki(UNli "(lml) *lNjtX s 

T L C : R f 0.13 (n-^^r-^> : gt^^= 3 : 1) ; ' 
NMR (300MHz, CDC1 3 ) : 5 7.38 (d, J = 8.4Hz, 1H), 7.00 (d, J - 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.11 (s, 1H), 3.83 (s, 3H), 2.29 (s, 3H) C 



15 ##ff!l6 



5 — T 5; / — 3 -^A— 4 - (2-^f/k-4-n^7i-^) t°7 

HN — hi 

H-rj " V ^°H3 

XH 3 




OCH 3 



i#«2T«5tL/t^» (8.63 g) <o (2 0 0ml) ft 
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m (8.0ml) *3±tft Fyv 5 ^ •' l 7Kfn#J (4.5m 1 ) &#P;tfc 0 £j£*llB^ ' 
N^»x., g^^/V/n-^ (3 0m 1/3 Oml) -CttttS t ' 

(8.38 g) £#fc c 
T L C : R f 0.30 (^ n p : ^ ^ y —)V= 9:1); 

NMR (300MHz, CDC1 3 ) : 6 7.08 (d, J = 8.0Hz, 1H), 6.84 (d, J = 2.5Hz, 1H), 6.77 
(dd, J = 8.0, 2.5Hz, 1H), 4.10 (br s, 3H), 3.83 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H) 0 

10 , . • 

, mmm 1 

8 - h KP^iX- 2-^^-3- (2-^^7^-4-y ,h 3^7 ^.-/V) 
-6, Kn-5H-^o^^ [d] \?7V*v [ 1 , 5 -a] t° 



OH 



15 




6 Ltzjt^m ( 5 0 0 m g ) ©»B6 (3ml) tg#fc, ft 

/I/- 2 -*;Hj?>Kxf;l/x^7/l' (0.40m 1 ) 3^MJ1 

flftbTCo £&$£«&£ffiK:#4|)^ v^fvi^— r/K/n ^> (10 

ml ; 2 : 1) &#n;ifc 0 *lf ttj LfcJi&iS&$:5& U v^^ L Aoi-7Vl'/n - 
20 ^rU"^ (1 Oml ; 2 : 1) "T?*#U ?£jftLT, J^T©Wl^ft5 
SRSffrB* (4 8 Omg) %#7t c 
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! 

: » 

I, 

T L C : R.f 0,47 a u ft^A : ^ $ J ^;V= 9:1) ; 

' i 1 1 ' 

NMR(3001spz; DMSO-d 6 ) : 5 11.90.(br s, 'lH), 7.10 (d, J = 8.0Hz, 1H), 6.93 (d, J 
= 3.0Hz, 1H), 6.83 '(dd,, J =, 8.0, 3.0Hz, 1H), 3.78 (s, 3H), 2.81 (t, J = 7 r 5Hz, 2H), 
2.66 (t, J = 7.5Hz, 2H), 2.07 (s, 3H), 2.05 (s, 3H), 2:03 (ni, 2H) D 

l 

r i 

##£ll7 . . ' 

t 

8-^pd-2-^;1/-3- (2-^/^-4-^ ^=->U) -6, 

7-^tKo-5'H-^P^ [d] fc°7i/P .[1, 5 -a] fc° y ^ v 5 

I 

i 

^ ■ ; 



ci 




mm 1 -?m&Ltz4t£!%) (4 0 Omg) <D fvloi^ (4ml) 
***S^.W)V (0.60m 1 ) fcitfv^^vKT^ ]) ^ (0.25m 1 ) ZMz., 1 

i o^mmwL, iipj^^-^-vmby y&ftmvtto frfommzmm*- 

n _^^ f -^ =1 . 3-^! . 2 ) Tlf^LT, OT©«^^W-t-^tIMjk 
^ (4 1 lmg) £#7c c 

TLC : R f 0.52 (n-^fy : iHif/I/= 1:1) ; 
20 NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.5Hz, 1H), 6.88 (d, J = 2.5Hz, 1H), 6.81 
(dd, J = 8.5, 2.5Hz, 1H), 3.83 (s, 3H), 3.09-3.00 (m, 4H),.2.40 (s, 3H) , 2.23 (m, 2H), 
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i 

2.15(s,3H) 0 ' . 

mm* 2 

8- O-^yf/UT^') ^2-^f-/U-3- {2-*?'A'-4-* 

■ 5 ^7x-^) -6, 7-^k'FP-5H-^D^ [d] t°?y*P [1, 

5 -a] try 




OCH 3 



&%ffl7 X*m&lstcfc-&!&d (1 5 Omg) % fcitf 3 — O^/^T^^ (0.6 
m 1 ) (DU^'M* 14 0 °CT 1 0#fH?3f # LtZo Srifti^ f JJ # 

10 ^>©*7A^ovf^77/f- (g^n^/l' : n-^^r-^^=l : 3) "C 
»Sfl/T N »TO«btt«[S:^ri-5aijl^«b (16 9mg) £#fc 0 
T L C : R f 0.57 (n-^^y : BB^^= I : D ; 
NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.78 
(dd, J = 8.5, 3.0Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.08 (t, 

15 J= 7.0Hz, 2H), 2.89 (t, J = 8.0Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 2.14 (m, 2H), 1.69 
(m4H), 1.02 (m, 6H) 0 

Hi 2 ( 1 ) -2 (3 6 5) 
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i 

• i, 

i 

. t i , ' . 

I 

gML2 (i) ' ■ , 

10 8- (N-^^U-.-N—n-y^JUT^'y) - (2 
-^^ T ;4'-y h^r^x^) -6, 7 - v?t Ko - 5 H~v^ 
* [d] ky/p [1, 5-a] fc°!J^^^ 




OCH 3 



TLC : R f 0.43 (n--^MJ->' : BfcB^fvl^ 2 : 1) ; 
15 NMR(300MHz, CDC1 3 ) : 5 7.22 (d, J = 8.7Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.77 
(dd, J = 8.7, 2.7Hz, 1 H), 4.49 (m, 2 H), 3.81 (s, 3 H), 3.67 (q, J = 7.2Hz, 2 H), 3.61 
(t, J = 7.2Hz, 2 H), 3.33 (s, 3 H), 2.97 (t, J = 7.2Hz, 2 H), 2.91 (t, J = 7.8Hz, 2 H), 
2.19 (s, 3 H), 2.13 (m, 2 H), 1.55 (m, 2 H), 1.35 (ra, 2 H), 1.17 (t, J = 7.2Hz, 3 H), 
0.89 (t, J = 7.2Hz,3H) 0 

20 
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mm\2 (2)'. ' •■ . , , • '. , ' ; ■ .• 

8- (tf-^b tVl^-N- (2-t'Kn^xf>i/) 7 5/) -2-^fvW 

ispv^y? id-y t°9y^, [i, 5- a] try $ v>>- 




och 3 



TLC:Rf 0.80 (n-^f > : Itt^= 1 : D ; 
NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.4Hz, 1 H), 6.86 (d, J = 2.7Hz, 1 H), 
6.79 (dd, J = 8.4, 2.7Hz, 1 H), 3.90 (t, J = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.64 (m, 2 H), 
3.43 (m, 2 H), 2.98 (t, J = 7.2Hz, 2 H), 2.92 ft, J = 7.8Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 
10 3H),2.15(m,2H), 1.58 (m, 2 H), 0.95 (t, J = 7.2Hz,3H)„ 

Hjjfcffi]2 (3) 

8- (3-^yf^7?/) -2-^^71"- 3- (2-^fv^-4-^ 
i/7^~;V) -5, 7-v>t K*-!^/ [3, 4-d] t°7/P [1, 5 

15 -a] try 
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OCH 3 



TLC : Rf 0.51 ( n : ^@£jn^vu= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.44 (d, J = 10.0Hz, 1H), 4.32 (br s, 2H), 4.14 (br s, 2H), 
3.82 (s, 3H), 3.76 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.84-1.57 (m 4H), 1.03 (t, J =' 
7.0Hz, 6H) C 

mmm2 u) 

9- (3— <y^/UT^ /) -6-^f-/U-5- (2-7^^-4-p* h ^ 
V^a^/U) -2, [3, 2-d] t°7yp [1, 5 

-a] t°y 




TLC : Rf 0.40 (n : ^^^;V= 2 : 1 ) ; 
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NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J » 3.0Hz, 1H), 6.79 
(dd, J = 8.5, 3.0Hz, 1H), 6.17 (d, J = 10.0Hz, 1H), 3.99 (ra, 1H), 3.82 (s, 3H), 3.36- 
3.20 (m. 4H), 2.30 (s, 3H), 2.18 (s, 3H), 1.82-1.56 (m 4H), 1.03 (t, J = 7.5Hz, 6H) 0 

'5 ■ mm 2 (5) 



8- (3-^W5;) -2-^^-3- (2-^^-4-7«hdr 
i/y^^fV) -5, 7-^tFo-7D [3, 4-d] t°7^D [1, 5- 
a] f U Sv?^ 



10 T L C : R f 0.33 (n -^^fy : Hftxf /l/= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.0Hz, 1H), 5.29 (s, 2H), 4.90 (br s, 2H), 3.82 
(s, 3H), 3.24 (m, 1H), 2.33 (s, 3H), 2.18 (s, 3H), 1.84-1.56 (m 4H), 1.02 (t, J = 7.5Hz, 
6H) 0 

15 

mumi (6) 

9- (3-^f^7 5/ ) -6-^^-5- (2-^^-4-^ h=¥ 
->7i^) -2, 3-i^tKn-7P [3, 2-d] fc:°7>/n [l, 5- 
a] t'V 




OCH 3 
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I, 

( 




.» I . i i 

T L C : R f 0.43 ,(n ^f"^ : Stxf^= 2:1) ; 

i 

NMR(300MHz ; CDC1 3 ) : 6 7.31 (brs,.lH), 7.12(d,.J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, Hi), 6.82(dd, J = 8.4, 2.7Hz, 1H), 4.76 (t, J = 9^0Hz, 2H), 4.30 (m, 1H), 3.83 
5 (s, 3H), 3.74 (t, J = 9.0Hz, 2H), 2.34' (s, 3H), 2.19 (s, 3H), 1.90-1.70 (m, 4H), 1.04 (m, 
6H) C 

(7) 

9- (3--<y^7^y) -2-^^-3- (2-^^;U-4-^ b^r 
10 V7^=-)V) -5, 6, 7, 8-rF7kFD-t'7yp [3, 2-b]^ 




och 3 

TLC:Rf 0.45 (n-^t> :fttxf;b=2 : 1) ; 
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NM R (300MHz, 'CDC1 3 ) : 8> 13.04 (br s, 3H), 7.91 (br s; 1H), 7.15 (d, J = 8.5Hz, 
1H), 6.96' (d,'^ = 2.5Hz, 1H), 6.87 (dd, J = 8.5, 2.5Hz, 1H), 5.65 (br s, 1H), 3.79 (s, 
3H), 2.75 (ni, 2H),,2'58 (m, 2H), 2.19 (s, 3H), 2.05 (s, 3H), 1.88-1.64( m ; 8H), 0.91 (t, 
J = 7.5Hz,6H) 0 : , , 



gHM2 (8) ■ ; ■ . 

6-^^-5- (2-^^-/1^-4 bdrv-^^n^) -9 - [ (2S, 
4R) -4-> 2-^ h^^^/Vfa ]J 1 ->f;l/| -2, 

3-^tKn-7'0' [3, 2-d] fc 0 .?/.* [1,,.5-a] t°y 




10 



OCH 3 



TLC : Rf 0.24 (n-^fy : Sixf;i/= 1 : 1) ; 
NMR (300MHz, DMSO-d 6 ) : 5 7.09 (d, J = 7.5Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 
6.81 (dd, J = 7.5, 2.4Hz, 1H), 5.07 (brs, 1H), 4.66 (dt, J = 9.0, 9.0Hz, 1H), 4.56 (dt, J 
= 9.0, 9.0Hz, 1H), 4.24 (dd, J = 12.6, 3.6Hz, 1H), 4.05 (brs, 1H), 3.85 (d, J = 12.6Hz, 
15 1H), 3.77 (s, 3H), 3.42 (dd, J = 10.2, 3.9Hz, 1H), 3.33 (dd, J = 10.2, 5.1Hz, 1H), 3.22 
(dd, J = 9.0, 9.0Hz, 2H), 3.21 (s, 3H), 3.18 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H), 2.30- 
1.95 (m, 2H) 0 



mm 2 o) 
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r 

9- (3-^yf^7^y) -6-/ 5 - (2-^^-4-^ 

i 

v 

-2, Kn-'k'nn [3, 2 - d.] t°7 N /n [1, 5 

-a] t c y 5: i?> 




och 3 



T L C : R f 0.37 (n-^^> : @f^^yl/= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, S.4Hz, 1H), 5.86 (d, J = 10.5Hz, 1H), 4.07 (m, 1H), 3.82 (s, 3H), 3.58 (t, 
J = 8.1Hz, 2H), 3.06 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 1.52-1.82 (m, 4H), 
1.01 (m, 6H) C 

mtm 2(10) 

2-^^-3- (2-/f-;U-4-^ Y$r*/7 -8-[(2S, 
4R) -4-^ h*i/~ Y*i/^3-jVM°u y W- 1 ->f^] -6, 

7-v>t Kp-5H--^p^^ [d] t°^/n [l, 5- a] t°!)v^ 
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H3CO < 




T L C : R f 0.30 (n-^f"^ :B^^/V= 1 : 1) ; 
NMR(300MHz, CD9I3),: 5 .7.15 and 7.07 (d; J = 8.4Hzi two comformers, 1H), 
6.89 and 6.87 (d ? J *= 2,7Hz, two comformers, JH), 6.83 and 6.80 (dd, J = 8.4, 2.7Hz, 

1 1 

5 two comformers, 1H), 5.65 (brs, 1H), 4.32-4.10 (m, 3H), 3.82 (s, 3H), 3.50-3.40 (m, 
4H), 3.367 and 3.361 (s, two comformers, 3H), 3.29 and 3.28 (s, two comformers, 
3H), 3.23-2.99 (m, 2H), 2.42 (m, 1H), 2.30-2.10 (m, 3H), 2.245 and 2.240 (s, two 
comformers, 3H), 2.22 and 2.14 (s, two comformers, 3H) e 

10 mm 2(11) 

3- (2-^^-4-^ =c=^;U) -8- [ (2S, 

4R) -4-^ h=3f->- 2-? h^V^fVl^P y v 5 ^- 1 -5, 
7-i?kKo-7c [3, 4-d] t°7^CJ [1, 5 -a] fcf P S V ■ £ 
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H 3 CO 




0CH3 



TLC: R1 0.22 (n -^^rf"^ : g^^i^/^= 1 : 1 ) ; 
(300MHz, DMSO-d 6 ) 7.10 (brs, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.1, 
2.4Hz, 1H), 5.33 (d, J = 10.8Hz, 1H), 5!25 (brs, 1H), 5.15 (d, J = 30.8Hz, 1H), 4.85 
5 ' (d, J = 14.4Hz, 1H), 4.75 (d, J = 14.4Hz, 1H), 4.10-3.85 (m, 3H), 3.77 (s, 3H), 3.39 
(dd, J = 9.9, 4.5Hz, 1H), 3.28 (dd, J = 9.9, 5.1Hz, 1H), 3.22 (s, 3H), 3.15 (s, 3H), 
2.25 (m, 1H), 2.21 (s, 3H), 2.15-2.00 (m, 4H) 0 

MMM 2(12) 

10 6-^^-5- (2-^f"/^-4-^ Y**/7^~?V) -9- [ (2S, 
4R) -4-/ Y*is-2-t b^ri/^^t c D y i^y- 1 -^f/U] -2, 

[3, 2-d] k^/n [1, 5- a] fc°]J 
H 3 C<^ 




OCH3 
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T L C : R f 0.43 {>? P D ftfrj* \ * $ J —)V= 2 0:1); 
NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 4.71 (m, 1H), 4.20 (m, 1H), 4.06 (m, 1H), 3.82 (s, 3H), 3.60 
(t, J = 7.8Hz, 2H), 3.54 (ra, 1H), 3.48 (dd, J = 4.5, 9.6Hz, 1H), 3.39 (ra, 1H), 3.34 (s, 



IMS 2(13) ■ 

8--<y'7 p PkVVT^y-2-^^^-3- (2-^fvW-4-^ h^v^ 
^-yk) -5, 7-S?tKP-7P [3, 4-d] t°7;/p [1, 5-a] 

■i 

10 t°!) , ' 



T L C : R i 0.34 ( n -^-fy : @M^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 6.39 (d, J = 9.6Hz, 1H), 5.32 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
15 3H), 3.74 (m, 1H), 2.32 (s, 3H), 2.16 (s, 3H), 1.41 (d, J = 6.6Hz, 6H) Q 

mmm2 (14) 

8- [ (2 S) - 1, 1 Y**y??y- 2-4^1 

fr- 3 - (2-/f-/U-4-^ Y^ciyy -5, 7-^tKp-7n 

20 [3, 4-d] \?yy'u [1, 5-a] k°JJ^v>;/ 
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5 3H), 3.28 (s, 3H), 3.09 (m, 2H), 2.24-2.40 (m, 4H), 2. 1 8 (s, 3H), 2.01 (m, 1H) C 
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OCH 3 



T L C : R f 0.26 (n-^M^ : @^^^VW= 2" : 1) ; 

NMR (300MHz, CDCI3) : 6 7;i5 (d, J = 8,1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 

it 

I 

(dd, 3 = 8,1, 2.4Hz,' 1H), 6.57 (brd, J = 11.1Hz, 1H), 5.36 (d, J = 9.9Hz, 1H), 5.26 (d, 
J = 9.9Hz, 1H), 4.90 (s, 2H), 4.33 (d, J = 3.9Hz, 1H), 3.82 (s, 3H), 3.50 (s, 3H), 3.48 
(s, 3H), 3.39 (m, 1H), 2.32 (s, 3H), 2.17 (s, 3H), 1.88 (m, 1H), 1.68 (m, 1H), 1.04 
(brs, 3H)„ . 



mmm2 as) 

10 8-[(2S)-l, 1 -it* h*is7*?>-2-- i;V\ T% J -2-*?- 

1 

JV-3- (2 -*^-)V- Y$rl/7 ol~)1>) -6, T-v'tKn-SH 

-i/^p^V^ [d] t'yy'o [1, 5 -a] 



r 



HN' 



,OCH 3 
OCH 3 




OCH3 
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• i. 

TLG : Rf 030. (n-^^ : ,: 10 ; 

NMR(300itoz, CDCI3) : 8 7.15 (d, J = 8.1Hz, IH); 6.85 (d, J = 3.0Hz, IH), 6.77 
(dd, J - 8.1'; 3:0Hz, IH), 6.47 (brd, J = 11.8Hz, IH), 4.34 (brs, IH), 4.01 (m, IH), 
3.81 (s, 3H), 3.49 (s, 6H), 3.19,3.00 (m, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H),, 
5 2.18 (s, 3K),a.l3\m, 2H), 1.86 (m, IH), 1.65 (m, IH), 1.04 (brs, 3H) 0 

J 

" I 

I 

Hi 2' (1 6 ) , 

8- (1, r-^i/^P^- 2-^f/l/) 7^;-2-^/l/-3- 

1 

10 -d] t°7yo' [i; 5- a] t o y^>?^. 




TLC : Rf 0.42 (n-^fy : Ht^= l : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, IH), 6.87 (brd, J = 8.1Hz, IH), 
6.85 (d, J = 2.4Hz, IH), 6.79 (dd, J = 8.1, 2.4Hz, IH), 5.33 (s, 2H), 4.89 (s, 2H), 3.81 
15 (s, 3H), 3.75 (m, IH), 3.62 (d, J = 4.8Hz, 4H), 3.42 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H) 0 

|M 2 (17) 

8 -If* (2-^ haf-$/:E?vi,) 7^y-2-^f-^-3- (2-^^- 
4-^ b^r^7x=;V) -5, 7-i?tKo-7n [3, 4-d] t°7 v /n 
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[1, 5- a] t°y ^v>y 

H 3 CO 



OCH 3 




OCH3 



T L C : R f 0.24 ( n -^^-fy : %&&^f-jiv- 1 :'l) ; 

1 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.87 '(d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 8.1, 2.7Hz, 1H), 5.22 (s, 2H), 4.89 (s, 2H), 3.88 (t, J = 6.0Hz, 4H), 3.82 (s, 
3H), 3.55 (t, J = 6.0Hz, 4H), 3.30 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H)„ 



mmm2 a 8) 

8- (1, b *i/7°v/<y-2-'(M 75^-2-^ f-jV— 3 — 

10 (2-^^-4-^ b^v^ai-yv) -6, 7-i?kKP-5H'-i/^P 
[d] [1, 5- a] t-y^v^ 

,OCH 3 
,OCH 3 



HIM 





T L C : R f 0.53 ( n : gf^n^vV= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.01 (d, J = 8.4Hz, 1H), 6.72 (d, J = 2.7Hz, 1H), 6.64 
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(dd, J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 4.14 (m, 1H), 3.69 (s, 3H)> 3.50 (d; 



' 5 m&m 2(19) 

4-^^7i^) -6, 7-^tKP-5H-^t3^ [d] fc° 
. [1, 5- a] t°y 5^ ' 



10 TLC : Rf 0.41 (n-^fy :tt^=l : l) ; 

NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.4, 2.7Hz, 1H), 3.88 (t, J = 5.7Hz, 4H), 3.82 (s, 3H), 3.52 (t, J = 5.7Hz, 4H), 
3.30 (s, 6H), 3.00 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14(m,2H) c 

15 

(2 0) 

(5RS) -8- ^ y) -2, 5-v^^--3- (2- 

tf-SU- 4-^ Y^7^~7V) -5, Ko-7a [3, 4-d] 

t°7^n [1, 5 -a] tfP$S?^-fi8i 



J = 5.4Hz, 4H), 3.30 (s, 6H), 2.99 (t, J = 7.2Hz, 2H), 2.76 (t, J = 7.8Hz, 2H), 2.18 (s, 



3H), 2.04 (s, 3H), 2.01 (m, 2H) C 




OCH 3 
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I, 




OCH 3 



TLC :Rf p.44 '(n -^fV : Jffi&3LJ-jv= 2 : 1) ; 
NMR(300MHz; DMSO-d 6 ) : 6 8.71 (br s,' 1H), 7.15 (d, J = 8.5Hz, 1H), 6.93 (d, J 
= 2.5Hz, 1H), 6:85 (dd, J = 8.5, 2.5Hz, 1H), 5.70 (br s, 1H), 5.25 (dd, J= 10.0, 2.0Hz, 
5 1H), 5.17 (&, J = 10.0Hz, 1H), 5.1 1 (m, 1H), 3.79 (J>, 3H), 3.26 (m, 1H), 2,26 (s, 3H), 
2.10 (s, 3H), 1.83-1.57 (m 4H), 1.41 (d, J = 5.5Hz, 3H), 0.93-0.83 (m, 6H)„ 

# " : 

mm (2.1) • 

8- (3— O^V^T^y) -2-^^-3- (2, 4-^PD7x^ 
10 -6, 7-^tFn-5H-^n^ [d] ky^o [1, 5- a] 




CI 



TLC : R f 0.50 (n-^-fy : g^^^V= 2 : 1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.5.0 (d, J = 2.0Hz, 1H), 7.35 (d, J = 8.5Hz, 1H), 7.29' 
(dd, J = 8.5, 2.0Hz, 1H), 6.23 (d, J - 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.5Hz, 
2H), 2.91 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.15 (m, 2H), 1.82-1.55 (m 4H), 1.01 (t, J 
= 7.5Hz, 6H) 0 

mMM2 (2 2) 

8- - 2 -/f/v- 3 - (2-^.^-4-^ 

-5, 7-^k'Ka-fDO [3, 4-d] [ 1 , 5 

-a] t°Uv^y , . 



T L C : R f 0.48 n n /Jvi^A : ^ * / — 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1H, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 6.29 (d, J = 10.2Hz, 1H), 4.43 (s, 2H), 4.10 (s, 2H), 3.82 (s, 
3H), 3.49 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.55-1.84 (m, 4H), 1.02 (m, 6H) D 

(2 3) 

S-i?^/U7^y-2-yi?-sU- 3- (2-p<^^-4~^ 

/^) -6, 7-^Kn-5H-^n^ [ d ] t°7^n [l, 5-a] 
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I, 




OCH 3 



TLC : R f ' 0.67 (n-^-fy : gft£3.^vl/= 1:1) ; 
NMR(300MHz ? CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.66 (q, j = 7.2Hz, 4H), 2.99 (t, J = 7.5Hz, 2H), 
5 2.91 (t, J = 7.5HZV2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.18 (t, J = 7.2Hz, 
6H) 0 : : . 

mmM2 '(&4')" ■ 

8- (N-^^-N-n-^^T,^/) - 2-^^-3- (2, 4- 
10 ^pp7i^') -6, 7-^tKn-5H-^n^ [d] t°yy* 
o [1, 5 -a] t°y 




OCH3 

T L C : R f 0.78 (n-^-fy : f^ccfv^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 3.0Hz, 1H), 6.79 
15 (dd, J = 8.4, 3.0Hz, 1H), 3.82 (s, 3H), 3.70-3.56 (m, 4H), 2.97 (t, J = 6.9Hz, 2H), 
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■ I, 

I 

2.91 (t, J = 7.7Hz,' 2H), ,2.33 (s, 3H), 2.19 (s> 3H), 2.13 (m,' 2H), 1.55 (m, 2H), 1.32 
(m, 2H), 'i. 17'ti'j = 7.2Hz, 3H), 0.90 (t, J = 7.2Hz, 3H) e 

mm\2 (25) •••• • ' . 

5 8 n2 7°a tVM^/l'T ^ V - 2 -^V/U- 3 - (2-^fvW- 4- 

I ■ 1 1 

7< b=3rv'7 3 i^M -6, 7-^tKP-5H-^n^y^ [d] 

t 

n [l, '5 -a] fcf.U $ 




' OCH 3 



T L C : R f 0.40 (n -^^ff^ : SK^f 3:1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.36 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 3.41 (m, 1H), 3.01 (t, 
J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 2.10 (m, 2H), 
1.20-1.08 (m, 2H), 0.66-0.32 (m, 8H) C 

15 jij 2 (26) 

8- (N-T'DtW-N- (2-tKo^>xf^) T^y) 

-3- (2-^^-4-^ \>5r*/y^~;\s) -5, Kp-7b [3, 

4-d] [l, 5- a ] tfJUS^-iilfcjfi 
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TLC : R f 0.26 (n-^^rf-> : gfc|fc:n^vi,= 1:2); 
NMR (300MHz,. CDC1 3 ) : 57.14 (d, J = 8.4Hz, 1 H), 6.87 (d, J = 2.7Hz, 1 H), 
6.80 (dd, J = 8.4, 2.7Hz, 1 H), 6.54 (brs, 1 H), 5.21 (s, 2 H), 4.89 (s, 2 H), 3.96 (brt, J 
5 = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.80 (m, 2 H), 3.29 (t, J = 7.5Hz, 2 H), 2.33 (s, 3 H), 
2.17 (s, 3 H), 1.63 (m, 2 H), 1.00 (t, J = 7.5Hz, 3 H) c 

mmm 2 (27) 

8- -2-^ (2-^^-4 

10 -pi Y^r-yy^^jv) -6, Kn-5H-^P^y^ [d] M°y 

y'v [1, 5 -a] t°y. 5 v>> 




OCH 3 



TLC :Rf 0.27 (n-^fy ; Sixf;l/=2 ; 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.5Hz, 1H), 6.85 (d, J = 2.5Hz, 1H), 6.78 
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(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = -10.5Hz, 1H), 4.54-4.40 (m, 2H), 3.82<(s, 3H),' 
3.81 (m, 1H), 3.37 (s, 3H), 3.10 (t, J = 7.0Hz, 2H) , 2.91 (t, J = 8.0Hz, 2H), 2.20 (s, 
3H), 2.14 (m, 2H), 1.80-1 .53 (m, 4H), 1.08-0.94 (m, 6H) 0 

( 

'5 Hi 2 (28) 

8- -2-;*fvV-3- (1, 3-v^lH':/^ 

>-5-^/V) -6, '7-5^t Kn-5H-^o^ [d] t°7 N /^ [1, 
5 -a] t°y 5 v>> 



15 




10 TLC : Rf 0.61 (n -^t^ : ;l/= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.22 (d, J = 1.5Hz, 1H), 7.10 (dd, J= 1.5, 8.1Hz, 1H), 
6.89 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 5.96 (s, 2H), 3.80 (m, 1H), 3.08 
(t, J = 7.5Hz, 2H), 2.94 (t, J = 8.1Hz, 2H), 2.52 (s, 3H), 2.15 (m, 2H), 1.51-1.80 (m, 
4H), 1.00 (t, J = 7.5Hz, 6H) 0 



mmm 2(29) 

8- (3-^W5y) -2-7^^-3- (3, 4-i?t Y* 9 S7 * 
-M -6, 7-^kKo-5H-^n^ [d] t'^/n Cl, 5- 
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OCH 3 



OCH3 



T L C : R f 0.56 (n -^f^ : I^zc^yl— 1:1) ; 
NMR(300MHz,CDCl 3 ) : 6 7.29 (d, J -2.1Hz. 1H), 7.19 (dd, J = 2.1, 8.1Hz, 1H), 
6.96 (d, J = 8.1HZ; 1H) : 6.20 (br d, J = 10.5Hz, 1H), 3.93 (s, 3H), 3.91 (s, 3H), 3.80 
(m,lH), 3.09 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.5Hz; 2H), 2.55 (s, 3H), 2.16 (m, 2H), 
1.53-1.81 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) C 



mmifl2 (3o) 

8-iX^n7 D PtV^7^y-2-p<^-3- (2-^?vU-4-^ h=^> 
10 :7^/k) -5, 7-^tFn-7n [3, 4-d] \fy^u [l, 5-a] 




OCH 3 



TLC : R f 0.33 (n-^dff-^ : ^^/U= 3 : 2) ; 
NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
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' I, 

i 

(dd, J = 8.1, 2.7Hz; 1H) SI 6.62 (brs, 1H), 5.54 (brs, 2H), 4.91 (brs, 2H), 3.82 (s, 3H), 
2.89 (m, 1H), ifob (s, 3H), 2.15 (s, 3H), 0.98-0.84 (m, 4H)„ 

mmm 2(31) ■ 

1 • 

5 8- - 2 oVf^- 3 - (2-^fvV-4 - 

7f :- 6, 7-i?fc Kd-5H'-^o^ [d] t:°7 N / 

ta [1, 5-k] t°y 5v?^ 




0CH3 



T L C : R f 0 ; 62 (^Vif ^ : @^^fvu= 5:1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.09 (d, J = 8.1Hz, 1H), 6.83 (d, J = 2.7Hz, 1H), 6.75 
(dd, J = 8.1, 2.7Hz, 1H), 6.35 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.53 
(m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.41 (m, 2H), 2.28-2.06 (m, 
4H), 2.15 (s, 3H), 2.01-1.58 (m, 6H), 1.05 (t, J = 7.5Hz, 3H), 1.02 (t, J = 7.8Hz, 3H)„ 

15 MI2 (3 2) 

8- (3-^yf^75y) - 2 -^=f-/V- 3 - (2-^fv^-4-;>< r-^r 
^7^^-/^) -6, 7-^tKP-5H-^n^ [d] t a 7^n [1, 
5-a] K°V 5v>>- 
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OCH 3 

TLC : R f 0.59 (^<yirV : g^a2<?VU= 5 : 1) ; 
NMR(300MHz, CDCI3) : 8 7.15 (d, J = 8.1Hz, 1H), 6.85 (d,. J = 2.7Hz, 1H), 6.77 
,(dd, J = 8.1, 2.7Hz, 1H), 6.27 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.08 (t, 
5 , J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.67 (m, 2H), 2.17 (s, 3H), 2.13 (m, 2H), , 
1.81-1.52 (m,4H), 1.16 (t, J = 7.2Hz, 3H), 1.04 (t, J = 7.5Hz, 3H), 1.01 (t,J = 7.8Hz, 
3H) C 

2 (331 

10 8- (3-^^7$;) - 2 y^n tW- 3- (2-^^-4- 
^ hdrV7 3 i-;L') -6, T-v'tKo-SH-^nXy^ [d] fyy* 
P [1, 5- a] k°y ^> - itS£ii 




OCH3 
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i 

i, 

♦ 

TLC:R f 6.60 .( n V : ffi&x s ?'A'= 3 :.' 1 ) ; 

NMR(3001vfiftz, CDCU : 5 7.28 (m, 1H), 7.09 (d, D = 8.4Hz, 1H), 6.90 (d, J - 

t. 1 

2.4Hz, 1H), '6.81 (dd, J = 8.4, 2.4Hz, 1H), 3.99 (m, 1H), 3.84 (s, 3H), 3149 (m, 2H), 
3.12 (t, J = 7.2Hz, 2H), 2.99 (m, 1H), 2.28 (m, 2H), 2.20 (s, 3,H), 1.85 (m, 2H), 1.74 . 
5 (m, 2H), 1.24 (d, J =• 6.9Hz, 3H), 1.19 (d, J = 7.2Hz, 3H), 1.08 (t, J = 7.5Hz, 3H), 
1.06 (t, J = 7.5Hz, 3H) C 

l 

.it." 

mm (3,4). , 

8- (2-xf^W5y) -2-^/1^-3- (2-^^-4-^ 
10 h^7asM - 6,' Kc-5«rWo^ C'd] ^7^0 




0CH3 

T L C : R f 0.55 (n -^f^ : i^f;W= 3:1) ; 
NMR (300MHz, CDCI 3 ) : 6 7.46 (m, 1H), 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
15 2.4Hz, 1H), 6.82 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 3.74 (t, J = 6.0Hz, 2H), 3.49 
(t, J = 7.8Hz, 2H), 3.21 (t, J = 7.5Hz, 2H), 2.28 (s, 3H), 2.26 (m, 2H), 2.19 (s, 3H), 
1.68 (m, 1H), 1.53 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) 0 

w&m 2 (35) 
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i 

4-/ Y*i/7^~;V) -6, 7-v/tKo-5H-^D^ [d] h° 

yy'p [i, 5- a] vy^itis - mm 




5 ' TLC : R f 0.31 (n -^^y : 3 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 5 7.31 (brd, J = 10.8Hz, 1H), 7.16 (d, J = 8,4Hz, 1H), < 
6.89 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 4.00 (brs, 1H), 3.83, (s, 3H), 
3.70 (d, J = 13.5Hz, 1H), 3.60 (d, J = 13.5Hz, 1H), 3.50 (m, 2H), 3.14 (t, J = 7.2Hz, 
2H), 2.29 (m, 2H), 2.32 (s, 3H), 2.04 (s, 3H), 1.95-1.65 (m, 4H), 1.07 (t, J = 7.2Hz, 
10 3H), 1.05(t,J = 7.5Hz,3H) c 



WfcM 2(36) 

8- (N-^^-N-v'^nT'ntVVT^/) - 3 - (2- 

^=ftV- 4-^ Y^ri/y ol=.)V) -5, Kn-7P [3, 4~d] 

15 t'7)/P [1, 5- a] fc'U^v^ 
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OCH 3 

TLC :Rf 0.16 ( n -^^y j 3 : 1) ; 

NMR(300MHz ; CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J — 8.1, 2.7Hz, 1H), 5.47, (brs, 2H), 4.90 (brs, 2H), 3.82 (s, 3H), 3.45 (s, 3H), 
5 2.80 (m, 1H), 2.33 (s, 3H), 2.16 (s, 3H), 0.84 (d, J = 6.0Hz, 4H) D 

mmm 2(37) 

8- O-^i/fvKT^ -2 (2, 4-^f;V7ii 

;V) -6, 7-^tKn-5H-V^n^ [d] tfyy'p [l, 5 -a] 

10 




T L C : R f 0.50 (^V*t?V : H^c^= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 7.5Hz, 1H), 7.11 (br s, 1H), 7.03 (m, 1H), 
6.21 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.08 (t, 3 = 6.9Hz, 2H), 2.89 (t, J = 7.5Hz, 
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» 

2H), 2.34 (s,3H),,2,31 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.56-1.82 (m, 4H), 1.02 
(m, 6H) D • \fr » ' ' • . 1 

» . ' 

HM2 (3.8) ■ ' .' 
5 8- {S-^yf-zVT (2, 5-^f/V7i- 

-6, 7-Vfc Kp-5H-^d^ [d] k7/0'[l, 5-a] 

t 




TLC : R.f 0.54 (n-^fy : Sixf-^=3 : l) ; 
10 NMR(300MHz, CDC1 3 ) : 8 7.31 (br d, J = 10.2Hz, 1H), 7.24 (d, J = 7.5Hz, 1H), 
7.15 (br dd, J= 1.2, 7.5Hz, 1H), 7.01 (br s, 1H),3.99 (m, 1H), 3.49(t, J = 7.5Hz, 2H), 
3.14 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.32 (s, 3H), 2.29 (m, 2H), 2.18 (s, 3H), 1.64- 
1.94 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J - 7.2Hz, 3H) 0 

15 mmm 209) 

8-^P^7^/-2-^f/l'-3- (2 b^ri/^ 
a^^/V) -6, T-v'tKP-SH-^P^ [d] c°7^P [1, 5 
-a] t°U ^ i?> 
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OCH3 



TLC:Rf 0.36 [n-^*y-> : ffigtx.-f-As= 3:1) ; 
NM R (300MHz, CDCI3) : 5 7.14 (d, J = 8.7Hz, 1H)„6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.50 (brd, J = 8.4Hz, 1H), 4.46 (m, 1H), 3.81 (s, 3H), 3.12 (t, 
5 J = 7.2Hz, 2H), 2.88 (I, J = 7.8Hz, 2H), 2.43 (m, 2H), 2.30 (s, 3H), 2.23-2.08 (m 3 4H), 
2.16 (s, 3H), 1.90-1.70 (m, 2H) C 

I 1 

* "' '. 
HMI2 (4 0) 

8- (N-ai^-N-v-^ vtzf^/UT^J) -2-tJ'Jl'- 3- (2-> 
10 Y*i/7x.—JV) -6, 7-v?t Kc-5H-^o^[d] 

[1, 5 -a] bT!J 5S?i"8MB£ 




T L C : R f 0.38 (n — ^f-^ : Hl^f;V= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J - 2.7Hz, 1H), 6.82 
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15 



(dd, J = 8.7, 2.7Hz, 1H), 4.74 (m, 1H), 3.99 (m, 2H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, . 
2H), 2.98 (t, J = 7.5Hz, 2H), 2.20-2.10 (m, 6H), 2.30 (s, 3H), 2.17 (s, 3H), 1.90-1.70 
(m, 2H), 1.16 (t, J = 7.2Hz, 3H) 0 

mmw2 (4i) 



8- (^c^-l, 3-^-^-2-^^) 7^-2-^f/l/-3- 
(2-^f;V-4-^^7i^) -6, Kp-5H-^p . 

[d] fc'^/n [i, 5 -a'] t°y^v^ 

.OH 
.OH 




OCH, 



10 T L C : R f 0.44 n n Tfr/l/A : ^ ^ J —;V= 9:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.73 (d, J = 10.2Hz, 1H), 4.12 (m, 1H), 3.98-3.83 (m, 4H), 
3.82 (s, 3H), 3.05 (t, J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.16 (s, 
3H), 2.11 (m, 2H) C 



mnM2 (4 2) 

8- (3-^W5y) -2- (2-7U^) -3- (2-7^^-4 
Y^-ls? -6, 7-^kKn-5H-^D^ [d] t°7 

yo [1, 5- a] t°y 5:v^ 
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OCH 3 



TLC : R f 0.33 (n-^f-^ : B^^^= 4 : l) 



NMR(300MHz, CDCI3) : 6 7.47 (m, 1H), 7.21 (d, J = 8.1Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 6.38-6.30 (m, 2H), 6.05 (m, 1H), 3.84 (s, 
5 1 3H), 3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.15 (m, 2H), 2.10 
(s, 3H), 1 .70 (m, 4H), 1 .04 (t, J = 7.2Hz, 3H), 1 .01 (t, J = 7.2Hz, 3H) 0 

mmm 2 (43) 



8- ( 3 -^y^-JUT 5 J) - 2-7 ^=-)V- 3 - (2 - ^A'-4 
10 * ; yy^~)V) -6, 7-i>t Fo-5H-^o^y^ [d] t'^yv ll, 

5 -a] t°y *i>y 




OCH3 



T L C : R f 0.41 (n : Rflfc*77l'= 4:1) 
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I, 

i 

NMR (300MHz, CDC1 3 ) : 6 ,7.59-7.5.4 (m, 2H), 7.4.5-7.19 (m, 5H), 6.88-6.82 (m, 
2H), 4.04 (m^lK), 3.85 (s, 3H), 3.55 (t, J = 7.SHz, 2H), 3. 17 (t, J = 7.8Hz, 2H), 2.32 
(m, 2H), 2.05, (s, 3H), 1.97-1.55 (m, 4H), 1.10 (t, J = 6.9Hz, 3H), 1.07 ,(t, J = 7.2Hz, 

3H) C . • ; • 

1 ■ .1 • » 

H»J2 (4 4) . ' 

8- 7^y J 2-^f;V-3- 

-4-^ h^rv^^^U) -6, 7-^tKD-5H-^P^ [d] 

! 

[1,',5-a] 




TLC : R f 0.30 (ig^^^Vy : ^ i 9 : 1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.4, 2.7Hz, 1H), 6.71 (t, J = 5.7Hz, 1H), 3.82 (s, 3H), 3.75 (dt, J = 5.7, 6.3Hz, 
2H), 3.19 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.63 (t, J = 6.3Hz, 2H), 2.33 (s, 
15 6H), 2.31 (s, 3H), 2.17 (s, 3H), 2.12 (m, 2H) D 

mmM2 (4 5) 

8- (N-p<=fvV-N- (2-^f;l/7^/xf;l/) 757) 
A—3- (2-^f;U-4-^fdf-i/7i^/l/) -6, 7-i^tKn-5H 
20 -i^P-^* [d] h'y^u [1, 5-a] t°U^v»- 2ttlfett 
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2HC1 




OCH, 



TLC : R f 0.46 {Wc**?^ : S — 9 : 1) ; 
NMR (300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 6 7.42, (d, J = 8.4Hz, 1H), 
7.04 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 8.4, 2.7Hz, 1H), 4.21 (t, J = 7.5Hz, 2H), 3.85 (t, 
J = 7.5Hz, 2H), 3.75 (s, 3H), 3.14 (s, 3H), 3.00 (s, 6H), 2.90 (t, J = 7.5Hz, 2H), 2.80 
(t, J = 7.5 HZ, 2H), 2.41 (s, 3H), 2.36 (s, 3H), 1.90 (m, 2H) 0 

(4 6) 



8- (N-^/U-N- (2-^f^7^yxf-;l/) T^7) -2-*J- 
10 ;l/-3- (2-^f^-4-n^7i=;V) -6, 7-^tKn-5H 
-i/tX2s<y9 [d] fc'^/n [1, 5 -a] 




och 3 



T L C : R f 0.46 \ ^ 9 J ~->V= 9:1) ; 

NM R (300MHz, CDCI3) : 5 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
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i, 

! 

i 

(dd, J = 8.4, 2,7% 1H), 3.82 (s, 3H), 3.S0 (V J =' 7.2Hz,. 2H), 3.64 (q, J = 7.2Hz, 2H), 
2.99 (t, J- 7!,§Hz; 2H), 2.90 (t, J = 7.5Hz, 2H), 2.56 (t,J = 7.2Hz, 2H), 2.31 (s, 3H), 
2.25 (s, 6H),,.2.17 (s,'3H), 2.12 (m, 2H), 1.17 (t, J = 7.2Hz, 3H) 0 , 

5 m&m 2- (47 v 

8- '(4-^^7 5/) - Z-^J-jV-q- (2-^^-4-^K^ 
i/7^~jU) -6, 7-^tKD-5H-^>D^ [d] [l, 

5 - a ] t° y • mmm. 




och 3 



10 T L C : R f 0:50 (n -^1^ : gH£^^vl/= 3 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 5 7.27 (brd, J = 9.6Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.12 (m, 1H), 3.82 (s, 3H), 
3.49 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.32-2.20 (m, 2H), 2.28 (s, 3H), 2.20 
(s, 3H), 1.82-1.60 (m, 4H), r60-1.36 (m, 4H), 0.99 (t, J = 7.2Hz, 3H), 0.98 (t, J = 

15 7.2Hz, 3H) 0 

£MM 2 (48) 

8- -2-/^-3- 4-?i h*-> 

y^-ju) -6, 7--Jh Ko-5H-^o^ [d] t°yy'n [1, 
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i 

i, . 

5-a] vV'i&y.-imiM. , ' . . .' ' .' 




OCH 3 



TLC : Rf 0.40 (n : B@£;cfvl<= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.36 (brd, J = 9.9Hz, 1H), .7.12 and 7.11 (d, J = 8.4Hz, 
5 two comformers, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.18 (m, 
1H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 2H), 3.16 (t, J = 7.5Hz, 2H), 2.40-2.20 (m, 2H), 
2.28 (s, 3H), 2.19 and 2.18 (s, two comformers, 3H), 1.80 (m, 2H), 1.48 and 1.47 (d, 
J = 6.6Hz, two comformers, 3H), 1.09 and 1 .08 (t, J = 7.2Hz, two comformers, 3H) 0 

10 MMM 2 (49) 

8- (N-yofc^-N-v^oyntV^^T^/) -2-^fvV-3 
- {2-t=}-)\<- ^-)V) -6, 7-^tKn-5H-^ 
v<y? [d] t c 7^n [1, 5-a] >m.m& 




OCH3 
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' T L C : R f 0.42 (n — ^1^. : |M^fVl/= 3:1); 
N MR (300MHz, CDC1 3 ) : 5 7.13 (m,lH), 6.88 (br s, 1H), 6.82 (m, 1H), 3.88 (m, 
2H), 3.83 (br s, 3H) 5 3.77 (br s, 2H), 3.37 (m, 2H), 3.06 (m, 2H), 2.29 (s, 3H), 2.24 1 
(m, 2H), 2.19 (s, 3H), 1.73 (m, 2H), 1.12 (m, 1H), 0.96 ( m, 3H), 0.62 (m, 2H), 0.26 



8- (3— <yf/I/7^) -3-' (2-^^-4 h^i^^/l^) 
-6, 7-^Kd-5H-v^d^ [d] t°yy : n [l, 5-a] t° 

io y ^'v^ • &g£ 



T L C : R f 0.46 (n — ^^rif 1/ : ^^^L=f-/V= 3:1) ; 
NMR(300MHz, DMSO-d 6 ) : 5 9.25 (m, 1H), 8.31 (s, 1H), 7.23 (d, J = 8.1Hz, 1H), 
6.95 (d, J = 2.4Hz, 1H), 6.86 (dd, J = 2.4, 8.1Hz, 1H), 3.99 (m, 1H), 3.78 (s, 3H), 
15 3.15 (m, 2H), 3.02 (t, J = 7.8Hz, 2H), 2.20 (s, 3H), 2.18 ( m, 2H), 1.60-1.88 (m, 4H), 
0.89 (t, J = 7.5Hz, 6H) C 

HMJ2 (5 1) 

8- [ (2R) i)V\ T% J~ 2-^^-3 



5 (br s, 2H) 0 





94 



WO 02/053565 



PCT/JPOl/11581 



- (2-^f^-4-n*i<7i^) -6, 7-ytKn-5H-^' 
u^<y? [d] fc^yn [1, 5-a] 




HCI 



OCH 3 



10 



T L C : R f 0.21 (n -^^f y : ii^f;V= 3:1) ; 
NMR (300MHz. CDC1 3 ) : 5 7.63 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 8.7Hz, 1H), 
6.87 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.19 (m, 1H), 3.81 (s, 3H), 
3.65-3.53 (m, 2H), 3.45 (t, J = 8.1Hz, 2H), 3.43 and 3.41 (s, two comformers, 3H), 
3.26-3.01 (m, 2H), 2.30-2.20 (m, 2H), 2:28 (s, 3H), 2.18 (s, 3H), 1.96-1.58 (m, 2H), 
1 .08 and 1 .07 (t, J = 7.5Hz, two comformers, 3H) C 

mm\ 2 (52) 



8- [ (2 S) -1-/ Y^y-f^v-2-4)V\ r^y-2-^^yv-3 
- (2-^^-4-^ Y**/y^-/V) -6, Kn-5H-v^^ 
n-<^^ [d] M'yVn [l, 5-a] tT j; * • 
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.•. t 




HCI 



T L C : R f. 0.21 ,(n -v^f-y : g^nfvu= 3:1) ; 
NMR(300MHz; CDC1 3 ) : 6 7.59 (brd, J = 10.2Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.19 (m, 1H), 3.83 (s, 3H), 
3.66-3.53 (rri,.2H),.3.48 (t, J = 8.1Hz, 2H), 3.44 and 3.42 (s, two comformers; 3H), 
3.26-3.02 (m, 2H), 2.30-2.20 (m, 2H), 2.29 (s, 3H), 2.20 (s, 3H), 1.98-1.69 (m, 2H), 
1 .09 and 1 08<t, 'J'= 7.5Hz, two comformers, 3H)„ 



mmm 2 (53) 

10 8 — vs<y^;V7\ J- 2-^^-3- ( 2 fvU- 4 — ^ h dfV 
:7ai~/V0 -6, 7-^kKo-5H-^n^ [d] t°yi/p [1, 
5 -a] t 0 !)^^ 




OCH, 
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■ I, 

I 

' ' 1 

TLC : R f 0.30 ( n : @^@£^5vU='3 :■ 1) ; 

NMR(30oMHz, CDC1 3 ) : 8 7.15 (d, J = S.7Hz, 1H) : 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, '2.7Hz,, 1H), 6.34 (brd, 1= 9.0Hz, 1H), 4.38 (m, 1H), 3.82 & 3H), 3.15 (t, 
J = 7.2Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2.1,7 (s, 3H), 2.18-2.00 (m, 4H), 
5 1.95-1.65 (m,,6H)o ' ' 

( • ' 

.1 

(5' 4) , 

8- (3 -s<yj-J^T% 7) -2-/ f-jU- 3 - (2, 4-v^7/l'tP7x 
-6, 7 — v>t Kn- 5H-^ ,,[d] f^y'n [l, 5- 

10 a] try ' ' ' 




TLC : R f 0.57 (n-^-fy : $fflfc^J-;v= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.50 (ddd, J = 6.6, 8.4, 8.4Hz, 1H), 6.86-6.99 (m, 2H), 
6.23 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J =8.1Hz, 2H), 
15 2.39 (d, J = 1.5Hz, 3H), 2.15 (m, 2H), 1.53-1.81 (m, 4H), 1.01 (t, J=7.2Hz, 6H) Q 

jij 2 (55) 

8- (3-^^^T^y) -2- hU 7y^P7<^-3- 
-4-^h^^7x-^) -6, 7-^kFn-5H-^n^ [d] 

20 t°y y p c 1 , 5 - a ] t° y 5 • mm 
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HN 



jC 




. T L C : R f 0.42 ( n -^df-'f-^ : BBftacfvl^ 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 (br d, J = 10.2Hz, 1H), 7.13 (d, J - 8.7Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.81 ,(dd, J = 2.4, 8.7Hz, 1H), 4.04 (m, 1H), 3.83 (s, 3H), 
5 , 3.56 (m, 2H), 3.20 (m, 2H), 2.33 (m, 2H), 2.19 (s, 3H), 1. 70-2.22 (m, 4H), 1.08 (m, 
6H)„ 



mmm 2 (56) 

8- (N-oi^-N- (2-^ y^ya^-AA T%jj -2-/^-3 



TLC : R f 0.20 (n-^fy : Sgxf;u=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 



10 - {2- 4-* y**y-7 a^~jV) -6, Ko-5H-^ 



a^y? [d] t7y'p [l, 5 -a] brj; SS^-aMfcliL 




V 



och 3 
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• I, • 

I 

. ' • 1 ' '. 

(dd, J = 8 : 4, 2.7Hz,lH), 4.34±4.'l7 {m, 2H), 3.91 (q, J = 7.2Hz, 2H), 3.83 (s, 3H), 
3.68 (t, J - 5.'IHz, 2H), 3.47 (t, J = 7.8Hz, 2H), 3.32 (s, 3H), 3.06 (t, J = 7.2Hz, 2H), 

i. 1 

2.28 (s, 3H), '2.30-2.20 (m, 2H), 2.18 (s, 3H), 1.38 (t, J = 7.2Hz, 3H) D ' ' 

5 mmm2' (57);' 

7*:=:^). -'6, 7--S?t Ko-5H-^n^ [d] k°7^P [1, 
5 -a] try 




OCH 3 

10 T L C : R f 0.30 (n : g^^^vl-= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.34 (brd, J = 9.6Hz, 1H), 3.81 (s, 3H),3.80(m, !H),3.10(t, 
J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2. 17 (s, 3H), 2. 18-2.00 (m, 4H), 
1.90-1.80 (m, 2H), 1.75-1.60 (m, 1H), 1.50-1.20 (m, 5H) D 

15 

mmM2 (5 8) 

8- (N-7°d bVU-N- (3— T^y) -2-^^-3- (2 
-^^-4-^ h^v-y^-zu) -6, 7 - Kn - 5 H- is? P^V 
* [d] t°yy'p [1, 5 -a] try $^.Jjfflfc» 
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OCH 3 

T L C : R f 0.43 (n -^-f^ : RSftjc^vi/ss 3:1); 
NM R (300MHz, CDCI3) : 5 7.14 (d, J = 8.1Hz, 1H), 6.89 (d„ J = 2.7Hz, 1H), 6.82 
(dd, J = 8.1, 2.7Hz, 1H), 4.20 (m,, 1H), 3.83 (s, 3H), 3.60 (m, 2H), 3.38 (t, J = 7.5Hz, 
5 , 2H), 2.97 (t, J = 7.5Hz, 2H), 2.30-2.15 (m, 2H), 2.27 (s, 3H), 2.20 (s, 3H), 2.00-1.70 
(m, 4H), 1 .42 (m, 2H), 0.98 (t, J = 7.5Hz, 6H), 0.90 (t, J = 7.5Hz,, 3H) 0 

I 

mmm 2 (59) 

1 

8- (3— <^A-T^7) - 3 - (4-t< h3rv-7^/W 

10 -6, 7-v?t Kn-5H-^D^y^ [d] [l, 5-a] fc° 




OCH3 



TLC:Rf 0.57 (n-^t>:ii^=2 : l) ; 
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NMR(300MHz, CDC1 3 ) : 6 7.60 (d, J = 9.0Hz, 2H), 6.99 (d, J = 9.0Hz, 2H), 6.10' 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 
7.8Hz, 2H), 2.53 (s, 3H), 2.15 (m, 2H), 1.53-1.82 (m, 4H), 1.00 (t; J = 7.2Hz, 6H) 0 

' i 

.5' mmm 2 ( 6 0 ) 

8- (3 — ^y=^)VT^j) (a-* y^-yy ^ 

=-/\s) -6, 7-i?tKn-5H-^P^ [d] t"r/o [1, 5- 
a] h°V 




10 T L C : R f 0.54 (n -^^ffy : ^xf^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.48 (d, J = 8.7Hz, 2H), 6.97 (d, J = 8.7Hz, 2H), 6.29 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.80 (m, 1H), 3.32 (sept, J = 6.9Hz, 1H), 3.07 (t, 
J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.13 (m, 2H) , 1.63-1.83 (m, 4H), 1.33 (d, J = 
6.9Hz, 6H), 1.01 (t, J = 7.5 HZ, 6H) 0 

15 

mmm2 (e i) 

8- t-y*f^T% J-2-^^;V-Z- (2-^^/1—4-^ 

->V) -6, 7-^tKn-5H-^n^ [d] M'y^u [l, 5 - 

a] t°v 
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10 



i. i 




T L C : R f 0.35 ( n *^rV : S»xf-/i.i 3:1) ; 
NMR(300MHzl GDC1 3 ) : 8 7.15 (brd, J = 8.7Hz, 1H), 6.97 (brs, 1H), 6.85 (d, J = 
2.7Hz, 1H), 6.78 (dd. J = 8.7, 2.7Hz, 1H), 3.81 (s, 3H), 3.15 (t, J = 7.2Hz, 2H), 2.91 
(t, J = 7.5Hz,;'2H),'2.30 (s, 3H), 2.18 (s, 3H), 2.11 (m, 2H), 1.57 (s, 9H)„ 

i 1 < 

gMLg-J6 2) 



8- (3-^V^PT$y) -3- (2, 4, - 
6, Ko-5H-^a^' [d] [i, 5-a] t°U 




TLC : Rf 0.58 (n-^fy :S»xf;i/=3 : i) ; 
NMR(300MHz, CDC1 3 ) : 8 7.91 (s, 1H), 7.39 (brd, J = 10.2Hz, 1H), 6.99 (s, 2H), 
4.03 (m, 1H), 3.52 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.31 (m, 

102 
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■ I, 

■ ' . ■ ' ■ 1 ,■ . 

2H), 2.13 (s, 6H), 167-1.96 (irf, 4H), 1.07 (t, J = 7. 5Hz, 6H) e 

"' ' ' "' .. ' • ' 

mmm 2.(& 3)- . ; ■ • • i 

8- (l-i^^n tf^JV*. ?-;\,) T % J - 2 ->» fVV- 3 - (2-^/1^- 
5 4-7< b>-y7i-/W -6, kn'-5H-i/^a^y^ [d] fc° 

[l, 5- a] trui^-iftKJfi 1 




T L C : R f 0.28. (n— : M^^= 3 : l) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 6 7.46 (d, J = 8.1Hz, 1H), 
10 7.06 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.1, 2.7Hz, 1H), 6.80 (d, J = 10.2Hz, 1H), 3.96 
(m, 1H), 3.74 (s, 3H), 2.97 (ddd, J = 14.1, 7.2, 7.2Hz, 2H), 2.86 (t, J = 7.5Hz, 2H), 
2.50-2.36 (m, 1H), 2.47 (s, 3H), 2.39 (s, 3H), 2.05-1.65 (m, 8H), 1.15 (d, J = 6.3Hz, 
3H) 0 

15 gjj 2 (64) 

8- (3-^^/VT5;y) - 3 - (2, 3-v^^/U— 4- 

^ f+^7x=;H -6, 7-v?kKn-5H-^D^ [d] ifyV" 
n [1, 5 -a] t'Jjv^y 
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OCH 3 



T L C : R f 0.37 KVif y ': SSx^;l/= 10:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.08 (d, J = 8.1Hz, 1H), 6.78 (d, J = 8. 1Hz, 1H), 6.21 
(d, J = 10.8Hz, 1H), 3.84 (s, 3H),3.81 (m, 1H), 3.08 (t, J = 6.6Hz, 2H), 2.88 (t, J = 
5 , 8.1Hz, 2H), 2.29 (s, 3H), 2.21 (s, 3H), 2.13 (m, 2H), 2.10 (s, 3H), 1.56-1.82 (m, 4H), 
1 .03 (t, J = 7.5Hz, 3H), 1 .01 (t, J= 6.9Hz, 3H) C 



8- -2-^^-3- (2, 5-v^5vl--4- 




10 ^ Y^-\yy - 



6, 7-5?fc Kn-5H-^P^ [d] t°7>^ 



n [ 1 , 5 - a ] fc° V ^ i» 




OCH3 



TLC : Rf 0.43 (-^-feV : g^gt^fvl^ 10:1) 
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NMR (300MHz, CDC1 3 ) : 6 6.99 (s, 1H), 6.76 (s, 1H), 6.20 (d, 3 = 10.5Hz, 1H); 
3.84 (s ; 3H), 3.82 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.31 (s, 
3H), 2.19 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H), 1.54-1.80 (m;'4H), 1.01 (m, 6H) 0 



mum 2 (66) 

8- [N— (2, 2, 2-YVy )V%n^}V) -N- Vi? n 7°n tVU'^ ^ 
/W] 757-2-^^-3- (2-^^-4-7 f^rv^7ai-;W - 6, 
7-^tK.P-5H-^o'^ [d] fc°7y*n [l, 5 -a] t'Hv 5 




10 



OCH 3 



TLC:Rf 0,62 (n-^fy :||ixf/l/=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.17 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, 3 = 8.1, 2.7Hz, 1H), 4.64 (q, J = 9.6Hz, 2H), 3.82 (s, 3H), 3.41 (d, J = 6.6Hz, 
2H), 2.98 (t, 3 = 6.9Hz, 2H), 2.94 (t, 3 = 7.5Hz, 2H), 2.34 (s, 3H), 2.21-2.09 (m, 2H), 
15 2.18 (s, 3H), 1.03 (m, 1H), 0.57 (m, 2H), 0.21 (m, 2H) D 



20 



mmm 2 (6 7) 

8- (2, 2, 2-M)7;^nif-;i/) 7^-2-^f/l/-3- (2- 
^;V-4-^f^>7x^) -6, 7-^tKo-5H-^n^ 
[d] fyy'P [1, 5- a] fUSv^ 
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I, 

i 




OCH 3 



TLC : R f ' 0.22 (n-^^-> : gfcgfca:^7W= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.75 (bit, J = 7.8Hz, 1H), 4.22 (dq, J = 7.8, 7.8Hz, 2H), 3.82 
5 (s, 3H), 3.12 (t, J = 7.5 Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.31 (s, 3H); 2.23-2.09 (m, 
2H),2.17(i,3H)o 

mm\2 (6>.8Q" 

8- [ (2R) - Y*Z/-7#-y r 2-' <>\<~\ 7^-2-^^-3 
10 - (2-^^/1^-4-^ -5, 7-v?tFn-7P [3, 

4-d] t°7y'n [i, 5-a] t°y • mm 




OCH3 



T L C : R f 0.25 (n -^-fy : S|ftai^-/U= 2:1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.39 (d, J = 8.1Hz, 1H), 
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r 

7.37 (brd, J = 9.3Hz, 1H), 7.03 (d, v J = 2.7Hz, 1H), 6.95 (dd, J = 8.1, 2.7Hz, 1H), 5.45' 
(d, J = 9.9Hz, 1H), 5.35 (d, J = 9.9Hz, 1H), 4.98 (brs, 2H), 3.74 (s, 3H), 3.63-3.48 (m, 
3H), 3.26 (s, 3H), 2.41 (s, 3H), 2.34 (s, 3H), 1.82-1.60 (m, 2H), 0.97 (t, J = 7.5Hz, ' 
3H) 0 

mm\2 (6 9) 

8- [ (2R) -1-^ h*->y?>-2 — <JV] 75 ^hlV— 3 

- (2-^f^-4-^ f^7x-/V) -2, 3 -i?fc Ko-70. [3, 
2 - d ] k'7/n [ 1 , 5 - a ] fc° y 5 • ' , 




T L C : R f 0.29 ( n -^SfiJ- V : gt@£ni^vW= 2:1) ; 
N MR (300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.40 (d, J = 8.4Hz, 1H), 
7.03 (brs, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 6.80 (brd, J = 9.3Hz, 1H), 4.47 (m, 1H), 
4.47 (t, J = 8.4Hz, 2H), 3.74 (s, 3H), 3.56 (d, J = 4.8Hz, 2H), 3.28 (s, 3H), 3.12 (t, J = 
15 8.4Hz, 2H), 2.43 (s, 3H), 2.35 (s, 3H), 1.87-1.46 (m, 2H), 1.00 (t, J= 7.5Hz, 3H) C 

WfcM 2 (70) 

8- -3- (2, 6-^f/V-4-^b^7i 

-;V) -6, 7-i?kKn-5H-^P^ [d] t°yy*n [1, 5- 
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a] try 




• HCl 



OCH 3 



TLC : R f 0.33, (n : ^H^fvl^.3 : 1) 



NMR (300MHz,. CDCI3) : 6 7.90 (s, 1H), 7.39 (br d, J = 10.2Hz, 1H), 6.72 (s, 2H), 
5 4.02 (m, 1H), 3.81 (s, 3H), 3.53 (t, J = 7.8Hz, 2H), 3.17 (t, J = 6.9Hz, 2H), 2.32 (ra, 
2H), 2.14 (s, '6H), 1.66-1.96 (m, 4H), 1.08 (t, J = 7 ,2Hz, 6H) 0 

mmm2 (71) . ' 1 , 

8- (3-^<^^T$y) -3- (4, 6-v^5v^-2-^ h=¥->37:r 
10 -6, 7-^tFn-5H-^n^ [d] t°7^n [l, 5- 




T L C : R f 0.33 ( n -^^y : f^;n^vv= 3:1) 
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15 



NMR(300MHz,''CDCl 3 ): 5 1 7!99,(s, 1H), 7.37 (br.d, J=10.8Hz, 1H) 3 6.75 (s, 1H), 
6.70 (s, lH),\6l (m, 1H), 3.85 (s, 3H), 3.57 (t, J = 7:8Hz, 2H), 3.16 (t, J = 7.2Hz, 
2H), 2.36 .(s; 3H)/2.31 (m, 2H),'2.23 (s, 3H), 1.63- 1.92 (m, 4H), 1.06 (t,U - 7.2Hz, 
6H) 0 ■ : , 

,1 ., ' ' 

I • 

^»!i2 (7 2) ; 

8- (3.-^>-^T^y) -2-^^-3- (2, 6-v ? ^f"/l'-4- 
^ f^^7^^),-6, 7-^kKn-5H-^n^ [d] fy^ 
P [1, 5- a ] t*!J 5v>^ 




10 OCH 3 



T L C : R f 0.33 (-^^if ^ : f^c^vlx= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.68 (s, 2H), 6.21 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 
3.80 (s, 3H), 3.09 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.19 (s, 3H), 2.13 (m, 
2H), 2.04 (s, 6H), 1.55-1.83 (m, 4H), 1.03 (t, J = 7.5Hz, 6H) 0 



1112 (7 3) 

8- -2-7*^-3- (4, 6-i>^^;V-2- 

^ r^S^asi/uO -6, 7-v?tFP-5H-^n^ [d] 
n [1, 5- a] t°y 
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TLC : R f 0.33 (^iyf y' : SKxf;u= l 0:1); 
NMR(300MHz, CDC1 3 ) : 8 6.75 (m, IH), 6.62 (s, 1H), 6.21 (d,.J = 10.5Hz, 1H), 
3.80 (m, 1H), 3.71 (s, 3H), 3.06 (m, 2H), 2.87 (m, 2H), 2.34 (s, 3H), 2.24 (s, 3H), 
5 , 2.12 (m, 2H), 2.09 (s, 3H), 1.53-1.80 (m, 4H), 1.03 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.5Hz, 3H)„ 

8- (3 -*=f-/V^l/$l/- 3— f/P) 7^y-2->f^-3- (2-t« 
10 ^-4-^ h*i/7x^) -6, 7-i^t Ko-5H-^D^[d] 

k^y'D [1, 5 -a] \?y%w-w&$L 




0CH3 



TLC:Rf 0.36 (n-^fy : i^xf^=3 : i) ; 
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NMR (300MHz, CDC1 3 ) : 8 8.01 (brs, 1 H), 7.12 (d, J = 8.1Hz, 1 H), 6.89 (d, J =' 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.83 (s, 3 H), 3.52 (t, J = 7.8Hz, 2 H), 
3.16 (t, J = 7.2Hz, 2 H), 2.28 (s, 3 H), 2.24 (m, 2 H), 2.20 (s, 3 H), 2.00-1.85 (m, 4 ' 
H), 1.55 (s, 3 H), 1.03 (t, J = 7,5Hz, 6 H) 0 

mMM2 (7 5) 

8- y) -2-^^-3- (5-^np-l, ' 3-i? 

-^6, 7-v>t Kn — 5 H — i/# xn^l/p [d] 
t°7^/n [1, 5 -a] t°i) ^ v 5 ^ 



T L C : R f 0.44 (^<^if> : @^^^/l^= 10:1) ;" 
NMR (300MHz, CDC]-) : 5 6.96 (s, 1H), 6.85 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5.99 (s, 2H), 3.80 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.34 (s, 
3H), 2.16 (m,2H), 1.53-1.81 (m, 4H), 1.01 (t, J = 7.2Hz, 6H)„ 

mmm 2 (7 6 ) 

8- (N-^fvV-N-'^vvl'T^y) -2-^^-3- 

-4-^ -6, 7-v^t Kp-5H-'^o^ [d] 

t°7^/D [1, 5 -a] ^ttis - mm. 
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OCH 3 



T L C : R f 0.43 (n -^-fy : g^o^vu= 2:1) ; 
NMR(300MHz,CDCl 3 ) :' 5 7.26-7.43 (m, 5H), 7.13 (d, J - 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H),.'6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.21 (s, 2H), 3.87 (q, J = 6.9Hz, 2H),' 3.83 
5 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.29 (s, 3H), 2.22 (m, 2H), 
2. 1 9 (s, 3H), l>39<t, J = 6.9Hz, 3H) C 

' t 

mmm2 (77) 

8- y) -2-^^-3- (2-^po-4-MJ7 

10 ^tP^|^r^7x^) -6, 7-v?tKo-5H-^P^ [d] 
t'7yn [l, 5 -a] t?JJ 5 S?^ 




OCF3 
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i 

i, . 
i 

• ■ ■ 

T L C : R f 0:52 (n -^■fy : fffifczc^-jV-Z 1 ) ; 
NMR(3'00]$Hz, pyridene-d 5 (0.5ml) ,CDCl 3 (b.lml)) ': 5 7.71 (d, J = 8.4Hz, 1H), 
7.57 (m, l.H), 7.28 (m, 1H), 6.77 (d, J = 10.5Hz, 1H), 3.74 (m, 1H), 2.95' (t, J - 7.5Hz, 
2H), 2.85 (t, J =7.8Hz, 2H), 2.46 (s, 3H), 1.98 (m, 2H)„ 1.64-1.48 (m, 4H), 0.92 (t, J 
5 = 7.5Hz, '6H)b 1 " ' ' ■ 

• 1 

m&M 2> (78) , 

8- J) -2-^^-3- (2-^no-4-^^f 

v-7^-/i^) —6., 7-v^fc Kn-5H^BW [d] [1, 
10 5 -a] t°U 




T L C : R f 0.20 (n— ^^rf-^ : I^^^=3 : 1) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.59 (d, J = 8.4Hz, 1H), 
7.24 (d, J = 2.4Hz,lH), 6.98 (dd, J = 8.4, 2.4Hz, 1H), 6.78 (d, J = 10.5Hz, 1H), 3.74 
15 (m, 1H), 3.69 (s, 3H), 2.94 (t, J = 7.2Hz, 2H), 2.85 (t, J = 7.8Hz, 2H), 2.51 (s, 3H), 
1.96 (m, 2 H), 1.64-1.48 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) 0 

mmw2 (7 9) 

8- (N-^^/i— N- (2-Jh*y^^) T% / ) ~2-^f-^~ 
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3- (2-^^-4-^ \>*->y^~M -6, Kn-5H-v; 

txi^s$ [d] t^yp [i, 5- a] t°y ^ -^^ • rtit 




OCH 3 

1 T L C : R f 0.24 : i^^^V= 2:1) ; 

5 NMR (300MHz, CDC1 3 ) : 5' 7.34 - 7.44 (m, 3H), 7.27 - 7.34 (m, 2H), 7.13>(d, J = 
8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.11 (s, 2H), 4,1,4 
(t, J = 4.8Hz, 2H), 3.84 (s, 3H), 3.64 (t, J = 4.8Hz, 2H), 3.49 (t, J =7.8Hz, 2H), 3.29 
(s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H) D , 

10 mm 2 (80) 

8- (1, 2, 5, 6-f f^tKnk'y^) -2-^fvP-3- (2- 
jj- ; u-4-^. y^i/y^-;v) -6, Kc-SH-^n^y^ 
[d] t°7yp [1, 5 -a] t°JJ^v>>- 
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OCHi 



I 

, i I 

T L C : R f 0.30 K^*W : JSm^jU- 3:1) ; 

NM R (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz; 1H),'6.85 (d, J = 2.7Hz, 1H), 6.78 

( dd, J -2.7,. 8.1Hz, CDC1 3 ), 5.97 (m, 1H), 5.83 (m, 1H), 4.21 (m, 2H), 3.85 (m, 2H), 

1 1 

• • 1 

5 3.82 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.89' (t, J = 7.5H z, 2H), 2.41 (m, 2H), 2.32 (s, 
3H), 2.16 (s, 3H), 2.11 (m, 2H) e 

8- (3-^>W$y) - 2 3 - (2-^ h^v— 4, 5- 

10 v?^f^7i=A) -6, 7-v?tFn-5H-^n^ [d] t°yy* 
n [1, 5-a] t°y $i?>-imm. 




T L C : R f 0.29 : I^cn^= 3 : 1 ) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.29 (brd, J = 10.2Hz, 1 H), 7.04 (s, 1 H), 6.83 (s, 1 H), 
3.95 (m, 1 H), 3.90 (s, 3 H), 3.56 (t, J = 7.8Hz, 2 H), 3.12 (t, J = 7.5Hz, 2 H), 2.42 (s, 
3 H), 2.31 (s, 3 H), 2.28 (m, 2 H), 2.24 (s, 3 H), 1.90 - 1.62 (m, 4 H), 1.04 (t, J = ' 
7.5Hz, 6 H)o , , 

Hjifeff'j2 (8 2) 

8- (1, 2, 3, 4-x hyt Kn-f V y-2-J;U) 

JU-3- Y*^7^=->V) -6, 7-^tKn-5H' 

-^?u^y? [d] k7/n [1, 5- a] t°!)$v^ 




OCH 3 



T L C : R f 0.24 (^-fls : @^^/^= 3:1) ; 
NMR(300MHz, CDCI3): 5 7.23 - 7.18 (m, 3 H), 7.16 (d, J = 8.4Hz, 1 H), 7.11 (m, 
1 H), 6.86 (d, J = 2.4Hz, 1 H), 6.79 (dd, J = 8.4, 2.4Hz, 1 H), 4.86 (s, 2 H), 4.09 (t, J 
= 5.7Hz, 2 H), 3.82 (s, 3 H), 3.08 (t, J = 5.7Hz, 2 H), 2.97 (t, J = 7.2Hz, 2 H), 2.89 (t, 
J = 7.8Hz, 2 H), 2.33 (s, 3 H), 2.17 (s, 3 H), 2.08 (m, 2 H) D 

2 (83) 

8-7in;l/7^-2-^f^-3- (2-^^-4-^ h^v^;*- 
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;V) -6, 7-^kKn-5H-^n^ [d] t'r/n [1, -5- a]' 




och 3 

T.L C : R f 0.35 : 1^^^= 3 : 1) ; 

1 ♦ 

5 NMR(300MHz, CDC1 3 ): 5 8.01 (br, 1H), 7.45 - 7.38 (m, 2H), 7.33 - 7.17(m, 4H), 
6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.1, 2.4Hz, 1H), 3.83 (s, 3H), 2.89 (t, J =' 7.8Hz, " 
2H), 2.35 (s, 3H), 2.30 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.02 - 1.90 (m, 2H) D 

mmm2 (8 4) 

10 8- (2-^/1' 7:* —AO 7^y-2-^f;W3- ( 2 - ^^/V- 4 - 
7< b^->7x=/l/) -6, 7-v i tKo-5H-^n^ [d] fc°7^ 

p [l, 5 -a] try 




OCH 3 
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TLC : R f 0^37 {^^X : g^x^/V^ 3 :.l), ; 
NMR(3001ylHi CDC1 3 ) : 8 7.76 (br, 1H), 7.32 - 7:17 (m, 5H), 6.87 (d, J = 2.4Hz, 
1H), 6.80 (ddj J = 8.4, -2.4Hz, 1H), 3.83 (s, 3H), 2.85 (t, J = 7.5Hz, 2H),. 2.36 (s, 6H), 
2.22 (s, 3H), 2.13 (t, J = 7.5Hz, 2H), 1.96 - 1.85 (mi 2H) 0 ' 

i ■ 

■ ,i •. ' 1 , 

(8 5.) 

8- (a-^fvl^o^U) 7^-2-^^-3- (2-^^-4- 
^ Y*i/7'^~;V) -6, 7-^kKn.-5H-V^o^ [d] fy^ 
n [1, 5 - a'j.tfJJ 

' CH 3 





10 OCH 3 



T L C : R f 0.38 (^^^ : Jgffit^?-jV= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.96 (br, 1H), 7.32 - 7.26 (m, 1H), 7.19 (d, J = 8.4Hz, 
1H), 7.12 - 7.01 (m, 3H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 
(s, 3H), 2.88 (t, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.35 (s, 3H), 2.31 (t, J = 6.9Hz, 2H), 
15 2.21 (s, 3H), 2.02 -1.91 (m, 2H) C 

mmm 2 (86) 

8- {A- *^~}V7 T^y- (2-^^-4- 

^ f^i/7i^) -6, 7 Kn-5H-^n^ [d] 
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i, 




CH 3 



• , • 1 OCH 3 

TLC:Rf O^'^fyiSixf-^Fa": 1) ; 
NMR(300MHz, CDCI3) : 6 7.93 (br, 1H), 7.23 -7.11 (m, 5H), 6.87 (d, J = 2.7Hz, 
5 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.86 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 
2.35 (s, 3H), 2.29, (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.00 - 1.88 (m, 2H) D 

l 

(8 7) ■ 

8- (N-7x=^-N-^o tVU-T^ /) -2-^^-3- (2-^^ 
10 ol=l;V) -6, 7-i?k Ko-5H-^oXy^ [d] 

k 0 7y~D [1, 5 -a] t°y *S?y 




OCH 3 

T L C : R f 0.48 (^dp-^y : D^:t5vV= 3:1) ; 
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I 

r 

' NMR(300MHz, CDC1 3 ) : 6 7.31 , 7.24 (m, 2H), 7.21 (d, J= 8.4Hz, 1H), 6.99 - 

i 

6.87 (m, 4H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.15 - 4.07 (m, 2H), 3.84 (s, 3H), 2.92 (t, 
J = 7.5Hz, 2H), 2.36 (s, 3H), 2.31 (t, J = 7.5Hz, 2H), 2.22, (s, 3H), 2.05 - 1.94 (m, 
2H), 1.82 - 1.68 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 

miMm 2 (88) 

8- (N-^^v^-N-^p tVl^T^ /) - 2 - ^ J-jV- 3 - (2-^^ 
;U-4-^ Y$ri/7^=-;V) - 6, ■7-v ; k Fn-5H-y^n^ [d] 

t7/p [i, 5-a] try 




T L C : R f 0.63 (^l^ : &&zz<7-;\,= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.21 (m, 5H), 7.19 (d, J = 8.4Hz, 1H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.86 (s, 2H), 3.83 (s, 3H), 3.42 - 3.34 (m, 
2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (t, J = 7.1Hz, 2H), 2.36 (s, 3H), 2.20 (s, 3H), 2.11 - 
1 .98 (m, 2H), 1 .67 - 1 .54 (m, 2H), 0.88 (t, J = 7.5Hz, 3H) 0 

gOfeffl 2 (89) 

8- (N, N-^Ty^Z^/) -2-7«^-3- (2-^^-4-^ 
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I 

I 

I i 

i ■ 

Y*i/7 x.~;V) -6, 7-i{t:.Kn-5H-^n^ [d] 

[i, 5- a] k°y ^Vy-wm 




OCH 3 



TLC:R f 0.46 (^^rf-> : l^g^^^= 2:1); 
5 NMR(300MHz, CDC1 3 ) : 6 7:11 (d, J = 8.4Hz, 1H), 6.89 (d, J =2.7Rz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 6.03 (m, 2H), 5.40 (d, J = 10.5Hz, 2H), 5.35 (d, J = 18Hz, 

1 -'i ■ 

2H), 4.49 (d, J = 6.0Hz, 4H), 3.83 (s, 3H), 3,47 (t, J = 7.8Hz, 2H), 3.08 (t, J = 7.2Hz, ■ 
2H), 2.28 (s, 3H), 2.23 (m, 2H), 2. 1 8 (s, 3H) C 

1 

10 -mm 2 op) 

8- ( 3 -^^5vKT 5; J) -2-^5^-3- (2-^^-4-v 5 ^^ 
;V7 5/7x^) -6, 7-^tFo-5H-^n^ [d] fyy* 
n [ 1 ■ 5 - a ] tT !) 5 i» 
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i 

: t 

• !, • 

TLC : R f 0.17 (^H:>": @Mi=fvW= 3..: 1 ) ; 

NMRtfOOM^CDCQ: 6 7.11 (d, J = 8.1Hz, 1 H), 6.70 (d, J = 2.7Hz, 1 H), 6.64 ' 
(dd, J = 8.1, 2.7Hz, 1 H); <5.19 (d, J = 10.2Hz, 1 H), 3.80 (m, 1 H), 3.08 (t, J = 7.5Hz, 
2 H), 2.95 (s, 6 H), 2 89 (t, J = 7.5Hz, 2 H), 2.32 ( Sj 3 H), 2.18 (s, 3 H), 2.18 - 2.08 ' 
5 (m, 2 H),;1.80 - 1,56 (m, 4 H), 1.01 (brs, 6 H) a • ,' 

I 

gjjM 2(91) 

) • 

I 

8- (1 - 7i^/d tVUT^y) -2-^^-3- (2-^/1—4 
bdfi/7x'^) -6, T-v't Kn-5H-^n^y^ [d] t°7 

io y'p ci, 5-a], t°y ^v>> • "■ • 




OCH 3 

T L C : R f 0.45 (^^rf-^ : g£@t^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.83 (d, J = 8.7Hz, 1H), 7.27 - 7.48 (m, 5H), 7.12 (d, J 
= 8.4Hz, 1H), 6.88 (m, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 5.10 (m, 1H), 3.82 (s, 3H), 
15 3.41 (m, 2H), 3.16 (m, 1H), 2.83 (m, 1H), 2.32 (s, 3H), 2.20 and 2.19 (s, total 3H), 
2.12 (m, 4H), 1.12 and 1.01 (t, J = 7.2Hz, total 3H) C 

mMM2 (9 2) 
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PCT/JPOJ/11581 



8- (N- (2-y^=.;U^/]» -N-^o t'/U7 % /) - ' 
3- Y^yy^-jv) -6, 7 -^t Kn- 5 H-iy 

tv^y? [d] t°yy*n [1, 5-a] t° P v 5 :/ • 




T L C : R f 0.35 : 3:1); 

NMR (300MHz, CDC1 3 ) : 8 7.23 - 7.05 (m, 6H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, 
3 = 8.4, 2.4Hz, 1H), 4.33 (t, J = 6.6Hz, 2H), 3.84 (s, 3H), 3.71 (t, J = 6.9Hz, 2H), 
3.37 (t, J = 7.5Hz, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 
2.20 (s, 3H), 2.20 - 2.06 (m, 2H), 1.81 - 1.68 (m, 2H), 0.97 (t, J = 7.5Hz, 3H) 0 

mmM2 (9 3) 

8- (N- O-^oc-yl^/n fcVi-) -N-:/n tVl'T ^ / ) 

-3- (2-^^-4-7f -6, 7-v ? tKo~5H- 

i/^D-<>^ [d] fc°7 s /P [1, 5-a] 



123 



WO 02/053565 • PCT/JP01/11581 



My, i ' 




OCH 3 



I 

I 

TLC :'.R f 0.40 : ^fc^;V= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 8 7.26 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H) : 3l83 (s, 3H), 3.66 - 3.53 (m, 4H), 2.88 (t, J = 7.5Hz, 2H), 2.87 (t, 
5 J = 7.5Hz, 2H), 2.62 (t, J = 7.8Hz, 2H), 2.32 (s,. 3H), 2.19 (s, 3H), 2.15 - 2.04 (m, 
2H), 1.95 -' 1.83 (m, 2H), 1.61-1 .49 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

»J2' ( ; 9 4')' 

8- (N-' (4 — — N — ~1fx2\f)VT % /) -2-t<^- 

10 3- (2-^5 : -/U-4-^ h=^->7^n^) -6, 7 -v>t Kn- 5 H--> 
tu^yf [d] f7/n [1, 5- a] t'y^v^ 




OCH3 



T L C : R f 0.48 (^^f->- : g^H^ =f-;V= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.25 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.78 (dd, 
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I, • 



i 1 



J = 8.1, 2 ; 7Hz, 1H), 3.83 (s, 3H); 3.63 (t, J = 6.,6Hz, 2H), 3J57 i 3.49 (m, 2H), 2.90 (t, 
J = 7.5Hz, 2H),2.88 (t, ,J = 7.5Hz, 2H), 2.57.(t, J - 6.9Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.15 r 2.05 (m, 2H), 1.66 - 1.49 (m, 6H), 0.88 (t, J = 7.5Hz, 3H) C ' I 



jfflg (9 5) 



8- (1-7 xl^'/V- 2 - f^JV) TZ S -2-* ^JV- 3 - (2-^^ 
-4-^ , >= 3 r^7^^/l/) -6, 7-^kKo-5H-^n^ [d] 

t°7/D [i, 5- a] try • 




o6> 




• HCl 
CH 3 

CH, 



OCH 3 



10 T L C : R f 0.41 i^^y : %ffifc^;V= 2 : 1 ) ; 

NMR(300MHz, DMSO-d 6 ) : 6 9.24 (m, 1H) 7.04 - 7.30 (m, 6H), 6.95 (br s, 1H), 

6.86 (dd, J =2.7, 8.4Hz, 1H), 4.20 (br s, 1H), 3.78 (s, 3H), 2.87 - 3.17 (m, 3H), 2.64 - 

2.87 (m, 3H), 2.26 (s, 3H), 1.82-2.18 (m, 5H), 1.63 - 1.82 (m, 2 H), 0.93 (br t, J = 
6.9Hz, 3H) Q 



15 



H»] 2 (96) 

8- (1 -^^U- 3 -^VfvW) 7^y-2-^f^-3- (2-p<^ 
^-4-^ h^v^^/^) -6, Ko-5H-^o^ [d] 
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b°7/p [1, 5 -a] t?y ^ • 




T L C : R f 0.43 (^^f-^ : ffi&t3L?-;]s= 2:1) ; 
NMR (300MHz, DMSO-d 6 ) : 8 8.53 (m, 1H), 7.09 - 7.28 (m, 6H), 6.96 (d, J = 
5 3.0Hz, 1H), 6.85 (dd, J = 3.0, 8.4Hz, 1H), 4.10 (m, 1H), 3.82 (s, 3H), 2.89 - 3.02 (m, 
3H), 2.68 - 2.85 (m, 3H), 2.25 (s, 3H), 2.00 - 2.22 (m, 7H), 1.79 (m, 2H), 0.93 (t, J = 
7.5Hz, 3H) 0 

MlfeM 2 (97) 

10 8- (N- (4 - ^^-;vy ^=-;v) -n-/d tVKT5; J ) -2-^^vw- 

3- (2-^^-4-;* Y*v"7^-/V) -6, Kn-5H-V 
^n-<^^ [d] [i, 5- a] t°>J 
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i, i 





TLC : R f 0.43 : ^5^^/^= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.27 (d, J =8.1Hz, 2H); 7,13'- 7.22 (m, 3H), 6.90 (d, J 
= 2.4Hz, 1H), 6.84, (dd, J = 2.4, 8.7Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 
2.43 (s, 3H), 2.31 (s, 3.H), 2.22 (s, 3H), 1.77 - 1.97 (ra, 6H), 0.98 (t, J = 7.5Hz, 3H) C 



i 1 i' 



10 



mMM2 (9 8 j" 

8- (N- (4—^.^^^"^) ^f^-N-^D'tVVT^) -2-* 
(2- t^/V- A- * ^~JV) -6, 7-^kKn-5 

H-i^n^^ [d] b^yn [l, 5 -a] t°y ^ 

CH 3 




OCH 3 
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t 

r 

T L C : R f 0.45 (^^rt> : iixf ;l/= 3 ; 1 ) ; 
NMR (300MHz, CDC1 3 ) : 6 7.11 - 7.21 (m, 5H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd 5 
. J = 2.7, 8.7Hz, 1H), 5.13 (s, 2H), 3.84 (s, 3H), 3.72 (t, J = 7.5Hz, 2H), 3.48 (t, J = 
8.1Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2:36 (s, 3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.19 (s, 

i 

.5 3H), 1.77 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

mmm 2 09) . 

8- (N- ( 3 - ^f /U7xc^) ' - N- ^B W 5 ; ) -2-^f?V- 
3- {2-*J->V-4-* Y*r*/7*.~A>) -6, 7 1 v J kKo-5H-v' 

10 ^n-o*<[d] k°7^D [1, 5 -a] try 




0CH3 



T L C : R f 0.41 (^^rih> : |^ai^/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.36 (m, 1H), 7.06 - 7.24 (m, 4H), 6.91 (d, J = 2.4Hz, 
1H), 6.84 (dd, J = 2.4, 8.1Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.36 (m, 2H), 2.42 (s, 
1 5 3H), 2.32 (s, 3H), 2.23 (s, 3H), 1 .77 - 2.00 (m, 6H), 0.99 (t, J = 7.2Hz, 3H) D 

(10 0) 

8- (N- (4 h^fi/7i^) ^fvV-N-T'n tV^T^/) -2- 
(2-^^-4-^ h^riX^^^/L') -6, 7-v>tKn- 
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i 

i, 

5H-v;^t3-<V£ [d] t'y^/n [l, ,5-,a] tfjj 5 i?y ■ 




I ' 1 

T L C : R f 0:26 (^i^ : &&3L?-;U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.7Hz, 2H), 7.13 (d, J = 8.4Hz, 1H), 
5 6.90(d, J = 8.7Hz, 2H), 6.90 (d, J = 3.0Hz, 1H), 6.83 (dd, J = 3.0, 8.4Hz, 1H), 5.10 (s, 
2H), 3.84 (s, 3H), 3.82 (s, 3H), 3.70 (t, J = 7.5Hz, 2H), 3.49 (t, J = 8.1Hz, 2H), 3.01 
(t, J = 6.9Hz, 2H), 2.30 (s, 3H), 2.22 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 
7.2Hz, 3H) 0 

10 Hi 2 (10 1) 

8- (N- (4-^op7i^) ^fyV-N-^P W^y) -2-^ 
(2-^/U-4-^ h^7ss^) -6, 7-i?tKo-5 
H-S^n^V^ [d] H°7 N /a [l, 5- a] 0 • afflfcjfc 
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OCH 3 



TIC : R. f 0.26 : @fg£a^/W= 3 : 1 ) ; 

NM R (300MHz, CDCI3) : 6 7.37 (d, J = 8.7Hz, 2H), 7.24 (d, J = 8.7Hz, 2H), 7.12 

1 

(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.15 (s, 
5 2H), 3.83 (s, 3H), 3.68 (m, 2H), 3.50 (t, J =7.8Hz, 2H), 3.02 (t, J= 7.2Hz, 2H), 2.29 
(s, 3H), 2.25 (m, 2H), 2. 1 9 (s, 3H), 1 .74 (m, 2H), 0. 93 (t, J = 7.2Hz, 3H) C 



2 (10 2) 



8- (N— {2- tJ-fry -N-7°n tVL-T^ 7) 

10 3- (2-/f-jU- 4- pi Y^r^y^=-jV) -6, 7 - v>fc Kn - 5 H-v' 
[d] t°7^n [1, 5 -a] \?V 'WkM. 

y-^J^^ • HC1 




OCH, 
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TLC : Rf 0.46 : »xf ;i/= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 6 7.27 - 7.45 (m, 4H), 7.16 (d, J = 8.4Hz, 1H), 6^90 (d, J 
= 2.4Hz, 1H), 6.84 (dd, J = 2.4, 8.4Hz, 1H), 4.53 (m, 1H), 4.37 (m, 1H), 3.84 (s, 3H),' 
3.34 (m, 2H), 2.31 (s, 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.50 - 2.07 (m, 6H), 0,97 (t, J = 
■5 7.5Hz, 3H) 0 

mmm 2 (103) 1 

8- ( (3 S) - 3-* Y^st^iV- l, 2, 3, 4-fh7tKn^y 

^yyy-2-^;v) -2-^^-3- ^-^^^-^^v^^ 

'i 

10 -6, 7-v?tKn r 5H-^n^^ [d] fyy'p [l, 5-' 

. a] t°y sv^-stiafi 



T L C : R f 0.56 (^^y : ^rc^= 1:1); 
NMR(300MHz, CDC1 3 ) : 5 7.30 - 7.05 (m, 5H), 6.90 - 6.75 (m, 2H), 5.48 (m, 1H) 
15 5.03 (d, J = 15.6Hz, 1H), 4.72 (dd, J = 15.6, 3.9Hz, 1H), 3.82 (s, 3H), 3.33 and 3.32 
(s, 3H), 3.87 - 3.05 (m, 7H), 2.82 (d, J = 15.6Hz, 1H), 2.40 - 2.10 (m, 2H), 2.29 (s, 
3H), 2.25 and 2.11 (s, 3H) 0 




OCH 3 



131 



WO 02/053565 PCT/JP01/11581 



10 



t°r/n [1., 5-t.a]' t°y • 2i£g£J£: .' 



• .i 

i ■ 




HN ^ 




H3C , ^CHs 



T L C : R f 0.42 n p afr/VA : ^ / — >V= 2 0:1) ; 
NMR(300MHz, CDC1 3 ) : h 8.01 (s, 1H), 7:32 (d, J = 10.2Hz, 1H), 6.85 (s, 1H), 
4.00 (m, 1H), 3.41 (s, 6H), 3.40 (m, 2H), 3.17 (m, 2H), 2.37 (s, 3H), 2.33 (m, 2H), 
2.32 (s, 3H), 1.65 - 1.95 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

%%W\2 (10 5) 

8- ( (2S) - 1 hdr->-3-7^^l— 2-ynfcVl/) T^J-2 
-^=f-jV- 3 - (2-p<^-4 h^-^^^^/l^) -6, T-v'fcKP 
-5H-^P^ [d] t°7/n [1, 5 -a] \?V $V>^-ffim 
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I, 
i 



15, , 




OCH3 



TLC : R f 0.26 {^-fy : %ffl&^f/i,= 2 ' : 1) ; 
NMR(300MHz^ CDC1 3 ): 6 7.77 (m, 1H), 7.25 - 7.36 (m, 3H), 7.16 - 7.23 (m, 2H), 
7.11 (m, lli), 6.88 (m, 1H), 6.80 (m, 1H), 4.44 (m, 1H), 3.82 (s, 3H), 3.53 - 3.68 (m, 
5 2H), 3.47 and 3.46 (s, 3H), 3.38 (m, 2H), 3.11 (t, J = 7.2Hz , 2H), 3.08 (m, 1H), 2.81 
(m, 1H), 2.3 rts/3'H), '2.20 and 2.17 (s, 3H), 2.15 (m, 2H) 0 

H»J 2 (10 6) 

8 — (N — /^jl—N-^v t°/V7% J ) -2 

10 -t^jV- 3 - (2-7<fvk-4 -7* h^v^^/k) -6, 

-5H-^n^ [d] k°7/p [1, 5- a] k'^^-MI 
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I 
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OCH 3 

TL C : R f 0.50 (^-fry : @M^^= 2:1) ; '' 
NMR (300MHz, CDC1 3 ) : 8 7.25 (d, J = 8.4Hz, 2H), 7.18 (d, J = 8.4Hz, 2H), 7. 13 
(d, J = 8.1Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 
5 2H), 3.84 (s, 3H), 3.70 (m, 2H), 3.50 (t, J = 7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H)[ 2.50 
(s, 3H), 2.29 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H), 1 .75 (m, 2H), 0.93 (t, J - 7.5Hz, 3H) b 

1 

iii 2 (107) 

8- {A-7 ^~)V\?s<yV^- l -J tv) -2-^^-3- (2-*<? 
10 ;v-4-^^7i=;l/) -6, 7-5?kKn-5H-^n^ [d] 
t'7/n [1, 5 -a] bry 2 jfiB&fi 
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TLC : Rf 0.30 (^^ifV: 2 : l) ; 

NM R (300MHz, DMSO-d 6 ) : 8 7.30 - 7.38 (m, 2H), 7.21 - 7.29 (m, 2H), 7.12 (d, J 
= 8.4Hz, 1H), 7.00 (brd, J = 6.9Hz, 1H), 6.95 (d, J = 2.7Hz, 1H), 6.86 (dd, J = 2.7, 
5 8.4Hz, 1H), 4.22 (br s, 4H), 3.79 (s, 3H), 3.53 (brs, 4H), 3.14 (m, 2H), 2.97 (t, J = 
7.8Hz, 2H), 2.21 (s, 3H), 2.15 (m, 2H), 2.06 (s, 3H) C 

H»J 2 (10 8) 

8- (4- (2-^PP7x^) t°^<7 1 — f /I/) -2-^fvl^- 

10 3- (2-^^-4-^ h^iy^^^^) - 6, 7-^kKo-5H-V 
[d] M'yVu [l, 5- a] fJJ^v^ 
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T L C : R f oW : |fcg£n^vf= 2:1) ; 

NMR(30DMHz, CDC1 3 ) : 5 7.41 (dd, J = 1.5, 7:8Hz, IB), 7.28 (m, 1H), 7.16 (d, J 
= 8.1Hz, 1H), 7.15 (d, J = 8.7Hz, 1H), 7.03 (m, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 2.7, 8.1Hz, 1H), 3.90 (m, 4H), 3.82 (s, 3H), 3.33 (t, J = 4.8H, 4H), 3. 16 (t, J 
= 7.5Hz, 2H), 2.91 (t, J - 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H) C 

Hlfega 2 (10 9) 

8- (N, N-v^^T^ /) - 3 - (2-^^-4-^ 

10 Y5ri/7 -6, Kd-5H— ^n^y^ [d] t°7/a 

[i, 5- a] -mmm. 




OCH 3 



136 



WO 02/053565 PCT/JPO 1/1 1581 

i 

i 

T L C : R f 0.57 (^^f-f-y :,M^^= 2 : 1) ; . 
NMR(300MHz, CDC1 3 ) : 5 7.12 (d, J = 7.8Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 7.8Hz, 1H), 3.90 (t, J = 7.5Hz, 4H), 3.83 (s, 3H), 3.48 (m, 2H), 3.02 (m, 
2H), 2.27 (s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.71 (m ; 4H), 1 .38 (m, 4H), 0.97 (t, J = 
'5' 6.9Hz, 6H) 0 

£MM 2 (110) ' 

8- (N-^f^-N-^W^) - 2-^/1— 3 - (2-p<5vW- 
4-7« hdrv-^zc^/l^) -6, 7-^tKn-5H-^o^ Cd] t° 

'i 

io [i, 5-a] - mm 




och 3 

TLC:Rf 0.36 (— 3Mfy : RSfcufvl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
(dd, J = 3.0, 8.1Hz, 1H), 3.97 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.45 (t, J = 8.1Hz, 
15 2H), 3.12 (t, J= 6.9Hz, 2H), 2.26 (s, 3H), 2.23 (ra, 2 H), 2.18 (s, 3H), 1.85 (m, 2H), 
1 .40 (m, 2H), 0.99 (t, J = 7.2Hz, 3H) 0 

mmm 2 a id 

8- (N- ^f;l/-N-^W-;;) - 2-*=f- 

20 /V-3- (2-^^1—4-^ f^^^oi^/U) -6, 7-v J fcKn-5H 



137 



WO 02/053565 PCT/JPO 1/1 1581 

j 

: i 

i, 

i 

-i/?X2^y$ ,[d] t°7/n [l.-V-a] fc°y %fj>- • £K£ 




TLC:ft'f 0.53 dpf-^ : ffffik*?7l/= $ : 1) ; 
NMR(300MHz, CQC1 3 ) : 5 7.10 - 7.21 (m, 5H), 6.89 (d, J = 2.4Hz, 1H), 6.83 (dd, 
5 J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.77 (t, J = 7.2Hz, 2H), 3.48 (t, J = 
7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.21 (m, 2H), 2.19 (s, 
3H), 1.73 (m, 2H), 1.34 (m, 2H), 0.93 (t, J= 7.2Hz, 3H) C 

HM1 2 (112) 

10 8- (N- (A- t^JVy ^=.,V) ^A—N- (2-^ h^^^/\s) T 

^y) -2-^^-/1—3- (2-y ^-jv-A-t Y^-yy^jv) -6, 7 
-v>fc Kp-5H-^d^^ [d] h'yy'u [i, 5- a] t°!) 5: • 
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OCH 3 

T L C : R f 0.23 ' (^-fy : W^.^^-. 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.25 - 7.05,(m, 5H), 6.98 - 6.78 (m, 2H), 5.06 (s' ; 2H), 
4.22 - 4.03 (m, 2H), 3.84 (s, 3H), 3.75 - 3.58 (m, 2H), 3.58 - 3.38 (m, 2H), 3.30 (s, 
5 3H), 3.20 - 2.90 (rii, 2H), 2.36 (s, 3H), 2.30 (s, 3H), 2.21 (m, 2H), 2.19 (s, 3H) 0 

mmm2 ci 1 30 

8- (N-v^ xi-fu tV^-N- (4-^f^7i^) ^W^;) - 
2-^^-3- (2-^5vV-4-^ h^v-^n^/W) -6, K 
10 p- 5H-v^ p-O-^ [d] t"7/n [1, 5-a] W %W - Wk$L 
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OCH 3 



TLC : R'f 0.35 {^^y \^m,^^=2 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7:25 - 6.95 (m, 5H), 6.95 - 6.73 (m, 2H), 5.40 - 5.15 
(m, 2H), 3.83 (s, 3H), 3.65 - 3.30 (m, 2H), 3.30 - 2.95 (m, 2H), 2.35 (s, 3H), 2.31 (s, 
5 3H), 2.30- 2.10 (m, 3H),2.19 (s, 3H), 1.10- 0.80 (m, 4H)„ 

1 i i 

mmm 2 (114) 

8- (N-->^ n/n fcVM^-N- (4- J-J-jvy ^~;v) /^jVT $ 
/) -2-^^-3- (2 -7*^-4 h^rv-y^^/W -6, 7~ 

10 ^tKo-5H-y^P^ [d] t'r/n [i, 5- a] tfy^s^- 
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OCH 3 



TLC :Rf 0.37 (^f-^ : Sft^f^= 2:1); 
, N MR (300MHz, CDC1 3 ) : 8 7.30 - 7.00 (m, 5H), 7.00 - 6.75 (m, 2H), 5.24 (s, 2H), , 
3.84 (s, 3H), 3.80 - 3.60 (m, 2H), 3.60 - 3.35 (m, 2H), 3.20 - 2.90 (m, 2H), 2.34 (s, 
5 3H), 2.29 (s, 3H), 2.22 (s, 2H), 2.11 (s, 3H), 1.38 - 1.05 (m, 1H) , 0.75 - 0.50 (ni, 2H), 

1 1 • 

0.35- 0.10 (m,2H) 0 



8- (n, N-^yntvi^r $y) -2-^^-3- (2-^^-4- 

10 J h*^y^^/\s) -6, 7-^kKn-5H-^n^y^ [d] fy^ 
d [1, 5- a] t°]J * 





OCH3 
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! 

i 

• I, 

i 

T L C : R f '0.59 (^M^': IfcBted^/Uf* 2. : 1 ) ; 
NMR(3;O0^|Hz; CDCV 3 ) : 8 7.17 (d, J = 8.4Hz, 1H), 6.-86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 2.4, ( 8.4Hz, 1H); 3.82 (s, 3H), 3.56 (m 3 4H), 2.95 (t ; J = 7.2Hz, 2H), 2.90 (t, J 
= 7.8Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m i; 2H); 1.58 (m, 4H), 0.89 (t, J = 
5 7.5Hz,6H) 0 . , « '., • ,' 

I . ' ' , 

I 

MMM 2 (116) 

8- (N- ■(4-'J?-/uy xl^sU) y^yl—N- (2-y*J-~;V) 
-2-^^-3- 4-t Y*-y7^~)V) -6, ■•7-v ? t 



CH 3 




OCH 3 

TLC : Rf 0.47 (^U"^ : ^^^jU= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.33 (d, J= 8.1Hz, 2H), 7.19 (d, J = 8.1Hz, 2H), 7.11 
15 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.27 (d, J = 
15.0Hz, 1H), 5.24 (d, J = 15.0Hz, 1H), 4.41 (m, 2H), 3 .83 (s, 3H), 3.51 (t, J - 7.5Hz, 
2H), 3.22 (t, J = 6.9Hz, 2H), 2.37 (s, 3H), 2.28 (s, 3H), 2.25 (m, 2H), 2.17 (s, 3H), 
1.91 (t, J = 2.4Hz,3H) 0 
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mmmi' CM 7) < 

5 ^ [d]'fc'7'/o [1, 5 -a] ' 

• ' I 
I 




* " OCH3 

TLC:R.f 0.55' (^-fy : g^_r^-7u= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2J, 8.1Hz, 1H), 4.40 (m, 2H), 3.82 (s, 3H), 3.55 (m, 2H), 3.11 (t, J - 7.2Hz, 
10 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.4Hz, 3H), 1.66 (m, 2H), 0.95 (t, J= 7.5Hz, 3H) C 

mm (1 1 8) 

8- (5-/^^T^/) -2-^^-3- (2-^^-4-y h*is 
15 -6, 7-^kKo-5H-^n^ [d] h'yy'u [ 1 , 

5 - a ] t°y ^v^-mmm. 
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HC1 



OCH 3 



TLC : R f 0.58 (^f^ : gftxf /l/=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.33 (brd, J = 10.5Hz, 1H), 7.12 (d, J = 8.7Hz, 1H), 
6.88 (d, J - 2.7Hz, 1H), 6.81, (dd, J = 2.7, 8.7Hz, 1H), 4.10 (m, 1H), 3.83 (s, 3H), 
5 , 3.49 (t, J = 8.1Hz, 2H), 3.12 (t, J = 6.6Hz, 2H), 2.29 (s, 3H), 2.27 (m, 2H), 2.20 (s, 
3H), 1 .61 - 1 .88 (m, 4H), 1 .30 - 1 .53 (m, 8H), 0.94 (m, 6H) D 



il 2 (119) 

10 2-7^^-3- (2-^^-4-^ Y^y7^~;v) -6, 7 — 9 jM K 
P-5H-^n^ [d] t7/p [1, 5- a] - mm. 

CH 3 




HC1 




OCH 3 
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i 

i, 

i 

T L C : R f 0.38; : ^xf:/V= 2, : 1 ),' ; 

NMR(3001vfez, CD 3 OD) : 5 7.20 - 6.98 (m, 5H), 6.93 (d, J = 2.4Hz, 1H) 6.85 (dd, 
J = 8.6, 2.4Hz; 1H)> 5.20 (d,' J = 16.5Hz, 1H), 5,09 (d, J = 16.5Hz, 1H), 5.02 - 4.70 
(m, 1H), 3,81 (s, 3H); 3.17 (t,< J = 7.2Hz, 2H), 2.98 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 
5 2.22 (s,3H), 1.98 (s,3H), 2.40- 1.60 (m, 10H)c 

1 

t 

Hfifcffi]2' (12 0). 

8- (N-v^P^n t>^f;i/-N- {A- ^J-J^iry ^=^JV) t=f-)V 

1' 

T^J) -2 3 - (2->.^/V-4-^ fdfv-7^^/V) -6, 

10 7-i?fc Kn-5H-^D^ [d] k°,7Vn [1, 5-'a] fl)^ 

> ,' : .■ ' ■ • 




OCH3 



T L C : R f 0.85 (^f-V : f^gt3Lf-/u= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 - 7.16 (m, 5H), 6.87 (d, J = 3.0Hz, 1H), 6.79 (dd, 
15 J = 3.0, 8.4Hz, 1H), 4.89 (s, 2H), 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.96 (t, J = 
7.2Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.47 (s, 3H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 
(quint, J = 7.2Hz, 2H), 1.10 - 0.95 (m, 1H), 0.52 - 0.42 (m, 2H), 0.10 - 0.05 (m, 2H) C 
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mmm 2 (121) 

1 

8- (N- (4-7;VtD7x^M ^A—N-^P.fcV^TS:/) r- 2 

(2-^f^-4-n^7x^) -6, 
5H-^D^ [d] t°7.yp'[l, 5 -a] h'y^i^- 

I 

F 




OCH 3 



T L C : R f 0.87 ^rf-V : H^ni^-/U= 1:1); , 
NMR(300MHz, CDC1 3 ) : 6 7.28 - 7.16 (m, 3H), 7.03 - 6.95 (m, 2H), 6.87 (d, J = 

1 

2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.4Hz, 1H), 4.80 (s, 2H), 3.83 (s, 3H), 3.40 - 3.32 (m, 
2H), 2.89 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.5Hz, 2H), 2. 36 (s, 3H), 2.20 (s, 3H), 2.07 
10 (quint, J= 7.5Hz, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) C 

H»J 2 (122) 

8- (N-^n^-N- ^=-;V) ^^^75 7) -2 

(2-^f/l/-4-n^7i^) -6, 
15 -5H-^n^ [d] t°7y'n [1, 5-a] *i?y 
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OCH 3 

TLC : R f 0.48 *W : ftRsc^vU= 2 : l) ; 
, NMR(300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.4Hz, 1H), 7.02 (d, J = 7.5Hz, 2H), 6.89 
(d, J = 7.5Hz, 2H), 6.87 (d, J = 3.0Hz, 1H), 6.80 (dd, J = 8.4, 3.0Hz, 1H), 4.90 - 4.70 
5 (m, 2H), 4.08 (m, 1H), 3.83 (s, 3H), 2.84 (t, J = 7.5Hz, 2H), 2.61 (m, 2H), 2.39 (s, 
3H), 2.30 (s, 3H), 2.19 (s, 3H), 2.20 - 2.06 (m, 4H), 1.96 (m, 2H), 1.80 - 1.60 (m, 
2H) 0 

mmm 2 (123) 

0 8- (N-^/U-N- (4-^/l'7z^) 7<?vV7^/) 

(2-^f^-4-^ f^^x^V) -6, 7 — v 5 fc Kd-5H 
-v-^P^y^ [d] M'y^/u [1, 5 -a] tfU^v^ 
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OCH 3 



T L C : R f Q.69' X^-f^ : ^.^^;y= 1:1); 
NMR(300MHz,CDCl 3 ) : 8 7.19 (d, J = 8.1Hz, 1H), 7.14 - 7.06 (m, 4H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.1Hz, 1H), 4.81 (s, 2H), 3.87 (s, 3H), 3.47 (q, J = 
5 6.9Hz, 2H), 2.88, (t, J,= 7.8Hz, 2H), 2.81 (brt, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.33 (s, 
3H), 2.20 (s, 3H), 2.04 (quint, J = 7.8Hz, 2H), 1. 1 8 (t, J = 6.9Hz, 3H)„ 

MMM 2 (124) 

8- (n-^p tvv- N- (4- MJ y/u^-u ^*f-/UTK 
10 y) -2-^^-3- (2-^f^-4-^^7x^) -6, 7- 
^tKn-5H-^n^ [d] fr/n [1, 5-a] t^v^ 



148 



WO 02/053565 ' PCT/JP01/U581 




OCH 3 



T L C : R f 0.79 {^Vy : TO^5vl>= 1:1) ; 
NMR(30'0MHz, CDC1 3 ) : 5 7.57 (brd, J = 8:1Hz, 2H), 7.44 (brd, J = 8.1Hz, 2H), 
7.18 (d, J - 8.7Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.79 (dd, J - 2.4, 8.7Hz, 1H), 4.91 (s, 
5 2H), 3.83 (s,,3H)/3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 
2.35 (s, 3H), 2,1 9 (s, 3H), 2. 1 8 - 2.00 (m, 2H), 1 .62 - 1 ,50 (m, 2H), 0.88 (t, J = 7.5Hz, 
3H) D 

gjj 2 (12 5) 

10 8- (N-7°n tVW-N- (x h 7 t Kd 7 7 V- 2 — f;U) ^/VT^y) 
-2-^^-3- (2-^^/V-4-^ Ki/7s5^) -6, 7—i?K 
Ko-5H-^o^ [d] h°7^o [1, 5 -a] t°!) 
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TLC : R f 0.31 : gfcgj^^vl/= 2 : l) 

NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78. 
(dd, J= 2.7, 8.1Hz, 1H), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 - 
5 3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.13 (m, 2H), 1.74 - 2,00 (m, 3H), 1.42 - 1.65 (m, 3H), 0.89 (t, J= 7.5Hz,3H)o 

mmm 2 (126) 

8- (N-^/V-N- T^y) -2-^^-3 

10 - (2- V$r-S7 x.~)V) -6, Kn-5H-V^ 
n-<^ [d] f7 N /o [1, 5 -a] t°})*i?y 




OCH3 

T L C : R f 0.30 {^^V : @^^^= 2:1) ; 
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i 

r 

NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J « 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J=.5.7Hz, 2H), 3.28 (s, 3H), 2.98 (t, J = 7.8Hz, 2H), 2.91 (t, J = 7.SHz, 2H), 2.32 (s,' 
3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 0.90 (t, J= 7.2Hz, 3H) 0 

mmm 2 (127) 

8- (N-^n tVl^N-v^ n7°o tVKT 5; /) -2-^^-3- (2 
-Jf-Jls—*—* f=3r^^^n^)' - 6, 7 Ko- 5H-^D^y 
* [d] t"7/o [1, 5-a] t-y^v 5 ^ 




T L C : R f 0.45 (^Ify : I^^^yl/= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
1H), 2.92 (t, J = 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m, 2H), 1.62 (m, 2H), 
1 5 0.89 (t, J = 7.2Hz, 3H), 0.80 - 0.68 (m, 4H) 0 

mmi 2 (12 8) 

8- (N-V^D^;^f^-N- (2-^ Y^-S^JV) T%J) -2 
(2-/^sU-4-/ h*is7aL^/U) -6, 7-^tKn 
20 -SH-i/?v-<^? [ d ] t°yy'D [l, 5-a] fc°!J^v>>" 
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OCH 3 



TLC :Rf 6.57 ,(^^fy :, @^cc^;w= 1:1) ; 
NM R (300MHz, CDCI3). : 8 7.17 (d, J ='8. 4Hz, 1H), 6.86 (d, J = 2,7Hz, 1H), 6.78 
(dd, J = 2.7, ;8.4Hz, 1H), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), 
5 3.49 (t, J = 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.62 - 2.50 (m, IH), 2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06 - 1.58 (m, 
6H) 0 

' t 

i 

mmm 2 (129) 

10 8- (3-31 Y^r^iojVTfs^jv- 1, 2, 5, 6-fl^7fc K a fc° U 

-2-^^-3- (2-*=3-jV- A-^ Y^-y? 3L=.;\s) -6, 7 -i/fc 
Kn-5H-^n^ [d] fc°7 % /n [1, 5-a] fc'U^v 5 ^-^ 
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i 

t 



o 




OCH 3 

I 

T L C : R f 0.27 (^drf"> : %$f&?.f-;V= 2:1).; , . 
NMR(300MHz, CDC1 3 ) : 5 . 7.27 (m, 1H), 7.09 (d, J - 8.1Hz, 1H), 6.88 (d, J = 
, 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.62 (m, 2H), 4.27 (q, J = 6.9Hz, 2H), 4.20 
5 (t, J = 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.16 (t, J = 6.0Hz, 2H), 2.85 
(ra, 2H), 2.27 (s, 3H), 2.26 (m, 2H), 2. 1 7 (s, 3H), 1 .34 (t, J= 6.9 HZ, 3H) 0 

mmm2 a 3 0) 

10 7) -2-^^/l>-3- (2-^^-4-^ h^v^7i^) -5, 7- 
•^Ko-7P [3, 4-d] [1, 5- a] fc° P 5 v>y • 
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OCH 3 



T L C : R f (X-68 ■ (^^^ : fffen^vV^ 1:1); 
NM R (300MHz, CDGI3) : 5 7.21(d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, 1H), 6.90 (d,,J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.41 (brs, 
2H), 5.27 (m^H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2.31 (s, 
3H), 2.20 (s, 3H), 1.24 (ra, 1H), 0.67 (m, 2H), 0.24 (m, 2H) C 



Hjjffjl 2 (13 1) 

8- (3- (3-^^-1, 2, 4-t^fv i 7y^- 5— fyW) - l', 
10 2, 5, 6-ff7tKnhl^) -2-^^/1—3- (2-^^-4 
Y-**y7 ol=i;V) -6, 7-^tKn-5H-^n^y^ [d] 
[l, 5- a] k°y $ *?y 
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OCH 3 

1 

T L C : R f O.n (^ty:Mif^2':l) ; 
N M R (3 OOMHzj CDC1 3 ) : 5 7.29 (m, 1H), 7.15 (d, J= 8.7Hz, 1H), 6.86 (d, J = 
2.7Hz, lH)i 6:79 (dd, J = 2.7, 8.7Hz, 1H), 4.57 [to, 2H), 3.94 (m, 2H), 3.82 (s, 3H), 
5 3.09 (t, J.= 7,5Hz, 2H),,2.91 (f, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), 2.32 (s, 
3H), 2.17 (s, 3H), 2 r 14 (m, 2H) D 

1 I 

mm\2 (1 3 2) 

8- (4-^/^7 5/ ) -2-^/^-3- (2 p P-4 h^f 
10 v^m^lO -6, 7-v/t Ko-5H-^nKy^ [d] [ 1 , 

5-a] \*y^w-mm 




0CH3 
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T L C : R f 0.48 (^l^ : 2:1).; 
NMR(300MHz, CDC1 3 ) : 6 7.37 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 2.4, 8.7Hz, 1H), 4.13 (m, 1H), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H), 3.13 (t, J =■ 
7.5Hz, 2H), 2.34 (s, 3H), 2.29 (m, 2H), 1.60 - 1.84 (m, 4 H) ; 1.34 - 1.60 (m, 4H), 
1.00 (t, J = 7.2Hz, 3H), 0.99 (t, J =? 7.5Hz, 3H) 0 



(1 3 3) 



8- (N-v^ X2-fu tVl^^^l/.-N- ( 2 — y 7V) 757) -2-^' 
^/V- 3- (2-^^-/1/- 4-^ f4v/7i^) -6, 7-v J tKa-5 

1 

10 H-v^p^^ [ d ] \?yy*X2 [1, 5- a] t°]}^"v^ 




OCH 3 



T L C : R f 0.73 (^M*-^ : I^^^/P-= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 
15 J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 
2H), 1.81 (t, J = 2.7Hz, 3H), 1.20 - 1.16 (m, 1H), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 
2H) 0 

HMJ2 (13 4) 

20 8- (N- -N- (2-^y/U) T^/)'-2- 
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1 . . . 

r 

(2 -^^/V~A-^ -6, 

v 

5H-^p^ [d] t°7yV[l, 5 -a] fD^^y 




TLC : R.f 0.13 (^■fy : «^^= 3 : 1 ) 
5 NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J - 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.0Hz, 2H), 3.82 (s, 3H), 
3.65 (t, J = 6.0Hz, 2H), 3.34 (s, 3H), 3.13 (t, J = 7 .2Hz, 2H), 2.91 (t, J = 7:8Hz, 2H), 
2.32 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H), 1.81 (t, J = 2.7Hz, 3H) Q 

10 HjfeM 2 (13 5) 

8- (2-^y/WT^y) -2-^^-3- (2-^^-4-^ 
i/7xi~M -6, 7-i>tFn-5H-^D^y^ [d] H°yy'u [1, 
5 -a] h°y 5 




OCH 3 

15 TLC : R f 0.80 {^-fy : @^^/V= 1 : l) ; 
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I 

• I 1 

t 

I, • 

NMR (300MHz; CDC1 3 ) : 8 , 7*15 (d, J = 8.4Hz, 1H),,6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J = 8:4, 2 v 4Hz, IB), 6.53 (t, J = 6.9Hz, 1H), 4.36 - 4.30 (m 5 2H), 3.82 (s, 3H), 
3.25 (t, J = 7;2Hz 5 2H), 2,90 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 

(m,2H), 1.83(t,J = 2,lHz',3H) 0 

1 1 • , 1 i 

'A ' ' 1 

3Hfe#]2 ( 1 3 6). 

8- (4- (,4-^D7i^) -1, 2| 5, 6-Th7tKnk c yi? 
JV) -2-y^-3- (2-^^/V-4-^ f ^f^7s= /V) -6, 7- 
^KP-5H'-:^P^.[d] [1, 5- a] tf]J$S» 




10 OCH 3 

TLC : R f 0.10 (^3^^ : ffl^^J-;V= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.42 - 7.30 (m, 4H), 7.16 (d, J= 8.1Hz, 1H), 6.86 (d, J 
= 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 6.22 - 6.18 (m, 1H), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s, 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
15 2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) D 



3IM 2 (13 7) 
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8- (N-V^'o-vTo tVl^^-lSM ,(4->W'x^), 

7) -2-'^^-3- (2-^/V-4-^ ^Wa-Zl') -6, 7- 

*JK FP^SH-^'P^'td] [1, 5- a] fc°!/5v^- 

CH 3 




OCH 3 



T L C : R f ' 0.53 (^^rt y : Sl?i^= 2:1) ; 
NMR(300MHz, CDCI3) : 8 7.36 (d, J = 8.4Hz, 1H), 7.18 (d, J = 8.1Hz, 2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (d, J = 
15.9Hz, 1H), 5.21 (d, J = 15.9Hz, 1H), 3.85 (s, 3H), 3.70 (m, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (m, 2H), 1.23 (m, 1H), 
0.63 (m, 2H), 0.18 (m, 2H) 0 



mmm 2 (138) 

8- (N-7°PbV^-N- (4- hV 7^P^f;^i/7i^) ^ ^ 
15 /KT^y) -2-^^-3- (2-^^-4-^ r ^S^aisvl/) -6, 
7-i?tKo-5H-^o^ [d] k*7^P [1, 5- a] t'U^^ 
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PCT/JP01/11581 




OCH 3 



1 

TIC : R.f 0.55 (^^MM^ : H*lfeic^yV= 3 : 1) ;' 
NMR (300MHz, CDC1 3 ) : 5 7,32 (brd, J = 8.7Hz, 2H), 7.18 (d, J = 8.4Hz, 1H), 
7.15 (brd, J = 8.7Hz, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.84 
5 (s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J - 7.8Hz, 
2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J 1= 
7.5Hz, 3H) C 

HMffi] 2 (13 9) 

10 8- (N- -N-^C/nWf/V75/) -2-* 

^vW-3- (2-^pp-4-^ f^>7x^) -6, 7--^fcKi3-5 
H-i Vtv^s* [d] tyyn [1, 5 -a] t 0 ^v?y 




OCH3 
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i, . 

i 

T LG : R f 0.'4G .(-^dfiHlA: g£g£cr^/^= 3 : 1); ; 
NMR(300]$Hz, CDCI3) : 8 7.29 (d, J = 8.7Hz, 1H); 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J - 8.7; 2.4Hz, 1H), 4.54 (q, j = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (flJJ = 6.6Hz, 
2H), 3.13 (t, J = 7.5Hz, 2H),2.92 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2.13 (quint, J = 
5 7.5Hz, 2H), 1.81 (t, J = 2.1Hz, 3H),.1.16 - 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26 (m, 2H) 0 

I 

t 1 

1 

,, ' 1 . 1 t 

2 (14 0), 

1 

8- (N-^PtVl^-N- (3 ■ }=f-?VT% /) 
10 (2^^f-jU-4-^ Y^^y^;V) -6, 7-'^Kp-5 

H-v^n-O-^ [d] [l, 5- a] fc°<J 5 v?^ • ' 




OCH3 



T L C : R f 0.52 y : HSfcc?vv= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.15 (m, 1H), 7.13 (d, J = 8.1Hz, 1H), 
15 7.05 (m, 2H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.1Hz, 1H), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (m, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 ( t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) 0 
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8-. (N-7°P fcVl— N- (2-^/l/7x^) ^^T^y) - 2-p< 
. fvV-3- (2-^ ^-4-> h*i/7*-M -6, 7-^kKD-5 
H-v-^n-O-^ [d] t°7 N /n .[,1, 5 - a ] ,t° !1 ^ • 




5 oc H 3 

TLC : Rf 0.52 (^=H*-^ : g^^^^/W= 2 : 1 ) ; , 
NMR(300MHz, CDC1 3 ) : 5 7.18 - 7.30 (m, 4H), 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.78'(m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2. 1 9 (s, 3H), 1 .79 (m, 2H), 0. 94 (t, J = 7.2Hz, 3H) C 

mmm 2 (142) 

8- (3 -^yf-jVT^ J) -2-^^/1^-3- (2-^ nn-4-i 
i/7^^;V) -6, 7-^tFn-5H-^o^ [d] fc'yi/p [1, 
15 5 -a] t°U ^ v>> • jftft|fi[ 
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OC 2 H 5 

T L C : R f 0.49 (-^^f-^ : W^^=2. : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 7.06 ,(d,' J = 2.4Hz, 1H), 6.95 
(dd, J - 2.4, 8.7Hz, 1H), 4.07 (m, 2H), 3.99 (m, 1H), 3.34 - 3.65 (m, 2H), 3.13 (t, J = 
5 ' 7.8Hz, 2H), 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J = 6. 9Hz, 3H), ■ 
1 .06 (t, J= 7.5Hz, 3H), 1 .05 (t, J = 7.2Hz, 3H) D , . „ 

' i 1 

m$m2 (143) 

8- (3-^^7 5 7) -2-^^-3- (2-^an-4-x^ 
10 v^:*—^) -5, 7-i?tKn-7P [3, 4-d] k'^/n [l, 5- 

a ] try 




OC 2 H 5 



T L C : R f 0.40 : g^^/U= 2:1) ; 
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» 

* ■ I 

t 

■ I, 
i 

i ' ' ' 

NMR (300MHz, ,CPC1 3 ) : 6, 7.52 (brd, J = 10.2Hz, 1H)„7.32 (d, J = 8.4Hz, 1H), 

♦ , t | , , 

7.07 (d, J'= 2#Hz, 1H); 6.95 (dd, J = 2.4, 8.4Hz, 1H), 5.49 (d, J = 16.5Hz, 1H), 5.39 
(d, J =. 16.5Hz,. 1H),' 5.28 (brs, 2H),' 4.07 (m, 2H), 3.40. (m, 1H), 2.40 (s, 3H), 1.68 - 
1.98 (m, 4H), 1.43 (V.J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

1 ! 

I I 

' .1 ' ' « 

Il»l2 (1 44) 

8- (N-^.^-N-^^^/UT^y) -2-^/1— 3- (2-t^/V 
-4-^ h^i^y'^^^) -6, 7-^t.KD-5H-^n^ [d] 

t°y y p [ i , ' ,5— .a ] t° y $ • mip: , 




T L C : R f 0.09 (^^f-f-^ : gfcg^gvl^ 3:1); 
NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J - 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 4.01 - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(m, 2H), 3.18-3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
15 1 .80 (m, 2H), 1 .44 - 1 .25 (m, 6H), 0.90 (brt, J - 6.6Hz, 3H) D 

H»I 2 (14 5) 

8- (N-^^-N- (3-^<>^/W T^/) -2-^^-3- (2 
->f/l/-4-^ h^>7i^) -6, 7-J?kKn-5H-^n^y 
20 * [d] [1, 5- a] tfU 5 v?^ • ifilfciS 
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OCH 3 ' 



TLC:Rf 0.47 '(^^V : ^SSt^f-jU- 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz., 1H),' 6.89 (d, J = 2.7Hz, 1H), 6.82 
(m 3 1H), 4.55 (m, 1H), 3.83 (s, 3H), 3.46 (t, J = 7:8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
5 6.9Hz, 2Hj, 2.26 (s, 3H), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = 
7.2Hz, 6H)o , 

mmm 2 ( 1 4 6 ) ■ 

8- (N-^fvU-N- {4-^7° T^y) -2-^^-3- (2 

10 Y^yy^^jV) -6, 7-^kKo-5H-^P^y 

* [d] t 0 7yo [1, 5- a] fy^v 5 ^-^^ 




OCH 3 



T L C : R f 0.51 (^-fy : ^^^J-jv= 2:1) ; 
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t 

r 

NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82, 

I ' 

(dd s J = 3.0, 8.4Hz, 1H), 4.80 (m, 1H), 3.83 (s, 3H), 3.47 (t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t, J = 7.5Hz, 2H), 2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64 - 1.94 (m, 
4H), 1 .28 - 1 .58 (m,4H), 0.97 (t, J = 7.2Hz, 6H) 0 

I 

mmm 2 (147) 

8- (N-iy^n^ntVV-N- (4 - ^ fvV7 ^^T^V) - 

2 3 - (2-^ P p-4'-^ h^r->7^-/P) -5, 

o-7P [3, 4-d] t 6 y^P [l', 5- a] tfy^v 5 ^.^!!^ 




OCH 3 



T L C : R f 0.54 (^f">- : ^rc^-/l/= 1:1); 

NMR (300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.4Hz, 1H), 7.11 (d, J = 7.8Hz, 2H), 7.09 

(d, J = 2.4Hz, 1H), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, 1H), 5.18 - 5.30 

(m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, 1H), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 

1.00(m,4H) o 

H«12 (14 8) 
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i 

r 

8 - (N-i/^nT'DWf^-N- (4 -/ f-jvy^^-jv) t^;VT%> 
7) -2-^^-3- (2-^nn-4-^ *.=-;v) -5, 7- 

^kKo-7D [3, 4-d] t°7/n [1, 5- a,] t° U 5: v> ^ • 




och 3 



T L C : R f 0.58 (^^fy : SSx^^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.4Hz, 1H), 5.10 - 5.50 
(m, 6H), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, 1H), 0.65 (m, 
2H), 0.22 (m, 2H)„ 

»M 2 (14 9) 

8- (N-^ py^/V-N-7°P tVl^T^ /) -2-^^-3- (2- 
7(^-4-^ h^?^-^) -6, 7-v?tKn-5H-^n^ 
Cd] t°7^P [1, 5-a] 
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■4> i 




och 3 



T LC : R f 0.45, t^frf-V : 1^^^= 3 ; 1 ) ; 
NMR(300MHzj CDCl 3 ) : 5 7.17 (,d J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz,. 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.35 (quint, J = 7.5Hz, 1H), 3.82 (s, 3H), 3.69 - 3.10 (m, 
2H), 2.94 (t, J = 6.9Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 

t 

1 .78 - 1 .58 '(m, 2H), 1 .39 (sext, J = 7.8Hz, 2H), 0.84 (t, J = 7.8Hz, 3H)i 



mmm2 its' 6) ' 

8- (N-^y/f;i/-N- (2-^f;V7;yxf;^) T^/) -2 

t 

10 ^f-/^-3- (2-^^71—4-^ h^v^^t-yv) -6, 

5H->^d^^ [d] [l, 5 -a] t^^^y^M 

,N • 2HC1 




OCH 3 



15 



T L C : R f 0.63 imfc^fr : ffiM : tK= 3 : 1 : 1 ) ; 

NMR (300MHz, DMSO-d 6 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 

6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 
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3.42 - 3.32 (m, 2H), 3.01 (brt, J = 6.9Hz, 2H), 2.87 (bit, J = 7.8Hz, 2H), 2.79 (s, 3H),' 



2.77 (s, 3H), 2.25 (s, 3H), 2.18 - 2,00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, 1H), 0.83 
(d,.J = 6.6Hz,6H) 0 



8- (N-^otVl—N- (4-7;V$-X2 7zl=-;U) ^jVTXJ) -2- 
tf-sV-S- (2-^dd-4-^ h*isy^~J\s) -5,, 
.7X2 [3, 4-d] t'yVv '[!,' ' 5 -a] t^v^ 



10 TLC : R f 0.34 (^t^ : SKx^=3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.7Hz, 1H), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, 1H), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, 1H), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H) G 

15 

mmffl 2 (152) 

8- (N-^ntVlz-N- (4-7/^P7x^) ^^/WT^y) -2- 
(2-^dd-4-^ f^ri/7x^) -6, 

169 




F 




OCH 3 
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5H-^p^ [d] .Vyifa [1, 5— a 3 tf!J$S? 

, • l 1 • , . 




TLC : R f 0.36 (^i^^ : ^jc^-/W= 3 : l) ; . ' 

NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.20 (m, 2H), 7.07 (d, J 
5 = 2.7Hz, 1H),^7.02'- 6:94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (brt, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz , 2H), 2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint,' J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) 0 

mfaM2 (15 3) 

T^y) -2-^^-3- (2-^pd-4-^ h^rv-7^-7U) -5, 
7-^tFo-7n [3, 4-d] t°^y'n [1, 5-a] t° y v> ■ 

mm. 
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OCH 3 



TLC :Rf 0:67 '(^^f-V : ft|fezc^U= 1 : 1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.27 (d, J = 8.4Hz,, 2H), 7.22 
(d, J = 8.4Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 2.7, 8.4Hz, 1H), 5.48 (d, J = 
5 16.5Hz, 1H), ,5,37 (d, J = 16.5Hz, 1H), 5.33 (d, J = 15.9Hz, 1H), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, 1H), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s, 3H), 1.19 (m, 1H), 
0.69 (m, 2H), 0.24 (m, 2H) 0 

mm\2 (154) 

10 8- (N, N-v>7°n tV^T 5: /) -2-^^-3- (2-^pd-4- 
p< h ^ =./V) -5, 7-^tKn^7o [3, 4-d] t°7 v /n [1, 
5- a] t°U ^v 5 ^ 




OCH3 
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TLC : R f 0.69 : 0^aL^jU= 1:1) 



NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 



5.21 (t, J= 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2.35 (s, 3H), 1.83 (m, 4H), 1.02 (t, 
5 J = 7.2Hz, 6H) C . ' 

nmm 2 (155) ( 

8- (N, N-^W^;) -2-^^U-3- (2-^oo-4-^ 
^v-r^-zW) -5, 7-S?fc KP-yTP [3, 4-d] f^/nz [l, 
10 5- a] t°,y 5: v>> • &ggft 



T L C : R f 0.74 (^-fry : gf^c^= 1:1) ; 
N MR (300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.4Hz, 1H), 5.47 (d, J = 16.5Hz, 1H), 5.36 (d, J = 16.5Hz, 1H), 5.21 (s, 
15 2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.79 (m , 4H), 1.42 (m, 4H), 1.00 (t, J = 
7.2Hz, 6H) C 

mmm 2 c 1 5 6 ) 



20 ^7) -2-^^-3- (2-^PP-4-^^>7x^) -6, 7 



(dd, J = 2.4, 8.7Hz, 1H), 5.48 (td, J = 1.8, 16.8Hz, 1H), 5.36 (td, J = 1.8, 16.8Hz, 1H), 




• HCl 



OCH 3 




172 



WO 02/053565 



PCT/JP01/11581 



--;tFn-5H-^D^.[d] t°yy'n [i, 5-a] fy,*i?y 



F 




OCH 3 

T L C : R f 0.27 (^^^ : 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.33 - 7.26 (m, 3H), 7.06 (d, J = 2.7Hz, l.H), 1 7:01 - 
5 6.95 (m, 2H), 6.88 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 
6.9Hz, 2H), 2.96 (t, J - 7.2Hz, 2H), 2.91 (t, J = 7.2Hz, 2 H), 2.39 (s, 3H), 2.10 (quint, 
J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (m, 2H) 0 

Hi 2 (15 7) 
10 8- (N-r/nfcVV'-N- (4-^f-/uy / 5vPT % J ) 

^-3- (2-^nn-4-^h^>7s-;l') -5, 7-^tKn-7 
n [3, 4-d] t'7^n [ 1 , 5-a] k'y^v^-i^:^ 
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» 




OCH 3 



T L C : R f 0.43 . : &t^^/U= 2 : 1 ) ; 

NMR(300fyfflz, CDC1 3 ) :■ 5 7.33 <d, J = S.7Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 2.7, 8.1Hz, 1H), 5.28 (m, 
5 2H), 5.13 (m, 2H) 5.08 (ra, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s, 3H), 2.36 (s, 
3H), 1 .80 (m ; 2H), 0.95 (t, J = 7.5Hz, 3H) 0 

1 i l 

i 

ilij (15 8) 

8- (3-^<y^T^y) -2 -^^-3- (3-^pp-5-H)7 
10 /U^-u -Jy- -6, KP-5H-^nXy 

9 Ed] fc°^/n [1, 5- a] fc°y^v^- 2i£^i£: 




CF 3 



174 



WO 02/053565 



PCT/JP01/11581 



T L C : R f 6.19 ,(^ifcA @»xfyv= 3,' : 1 ),' ; 
NMR(300^Hz, CDC1 3 ) : 5 8.91 (s, 1H), 8.12 (s, 1H), 3.99 (m, 1H), 3.50 (m, 2H), 
3.15 (m, 2H),2.47 ,(s, 3H), 2.32 (ni, 2H), 1.94 - 1.64 (m, 4H), 1.06 (brtJJ = 6.9Hz, 
6H) 0 ' ■ . 1 , , 



5 



mm (i 5 '9)- 



8- (N'-T/fvl'-nN-yn tVl^T^y) -2-^^-3- 



TLCi.Rf 0.21 (^dft^ : SHxf /k= 3 .: 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 8.1, 2.4Hz, 1H), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (brs, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sext, J = 
15 7.2Hz, 2H), 1.05 - 0.98 (m, 6H) D 

mmm2 (i 6 o) 

-4-*Y*^7^-;v) -6, 7-^tKn-5H-^n^ [d] 

20 [i, 5 - a ] t°y ^> -mmm. 



-A-^Y^yy=c=^JV) -5, 7-^kKn-7P [3, 4-d] 

t 

p [i, 5-a] 




10 



OCH 3 
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OCH 3 



T L C : R f 0.33 i^^-py : @^n^/U= 3:1) ; 
NMR(300MHz, CDCI 3 ) : 5 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.7, 2.4Hz, 1H), 3.95 - 3.80 (m) and 3.83 (s) total 7H, 3.48 (t, J = 7.5Hz, 2H), 
5 3.02 (t, J = 7.5Hz, 2H), 2.30 - 2.18 (m) and 2.27 (s)total 5H, 2.19 (s, 3H), 1.80 - 1.65' 
, (m, AH), 1 .38 (sext, J = 7.2Hz, 2H), 0.96 (t, J = 7.2Hz, 6H) 0 

mmm 2 (hd 

8- ( 4 -^y^/VT 5 / ) -2-^^-3- (2-^np-4-^f'i 
10 -5, 7-^t Kn-7P [3, 4-d] K°7y*n [l, 5- 

a] t°y 5 v> -mmm. 




T L C : R f 0.54 (^3rf-y : mB^^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.52 (d, J = 10.2Hz, 1H), 7.34 (d, J = 8.7Hz, 1H), 7.08 
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(d, J = 2.4Hz,- 1H), 6.97, (dd, J = 2.4, 8.7Hz, 1H), 5.49 (brd/J = 16.8Hz, 1H), 5.39 (d, 
J= 16.8Hz, 5.28 (ni, 2H), 3.85 (s, 3H), 3.53 (m, 1H), 2.39 (s, 3H), 1.75 (m, 4H) 5 
1.47(m, 4H),l:00 (t, J = 7.2Hz, 6H) 0 'I 



5 



MM 2' (16 ^) 



8- (N-^^-N-^^T^ 7) - 2-^^/1"- 3 - (2-^pp- 



10 TLC : R f 0.48 (^1^:1^^^=2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.46 (m, 1H), 5.35 (m, 1H), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (ra, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m, 2H), 1.01 (t, J = 7.2Hz, 3H)„ 

15 

mmm 2 ( 1 6 3 ) 



8- (N-^^n^nfcVl^-N- (4-7/^P7i^) ^W5;) 
-2-^^-3- (2 n 0-4-y h^v^^-^) -6, 
Ko-5H-^D^ [d] fc^/p [1, 5-a] 



4-/ Y'^-i/y^^M -5, 7-i>fcKo-7P [3, 4-d] t°7^P 



[i, 5-a.] t°v^i?> -mmm. 




OCH 3 
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F 




OCH 3 

t 

TIC : R.f 0.80 (^rl^ : 0^^/U= 1 : 1 ) ;" 
NMR(300MHz, CDCI3): 5 7.32 (d, J = 8.4Hz,.lH), 7.17 - 7.09 (m, 2H), 7.07 (d, J 
= 2.7Hz, 1H), 6.96 - 6.93 (m ; 2H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.01 (s, 2H), 3.84 (s, 
5 3H), 2.97 - 2.86 (m, 4H), 2.75 (m, 1H), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 
4H) 0 

mm 2 (16 4) 

8- (N-^PtVV-N- (2-7;l/tD7x=;l/) ^^^T^J) -2- 
10 (2-^^VU-4-7< h%->7x.~/ls) -6, 

5H-^P^ [d] t^yp [1, 5-a] fy*v^ 
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i 




T L C : R f 0.85 (^Mf> : Sifca^vl^ 2 ■: 1) ;, ' ' 
NMR(300MHz, CDC1 3 ) : 5 ' 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, 1H), 7.06 - 
1 6.97 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = ,7.5Hz, 
2H), 2.37 (s, 3H), 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0.90 
(t, J=7.2Hz,3H)„ 

HMffi] 2 (16 5) 

10 8- (N-^o tVU-N- (3-7/V^P7x-/V) ^fAT^y) -2- 
^^-3- (2 b^r^7^-;l') -6, 7-5?tKn- 
5H-^o^ [d] f^/n [l, 5 -a] t^^v 5 ^ 
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OCH 3 



TLC : R.f 0:86 '(^f"^ :'I^^^= 2' : ,1 ) ; 
NMR (300MHz; CDCI3) : 5 7.30 - 7.22 (m/lH), 7.18 (d, J = 8.4Hz, 1H), 7.08 - 
7.01 (m, 2H),.6.98 - 6.90 (m, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8,4, 2.4Hz , 
5 1H), 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.86 (t, J 
= 7.5Hz, 2H)*2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5Hz, 2H), 1.68 - 1.52 (m, 

1 

2H), 0.88 (t, J = 7.5Hz, 3H) 0 
2 (16 6) 

10 8 xi-fu \?;Vf3-;VT % J - 2 -t^/V- 3 - (2-^Pn-4- 

h^v'^-A') -5, 7-^kKn-7o [3, 4-d] t°yy*P [1, 
5 - a] t o y 




WO 02/053565 



PCT/JP01/U58] 



i 1 



TLG : R f 0:39 .(f^ff^. 



NMR(300Mtiz, CDC1 3 J : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
1 , 1 
(dd, J ■- 2.4', 8:7Hz, 1H), 6.48 (brd, J = 9.9Hz, 1H), 5.22 (brs, 2H), 4.89 (brs, 2H), 

3.83 (s, 3H), 2.87 (m, 1H), 2.37 (s, 3H), 1.15 (m, 2H), 0,61 (m, 4H), 0.42 (m, 4H) D 



H»J2 (1 6-7) 

8 P :/n fWT 5 y - 2 -y fvU- 3- (2-^an-4- 
n^7^^) ( -6, 7-S?kKn-'5H-^D^ [d] \fy^J 

i 

p [1, 5-a'] t: o y ■ '• 




N 




10 



OCH 3 



T L C : R f 0.40 (^-f> : &&^jV= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.4Hz, 1H), 7.04 (d, J = 2.4Hz, 1H), 6.87 
(dd, J = 2.4, 8.4Hz, 1H), 6.37 (brd, J = 9.9Hz, 1H), 3.82 (s, 3H), 3.40 (m, 1H) 3.01 (t, 
J = 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
1 5 0.50 - 0.66 (m, 4H), 0.35-0.50 (m, 4H) C 



$mmz (168) 

8- (N - -/J-JU-N - 7° P \£)V7 5 / ) - 2 - ^ fvV- 3 - (2-^pp 
-4-n^7x-/l/) -6, 7-^tKn-5H-^o^ [d] 
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i 

' [l, 5 -a] Vy%Vy-fflm 




och 3 



T L C : R f 0.52 i^^-py : 2:1) ,; 

NMR(300MHz, CDC1 3 ) : 6 7.40 - 7.30 (m, 1H), 7.08 (s, 1H),' 7.00 - 6.90 (m, 1H), 
5 4.00 - 3.80 (m) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
' 2.20 (m) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H), 0.97 (t, J = 
6.6Hz, 6H) C . 

HfiftflU 2 (16 9) 

10 8- (N-v^ P7°n tVM^v^-N-:/n \£>VT% /) -2-Jf-/V-3 
- (2-^dd-4-^ hdfi/7x^) -6, 7-^tKo-5H-^ 

v<y? [d] tr/n [i, 5-a] 




OCH3 



T L C : R f 0.54 (^^y : %t^=f-;V= 2:1) ; 
15 NMR(300MHz, CDC1 3 ) : 8 7.31 (d, J = S.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
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»• 

(dd, J - 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.64 - 3.58 (m, 2H), 3.53 (d, J = 6.9Hz, 2H); 
3.01 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 
2H), 1.65 - 1.55 (m, 2H), 1.05 - 0.90 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.50 - 0.40 (m,' 
2H), 0.15- 0.05 (m,2H) 0 ' 

•5' 

mmm2 (170) 

8- (N-v-^nynhVV^^V-N-yohVPT^y) -2-/f-/l^-3 
- (2-^no-4-^ h^i-zV) -5, 7-v ; tKn-7P [3, 
4-d] [1, 5- a] k°y $ i?> , 




T L C : R f 0.42 (^-fy : @^^5vV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.30 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.94 (t, J = 7.2Hz, 3H), 
15 0.56 - 0.46 (m, 2H), 0.15 (dd, J= 10.8, 5.1Hz, 2H) 0 

nmm 2 ( 1 7 1 ) 

8- (N- (2-^-/1^) -N-7°ni t°/WT 5; /) -2-^^/V-3- (2 
h^yy^=-^) -6, Kn-5H-^nXy 
20 ^ [d] t°yy*P [1, 5 -a] fy^v 5 ^-^^ 



183 



WO 02/053565 \ PCT/JPO 1/1 1581 

: i 

• I, 




OCH 3 



1 

1 , 

T L C : R f 0.44 '(^^^ : ^ai^^= 2:1) ; 

it " I ■ * t 

NMR (300MHz, CDC1 3 ) : 5 7.34,(d, J = 8.7Hz, 1H), 7.08 (d, J = 1.8Hz, 1H), 6.96 
(brd, J = 8.7Hz, IH), 4.56 (d, J = 2.1Hz, 2H), 4.05 - 3.80 (m) and 3.85 (s) total 5H ; 
5 3.65 - 3.30 (m, 2H), 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
1.80 (m) arid 1.89 (s) total 5H, 1.01 (t, J - ,7.2Hz; 3H) 0 , 

mMW2 ( 1. 7 2 ) 

8- (N- '(■2-?f?--A') -N-yn \f;VT^/,) -2-^^-3- (2 
10 hdr->7^^^) -5, 7-^tKn-7n [3, 4-d] 

[1, 5 -a] t°y 




OCH 3 

T L C : R f 0.36 : p^^^k= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, IH), 6.90 
15 (dd, J = 8.7, 2.7Hz, IH), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz, 2H), 3.84 (s, 
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3H), 3.55 - 3.45 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.1Hz, 3H), 1.72 (sext, J *» 7.2Hz,' 
2H),0.98(t,J = 7.2Hz,3H) o 



mmm 2,(173) 



'5' 8- (N-^-N- .(2-^ F^sfM 75;) -2-^^-3 



- (2-^pn-4-^f^7ii;l/) -6, 7-5?k Kn-5H-^ 
n^^* [d] t°y/p [1, 5- a] fy^^^-^^ 



T L C : R f 0.34 (^dr^V : @^ocfvU= 2:1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.35 (d, J = 7.8Hz, 1H), 7.08 (d, J = 2.1Hz. 1H), 6.97 
(brd, J = 7.8Hz, 1H), 4.30 - 4.18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H), 2.40 - 2.18 (m) and 
2.33 (s) total 5H, 1.80 - 1.65 (m, 2H), 1.43 - 1.35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 

15 mmm 2 (174) 

8- (N-^/^-N- h^i^^f-M T^J) 3 

- (2-^nn-4-^f^7x=;V) -5, 7-^kKo-7P [3, 
4-d] [1, 5 -a] t°n^y-tit 




OCH 3 



185 



WO 02/053565 ' , PCT/JP01/1 1581 




OCH 3 . 



I 

I 

T L C : R f ' 0.39 : 2:1); 

NMR(300MHz ? CDC1 3 ) : 8 7 .40 - 7.30 (m,lH), 7.08 (brs, 1H), 7.05 - 6.95 (m, 
1H), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m, 2H); 4.40 - 4.20 (m, 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H,' 3.35 (s, 3H), 2.35 (s, 3H), 1,85 - 1 .70 (m, 2H), 1.50 - 1.38 (m, 
2H),0.99(t', J = 6.9Hz,3H) 0 

MMM2 (1,7 >5) 1 

8- (N-^PtV^-N- (A-\yy )V*xi*=}-)Vjr**y7 ^f- 
10 ;l/7^;) -2-^/1—3- (2-^nn-4-^ h^rv^a^/V) -5, 
7-^tKD-7D [3, 4-d] \?7V*u [l, 5- a] fc°y^>- 
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i 

■ i, 

t 

■ . ••; , • • 1 1 ' , '. ; 

TLC : R f 0.42 .(^^MJ-f : ^in^vv= 3, : 1 ) , 1 ; 

• • >, . ■ ' , 

NMR(300Ivtez, CDCl^ : 8 7.39 - 7.33 (m, 2H), 7.31 (d, J = 8.4Hz, IH), 7.21 - 

7.15 (m, 2H),'7.08,(d, J = 2'.4Hz, iH), 6.91 (dd; J = 8.4, 2.4Hz, IH), 5.12 (s, 2H), 

4.95 (s, 2H), 4.90 (s; 2H), 3.84 (s, 3H), 3.36 - 3.28 (m, 2H), 2,40 (s, 3H), 1.70 - 1.54 , 

5 (m, 2H),0.89i(t, J = 7,5Hz,3H) 0 

• ' I 
1 

mMM2' (176) . 

8- (N-v^^ntVl^^-A— N- |4-7;^P7i^^) ^ fvVT 
5/) -2-^^-3- (2-^-4-^ ]>^>7x=^) -6, 7 
10 -^kKP-5H-^D^ [d] [1, 5-a] 

' 1 

: • • f 




0CH3 

TLC : R f 0.28 {^^y : ft^n^vV= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.33 - 7.26 (m, 2H), 7.18 (d, J = 8.4Hz, IH), 7.03 - 
6.94 (m, 2H), 6.87 (d, J = 2.7Hz, IH), 6.80 (dd, J = 8.4, 2.7Hz, IH), 4.88 (s, 2H), 
15 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J = 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, IH), 0.58 - 0.42 (m, 
2H), 0.20 - 0.01 (m, 2H) 0 



187 



WO 02/053565 



PCT/JP01/11581 



mm 2 (177) 



8- (3-^yf/l/7$/) -2—/7-JV-3- (3, .5 - n P.t°y 



^-2— -6, 7-v*t Kn-5H-^o^ Cd] f^/o [ 1 „ 

5- a] try ^v>> 



TLC : Rf 0.38 (^^i^y : Hf^f-^= 3 : 1) ; 
NMR(300MHz 5 CDC1 3 ) : 8 8.58 (d, J = 2.1Hz, 1H), 7.81 (d, J = 2.1Hz, 1HX 6.24 
(brd, J = 11.1Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.41 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) C 

10 

jij 2 (17 8) 



8- (N-T/fvl'-N-aifvVT^/) -2-^^-3- 

f.drf^zn^/U) -6, 7-v?tKn-5H-^n^ [d] t° 
yv"x2 [i, 5 -a] t°y • it^ik 




5 



CI 
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T L C : R f 0.61 (^^t^ : Ht^f ;l/= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 
(dd, J = 2.7, 8.4Hz, 1H), 3.94 (m, 4H), 3.85 (s, 3H), 3.30 - 3-62 (m, 2H), 3.05 (m, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H), 1.74 (m, 2H), 1.32 - 1.48 (m, 5H), 0.98 (t, J = 7.8Hz, 
1 3H) 0 

2 (17 9) 

8- (N-i/^ xi-fu tVl^^Vl^-N- (4-M)7/^D^f^7x=;l/) 
10 ^W^) -2-^A—3- (2-^^-4-^ far>>7^-/w) 
-6, 7-^tFo-5H-^n^ [d] t°7 N /ci [1, 5-a] t c 




0CH3 
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: i 

• i, . 

TLC : R.f 0^54 : Bm^^=2 :,l), ; 

NMR(300MHz, CDC1 3 ) : 5 7.65 (d, J = 8.4Hz, 2H), 7.47 (d, J = 8.4Hz, 2H), 7. 13 
(d, J = 8.7Hz, 1H),'6.90 (d; J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.7Hz,,lH), 5.37 (s, 
2H), 3.83 (s, 3H), 3.66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.2Hz, 2H), 2.29 
5 (s, 3H), 2.27 ( (m,.2H), 2.19 (s, 3H), 1.14 (m, 1H),' 0 ; 65 (m, 2H), 0.17 (m, 2H) 

I 

mmmz (iso) 

8- -2-^f;l/-3- (2-^nn-4-^^ 

^71=^) -5,i'7-^k>'P-7P,[3 l ,4-d] k c 7^o [l, 5- 

io a] t°y 5:^^ • 




och 3 



T L C : R f 0.40 (^*-p> : g^zn^/i^ 2:1) ; 
NMR (300MHz, CDG1 3 ) : 8 7.52 (brd, J = 10.2Hz, 1H), 7.35 (d, J = 8.7Hz, 1H), 
7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.7Hz, 1H), 5.50 (d, J = 16.5Hz, 1H), 5.39 
15 (d, J = 16.5Hz, 1H), 5.29 (s, 2H), 3.85 (s, 3H), 3.39 (m, 1H), 2.40 (s, 3H), 1.68 - 1.98 
(m,4H), 1.06(m,6H) o 

Hffiffll 2 (18 1) 

8- (N-^nyn t°/M?vl/T5:/-N- U-^/M-p^-AO ^ 
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■ I, 

. •; . • • • ■ , '. ■' 

fW7- $/).-. 2-^/^'3t (2-^,pd,-4-^ 'h^v-^^A-) - 
5, 7-^B-7B [3, 4-d] fcr'^yD'tl, 5 -a] t o y^^>- 

1 t 



F 




OCH 3 



T L C : R f 0.28 (^^^ : I^^^/V= 3 : 1) ; 
5 NMR(300MHz, CDC1 3 ) : 8 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, 1H), 7.08 (d, J 
= 2.7Hz, 1H), 7,05 -6.'98 (m, 2H), 6.901. (dd, J = 8.4, 2.7Hz, 1H), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m, 1H), 0.56 - 0.48 (m, 2H), 0.14 - 0.06 (m ; 2H) 0 

io mmm 2 ( 1 8 2 ) 

8- (N-^^vvl^-N- (2-v^?vl-T^ J^JV) T^7) -2-;* 
(2-^f;l/-4-^F^7i^) -6, 7-^Ko-5 
H _^p^^ [ d ] f^'p [ 1( 5 - a ] t^v^- 2^^ 
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T L C : R f 0.60 WSt^/U : : 7K= 3:1:1),; 
NMR(300MHz, CD 3 OD) : 6,7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz, 1H), 6.98 (d, J 
= 2.7Hz, 1H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 4.40 (m, 2H), 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (m, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 
2H),2.11 (s, 3H) 0 

HfiSfll] 2 (18 3) 

8- (N-^^vvU-N- T^y) ~ 2 -7* 

10 (2-^pp-4-^ h^^x^/l/) -5, 7-5?tKo-7 

n [ 3 , 4 - d] If 7 [ 1 , 5 - a ] \*V * • 




OCH3 
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TLC : R f 0.80 ,: BHtt :'.7k= 3. : 1 :' 1 ) ; 

NMR(300MHz, CD 3 OD) : 5 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, 1H), 7.08 - 

1 . •" ' ■ 1 

7.02 (irv lri),'5.13,(s, 2H), 4.96 (s, 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, 2H), 3.87 (s, 
3H), 3.76 (m, 1H), 3.56 (m, 1H),,2.99 (s, 3H), 2.98 (s, 3H), 2 ,44 (s, 3H) D 



5 



Hi 2 ( 1 8 4 ) 



8- (N'-^^-^-N- (2-^W5;xf;k) 75 / ) -2-7* 



5vW-3- (2T^,nn-4-^b^7xx;k) -6, 7-v?tKa-5 



T L C : R f 0.27 p p : ^ / — /V= 9:1) ; 

N MR (300MHz, CD 3 OD) : 5 7.46 - 7.26 (m, 6H), 7.20 (d, J = 2.1Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H), 3.87 (s, 3H), 3.76 - 3.64 (m, 2H), 
3.34 - 2.86 (m) and 2.96 (s) total 10H, 2.41 (s, 3H), 2.26 - 2.10 (m, 2H) G 

15 

mm (18 5) 

8- (N — (2-^=/V) -N-xf;l/75 7) -2-^^-3- (2 



H-v^P^^ [d] tfy^P [1, 5— a] h'V^^y- 2&Wt& 




10 



OCH3 



193 



WO (12/053565 PCT/JP01/11581 

i 

' 9' [d] [1, 5-a] v^y-MI 




OCH 3 



TLC : Rf 0.36 : g^oifvt^ 2 : 1 ) •; 

1 

NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 
5 (dd, J = 2.7, 8.4Hz, 1H), 4.55 (q, J = 2.1Hz, 2H), 4.08 (m, 2H), 3.83 (s, 3H), 3.48 (t, J. 

I 

= 7.5Hz, 2H), 3.22 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (m, 2H), 2.17 (s, 3H), 1.90 (t, 
J = 2. 1Hz, 3H), 1.47 (t, J = 7.2Hz, 3H)„ 1 

mifom 2 (186) 

10 8- (N— (2-:/^~/k) -N-^^-yUT ^ 7) -2-^5^-3- (2 
p p_4_^ ye^i/y^-jv) -5, 7-v?t Kn-7o [3, 4-d] 
t°7^n [l, 5-a] t'Hv'y.til 




OCH3 

T L C : R f 0.26 0^3f f-V : ^^3-^= 2:1) ; 



194 



WO 02/053565 
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NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J - 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 1 
(dd, J = 2.4, 8.4Hz, 1H), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.36 (s, 3H), 1.89 (t, J = 2.7Hz, 3H), 1.51 (t , J = 7.2Hz, 3H) 0 

1 I , 

I 

'5 ■ lli 2 (18 7) 

8- (N- -N-if^75y) -2-^^-3- (2 

-^dd-4-M^7i^) -6, 7-5?tKo-5H-^n^ 
[d] k'^n [1, 5-a] tf'y^^-ttK* 



10 TLC : R f 0.32 : 2 : l) ; 

NMR (300Hz, CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 (dd, 
J = 2.7, 8.4Hz, 1H), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J = 7.2Hz, 2H), 2.34 (S, 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
= 7.2Hz, 3H) C 

15 

mmm 2 ass) 



8- (N, N-^n tVPT^ /) -2-^A—3- (2-^nn-4- 
p< h*i/-7^~M -6, 7-^tFn-5H-^n^ [d] fyy* 




- HCI 




195 



WO 02/053565 



PCT/JP0]/]]581 



•' Mb ! 




OCH 3 



5 = 



T L C : 'R f ' 0.40 : ^m^;V= 3:1) ; 

N MR (300MHz, CDC1 3 ) : & 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 2.7, 8.4Hz, 1H), 3.83 (s, 3H), 3.56 (m','4H), 2.95 (t, J = 7.2Hz, 2H), 2.91 (t, J 
8.1Hz, 2H), 2.36 (s, 3H), 2.13 (m, 2H), 1.58 (m,.4H), 0.89 (t, J = 7.2Hz, 6H) 0 



10 



(18 9) 



8- (N- i 2^7^-/1-) -N-i/^ p/p kVl^^vKTS 7 ) - 2 
^VV- 3-'(2-^pp-4-^ h^v-7ai-/U) -5, 7-^tKP-7 
n [3, 4-d]t'7y , P [1, 5 -a] 





OCH3 



15 



TLC : R f 0.50 ( : Tir b>-=5 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 8.4, 2.7Hz, 1H), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
(m, 2H), 2.39 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.15 (m, 1H), 0.64 - 0.56 (m, 2H), 0.38 



196 



WO 02/053565 ' PCT/JP01/11581 

• I, •' 

I 

' • ' | 1 | I 

-0.28(m,2H) o 1 '• , '• , , .' ' 

'*'* ',V< ' 

, / ' 

mmm 2 , e 1 9 q j 1 1 1 

8- (N-yn t°>l—N-. jy *^)VT%J) -2-^, 

5 f-As— 3 -•(2-^/1'- 4-;* F^Vbsi/l') -6, 7-ytKn-5 



CN 




T L C : R f 0.22 (^rif^ : Bffifct^Vl^ 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8 ; lHz, 2H), 
10 7.17 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H),. 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (m, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

«^[|2 (1 9 1) 

15 8- (N-^nyotVWN- (4 ^-)V^j>r7 ^^-/UT^J) 
-2-^^-3- (2-^nn-4-^ b^rv-7ac^./U) -5, 
Kp-7d [3, 4-d] t'yy'u [i, 5-a] fyv^y 
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OCH 3 



. T L C : R f 0.20 {^^-y : ;V= 3 : l) ■ 

■N.MR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.19-7.13 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 
(m, 4H) 0 

1 

(19 2) 

8- (N-/d^-N- ( 4-^/1^^:7 t^/VT^S) -2 

10 3 - (2-^na-4-^ h^^7^=/U) -5, 

-7P [3, 4-d] t°^y*n [l, 5-a] fc'y^v 5 ^ 
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WO 02/(153565 PCT/JPOJ/11581 




OCH 3 



TLC : R f 0.25 (^^rf-->-: %ffifc^=J-;V= 3 : 1) ; 
, NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.20 (s, 4H), 7.08 (d, J = 
2.7Hz, 1H), 6.90 (dd, J = 8.7,, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), 
5 3.84 (s, 3H), 3.34 (m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m, 2H), 0.89 (t, J = 
7.5Hz,3H) 0 

^mm 2 (193) 

8- (N-v^ d^d fcVV-N- (4-7/^P7i^) ^/I'T^y) 
10 -2-^f/l/-3 - (2-^pp-4-^ h^ri/7j=;l/) -5, 7-v?fc 
Kn-70 [3, 4-d] [1, 5-a] t'^^y 



199 



WO 02/053565 ' , PCT/JP01/11581 

' i 



t 




OCH 3 



T L C : R f 0A9 ' (~-*-fy : ffigt=-'£A<= 3:1); 
NM R (300MHz, CDCI3) : 5 7.32' (d, J = S.4Hz, 1H), 7.14 - 7.04 (m, 3H), 7.02 - 
6.94 (m, 2H), 6.92 (dd, J = 8.4, 2.4Hz, 1H), 5.19 (s, 2H), 5.16 (s, 2H), 4.91 (s, 2H), 
5 3.84 (s, 3H), 2.55 (m, !H), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . 

W2 (19 4) 

8- (N-^t3t°;V-N- (3-7/^P7 -2- 
(2-^pn-4-^h^7i^V) -6, 7-i?fcKn- 
10 5H-^n^ [d] fc^/P [1, 5- a] fc°y^v^ 




OCH3 



200 



WO 02/053565 PCT/JP01/1 1581 

i 

TLC : R f 0.48 (^t> : v SRif^=3 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.26 - 7.15 (m, 2H) 7.07 (d, J 
; = 2.4Hz, 1H), 7.05 - 6.98 (m, 2H), 6.89 (dd, J - 8.4, 2.4Hz,"lH), 4.94 (s, 2H), 3.84 (s, ' 
3H), 3.39 (m, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 2.04 
1 5 ' (quint, J = 7.5Hz, 2H), 1 .63 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) E 

Hi 2 (19 5) ' 

8- (N-yn tVl^-N- HZ-V frUru? ol~jV) tJ-;VT^;) -2- 
^^-3- (2-^pp-4-^^V7x^) -5, 
10 7P [3, 4-d] k°7/P [1, 5 -a] k^v^ 




OCH 3 

T L C : R f 0.46 (^^f-> : ^m^;V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.16 (m, 2H), 7.08 (d, J 
= 2.4Hz, 1H), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.07 (s, 2H), 5.04 (s, 
1 5 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3.13 (m, 2H), 2.41 (s, 3H), 1 .68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz, 3H) 0 

iii 2 d96) 



201 



WO 112/053565 , PCT/JP01/11581 

t 

1, • 

i 

tVWT- 5; J - 2 - } 3. - ' '•( 2 •, .5 - a n y * - 

6, T^-Kp'-'-'BH-^^d^ rdj't^'/o (1, 5 -a] t°U 




5 T L C : R f 0,64 , i^-f^ : g£ ggoc^/i^' 3:1); 

NMR(300MHz,CDCl 3 ) :. 6 7.41 ,(d, J = 8.7Hz, 1H), 7.40 (d, J = 2.4Hz, 1H), 7.23 
(dd, J = 8.7, 2.4Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H, 2.37'(s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H), 0.89 (t, 
J = 7.2Hz,6H) 0 
10 . ' ■ 

SML2 (19 7) 

8-v 5 7 D ntVPTS:y-2-^^-3- (2, 4-^nn7x^) - 
6, 7-i?tKn-5H-^o^ [d] \?yVu [l, 5-a] 
^ v 5 ^ 




15 CI 

T L C : R f 0.57 : WE&t=-7'A'= 3:1) ; 



202 



WO 02/053565 ' PCT/JPO 1/1 1581 

NM R (300MHz, CDCI3) : 8 ' 7.51, (d, J = 2.4Hz, 1H), 7.35 (d, J = 8.1Hz, 1H), 7.29 
(dd, J = 8.1,'i4Hz, lH)^ 3.65 - 3.50 (m, 4H), 2.96 (i, J = 7.2Hz) and 2.92 (t, J = 
7.2Hz) total 4H, 2.36 (s, 3H)| 2.14 (quint, J = 7.2Hz, 2H), 1.63 - 1.45 (m,' 4H), 0.89 (t, 
J = 7.5Hz,6H) 0 . ,. 1 

i 

5 

mmm2 (i 9 s) * 

8-^7 0, ntVl'T^/-2-^f-/U-3- (4 *?)Vy zz.~)V) -6, 7 
-^tKD-5H-,^n^ [d] t°7^n [1', 5 -a] 




10 TLC : R f 0.58 {^-fl/ : ffl:|kx^7V= 3:1) ; 

NM R (300MHz, CDC1 3 ) : 8 7.58 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1.64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H) C 

15 mmm 2 (199) 

8-i?yvt?/UT$/ - 2-/^/U~3- -6, 7 

-v>t Fd-5H-^p^ [d] \fy^u [1, 5-a] f^v^ 



203 



WO (12/(153565 



PCT/JP01/11581 




T L C : R f 0.61 (^f-^ : ftfti^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.50 (s) and 7.47 (d, J = 7.5Hz) total 2H, 7.32 (t, J = 
7.5Hz, 1H), 7.06 (t, J = 7.5Hz, 1H), 3.60 -.3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 
5 (s, 3H), 2.41 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.4,5 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H)„ 



tVl'T 5/- 2 -^^-3- {2-*J-)V7 au=-j\<) -6, 7 
10 -^tFP-5H-^D^ [d] fc^/n [l, 5-a] fy^v^ 



T L C : R f 0.56 (^=¥f-> : |Eg£^/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (m, 4H), 2.96 (t, J = 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H, 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J = 
15 7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 





MM 2 (201) 



204 



WO 02/053565 



PCT/JP01/11581 



8- (N-T-ntVU-N- Kyy* [d] 1, 3 -\?jr*V 7 >- 5 t-^/V) • 
-6, 7-v?tFo-5H-^p^^ [d] t e 7/n [l, 5- a] fc° ' 

y^yy ' 




och 3 



T L C : R f 0.31 G^ff-y : @^^A-= 3:1) ; 
NM R (300MHz, CDCI3): 5 7.18 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.77 - 
6.83 (m, 2H), 6.67 - 6.75 (m, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1.58 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) 0 

Hi 2 (2 0 2) 

8- (N-7°n fc°A—N- (^<yy* [d] 1, 3 - i^t^y 7 S S- 5 -- 
^^/WT^y) -2-^^-3- (2-^pp-4-^ f^yy^/V) 
15 -6, 7-v?tKo-5H-^n^ [d] [ 1 , 5 -a] t° 

y ^ -yy ■ ±&^i£ 
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OCH 3 



T L C : R f 0,38 .(^^rf-^ : 2 : 1 ) ; 

NMR(30QMHz, CDC1 3 ) : 8 7.36 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.97 
(dd, J = 8.4, 2.7Hz, 1H), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85 (s, 3H), 
5 3.71 (m, 2H),'3.36 - 3^64 (m, 2H), 3.03 (t, J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (m, 2H), 
1 .74 (m, 2H),0.93 (t, J = 7.5Hz, 3H) 0 

mmm 2 ( 2 0. 3 ) 

8- (3 -^y^7^/) - 3 - (2-^T^yjL^;U) 

10 6, 7-v>t Kn-5H-^n^ [d] M'yVu [l, 5- a] t°y 
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i 

• i, • 

' • • 1 ' ... '. 

TLC: R f 0.39 ,(^fV : %m^T.A= 3, : 1 ) ,' ; ' 
NMR(300]\lHz, CDCI3) : 5 7.30 - 7.18 (m, 4H), 6.23 (d, J = 10.5Hz, 1H), 3.90 - 
3.75 (nv 1H), '3.09 ,(t, J - 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, 
3H), 2.14 (quint, J = 7.2Hz, 2H), ,1.80 - 1.58 (m, 4K), 1.08 - 0.96 (m, 6H) 0 

: ' ■ .. 1 '• ■ . 

1 

mtm\2 (204) 

8- O'-^^/UTS J) - 2-/?- sis- 3 - (3-^^71^;^ - 
6, Ka-5H-^D^y^ [d] t'yy'n [l, 5-a] t°V 

r 




TLC : R f 0.45 (^-f^ : jV= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.50 (s, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.31 (t, J = 
7.8Hz, 1H), 7.05 (d, J = 7.8Hz, 1H), 6.21 (d, J = 10.8Hz, 1H), 3.86 - 3.74 (m, 1H), 
3.08 (t, J = 7.2Hz, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2.15 (quint, 
15 J = 7.2Hz, 2H), 1.82 - 1.55 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) C 

m&M 2 (2 0 5) 

8- (3-^^^vu-T^/) -2-^^-3- {A-^^jvy^^jv) - 
6, 7-^tKn-5H-^n^>^ [ d ] fy^p [1, 5 - a ] t° D 

20 ^ i?> 
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CH 3 



TLC:Rf 0.47 (^^y : f|#cc^vU= 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.57 (d, J = 7.8Hz, 2H), 7.24 (d,, J = 7.8Hz, 2H), 6.20 
(10.5Hz, 1H), 3.83 - 3.75 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J - 7.2Hz, 
5 2H),2.55 (s, 3H), 2.37 (s, 3H), 2.15 (quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 
(t, J = 7.2Hz, 6H) 0 

MMM 2 (2 0 6) 

8- (3-^V^/UT5 7) -2-^^/1—3- (2-^/1^:3—4-^ 
10 h^v^^n/V) -6, 7-i?t Kn-5H-^n^ [d] fyy'n 

[i, 5 -a] t o y * -mm 




T L C : R f 0.10 (^^rih^ : g^n9vi/= 3:1) ; 
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• i, 

NM R (300MHz; GE>C1 3 ): S '7.26 ,- 7.16 (m, JH), 6.83 (m, ! 1H), 6.84 - 6.76 (m, 1H), 
3.97 (m,"lHj!'3.86 (s, 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s, 3H), 
2.28 (mi 2H),' 1.95 .- 1.44 (ml 4H), Lll - 0.99 (m> 6H) 0 ' ' 

i ■ , •' 

' 1 I 

i 

5 mmmi (aoV) " '' ■ 

8- (N-7 , o'f^-N- H>y [d] 1,' 3-my7^-5-^^) 
-5, [3, 4 - d] t°7^ n /[ 1 , 5- a] fc'y^v 5 




T L C : R f 0.40 : »^c^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.95 
(dd, J = 2.7, 8.7Hz, 1H), 6.78 - 6.83 (m, 2H), 6.72 (m, 1H), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 (s, 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H), 2.38 (s, 3H), 1.77 (m, 
15 2H),0.95(t,J = 7.2Hz,3H) o 



mmm2 (2 0 8) 

8- (N-^y^-N- o/p k>^ W 5 ;) -2-^^-3 
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I 

-• (2-^^^-4-^ h^-yy^L^u) -6, 7 — .^t Kn — 5 H — , 

• 

P^^'Cd] fc°7i/a [1, 5 - a] t?V 




TLC:Rf 0.58 (^^rf-^ : @^^3i^/U= 2 :' 1) ; 
5 NMR (300MHz, CDC1 3 ) : 8 ' 7.25 - 7:43 (m, 5H), 7.13 (d, J = 7.8Hz, 1H), 6.90 (d, J 

- 2.4Hz, 1H), 6.83 (dd, J = 2.4, 7.8Hz, 1H), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
3.48 (t, J = 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (m, 2H), 2.19 (s, 
3H), 1 . 1 6 (m, 1H), 0.63 (m, 2H), 0. 1 8 (m, 2H) C 

10 Hjfcflil 2 (2 0 9) 

8- (N-^>;/;U-N - n^p tVM W 5 / ) -2-^^U-3 

- (2-^DP-4-^Jfv/7i^) -6, 7-v?tKo-5H-^ 
n-<^ [d] fcT7)/o [1, 5- a] t'Hv'y-Sit 
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OCH 3 



TLC:Rf 0.56(^-^^:^a:^=2:l) ; 1 
NMR(300MHz ; CDC1 3 ) : 6' 7.25 - 7.43 (m, 6H), 7.09 (d, J = 2.7Hz, 1H), 6.96 
1 (dd,J = 2.7, 8.4Hz, 1H), 5.27 (m, 2H), 3.85 (s, 3H), 3.68 (m, 2H), 3.48 (m, 2H), 3.07 
5 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.23 (m, 2H), 1.16 (m, 1H), 0.64 (m, 2H), 0 t 18 (in, 
2H)„ 

mmm 2 (210) 

8- (N-^y^-N-v'^ p^d w ;) -2-^fvU—3 

10 - (2-^on-4-^ b#^7*=^) -5, 7-i?tKo-7P [3, 

4-d] [1, 5 -a] try$^^-«BMfi 




OCH 3 
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I, 

T L C : R f ©'.47 (^i^,': g^x!?^- 2: \) i ; 
NMR(300MHz; CDCI3) : 6. 7.26 - 7.45 (m,'6H), 7.09 (d, J = 2.4Hz, 1H), 6.96 (dd, 
J = 2.4, 8.1Hz, .lH) > '5.36(m i 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3H), 3.69. (m, 
2H), 2.37 (s, 3H), 1.21 (n^ 1H), 0.66 (m, 2H), 0.22 (m, 2H) 0 

1 t 
1 ■ 

f ' 

• .1 M ' 

\ ' 

mm fa 2 (2 1.1). ■' 

8- (N-^^VV-N- (2-^=/U) T'^y) -2-^^-3- (2 
5 L ^-4-^'h^v'7^^yl') -6, 7 -i?fc b*o- 5 H-i/f v^<y 
* [d] fc°?y> [1, 5-'a] k°Hy> 




T L C : R f 0.38 (^df-f-^ : @|g£x^/V= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3.11 (t, J = 7.2Hz, 
2H), 2.91 (t, J = 7.8Hz; 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
15 2.1Hz, 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) C 



Hi 2 (212) 

8- (3-^yf/W7^/) - 3 - (2-y ?-jV-4-77V* 

xxy^)V) -6, 7-i>k Kd-5H-^d^ [d] t°?i/p [1, 
20 5- a] M°V • jiffi^g 
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F ' 



T L C : R f Q.44 '(^^rifV : jgf&x.f-'jir^ 3:1) ; 
NMR(300MHz; DMSO-d 6 ) : 6 7.34 - 7.24 (m, 2H)j 7:20 - 7.10 (m, 1H), 4.03 - 3.85 
(m, 1H), 3.14 (bit; J = 8.1Hz, 2H), 2.95 (brt, J = 8.1Hz, 2H), 2.25 (s, 3H), 2.25 - 2.10 
5 (m) and 2.12 (s) total 5H, 1.85 - 1.60 (m, 4H), 0.95 - 0.85 (m, 6H) D 

•I i ' 1 ■ 

8- (3— -^^T^/) -2-/^-3— (2, 5-^PB7x; 
JV) -6, Kn-5H-^n^ [d] fc°yy*n [l, 5 -a] 

io t 0 ]) ^ • i£®?4£: 




T LC : R f 0.46 : 3:1) ; 

NMR (300MHz, DMSO-d 6 ) : 8 7.68 (d, J = 8.4Hz, 1H), 7.62 - 7.55 (m) and 7.59 (s) 

total 2H, 4.03 - 3.85 (m, 1H), 3.14 (brt, J = 7.8Hz, 2H), 2.96 (brt, J = 7.8Hz, 2H), 
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t 

t 

I' 

2.32 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

I 

mmm 2 (214) 

8- (3-^VfvUT^/) -2-^^-3- (2, .4-vM h*i>7=. 
5 -6, 7-^kFn-5H^^n^ [d] fy/n [l, 5- 

a] h°y 5 • j&Sfejft 




TLC : R f 0.43 {?^2cV"y : g^H^fv^ l:l); 
NMR(300MHz, DMSO-d 6 ) : 8 7.24 (d, J = 8.1Hz, 1H), 6.71 (d, J = 2.4Hz, 1H), 
10 6.66 (dd, J = 8.1, 2.4Hz, 1H), 4.05 - 3.85 (m, 1H), 3.85 (s, 3H), 3.74 (s, H), 3.15 (brt, 
J = 8.1Hz, 2H), 2.99 (brt, J = 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1 .63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) C 

Hftfcffi] 2 (215) 

15 8- (2-y/u^ru-4-^f- 
)Vy^=-;v) -6, 7-i?tKo-5H-^D^ [d] [l, 
5 -a] t°i) ^v 5 ^ 
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TLC : R f 0.43 {^V* : ^m^;V= 3 : 1 ) ; 
NMR(300MHz, DMSO-d 6 ) : 8 9.20 - 9.00 (m, 1H), 7.39 (t,,J = 7.8Hz, 1H), 7.22 (d, 
J = 11.1Hz, 1H), 7.17 (d, J = '7.8Hz, 1H), 4.05 - 3.60 (m, 1H, covered with H,0 in 
5 1 DMSO-d 6 ), 3.14 (brt, J = 7.8Hz, 2H), 2.99 (brt, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, 
3H), 2.18 (quint, J = 7.8Hz, 2H), 1.83 - 1.60 (m, 4H), 0.89 (t, J ='7.5Hz, 6H) 0 , 

\ 

i 1 

m&m 2 (216) 

8- (N-y^-N- {2-Zff-=-M T^y) - 2 -;*^VV- 3 - (2 
10 -^ap-4-^^7i=^) -6, 7-v?tKn-5H-^n^y 
* [d] t°7^n [l, 5- a] fjl^v 5 ^ 




OCH 3 



T L C : R f 0.80 (^1^ : ffi&^/U= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.88 
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i 

• i, ■ 

(dd, J = 8.7, 2.4Hz, 1H), 4.39 (q, J = 2.1Hz, 2H),' 3.83 (s, 3H), 3.59 (m, 2H), 3.11 (t, J 
= 7.5Hz, '2H)^ 93 (t, J = 7.5Hz, 2H), 2.36. ( s,3H), 2.14 (quint, J = 7.5Hz, 2H), 1.81 
(t, J= 2.1HZi 3H), l.'68 - 1.54 (m, 2H), 1.39 (sort, J = 7.5Hz, 2H), 0.94 (t,jJ = 7.5Hz; 
3H) C ' •: ' 

i < 

I * 

gMISLg (21.7). 

8- (N-^.f-^-N- T'5.y) -2-^^-3- (2 

-^on-4-^Wi>7x=;l/) -5, 7-^tKn-7n [3, 4-d] 
H°yyu [l, ',5— -a] trjl§$?> 




T L C : R f 0:78 (^dp : @^^ni^/i/= 1:1); 
NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.33 (s, 2H), 4.91 (s, 2H), 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (m, 2H), 1.41 
15 (sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H) 0 

mmm 2 (218) 

8- (3-^f-/^-2-^^T5:y) - 2~*=f->V- 3 - (2-^5^- 
4-> Y*i/7z^~)V) -6, 7-v^tKo-5H-^D^y^ [d] fc° 
20 7^0 [1, 5-a] try^^-SIKfi 



216 



WO 02/053565 



PCJ7JP01/11581 




TLC:Rf 0.36 (^^V : ffi^^=?-jU= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.45 (brd, J = 10.2Hz, 1H), 7.11 (dd J = 4.2, 8.4Hz, 
■1H), 6.89 (d, J = 2.4Hz, 1H),'6.82 (dd, J - 2.4, 8.4Hz, 1H), 4.07 (m, 1H), 3.83 (s, 
5 ' 3H), 3.49 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 (m, 2H), 2 .28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.99 (m, 1H), 1.42 and 1.41 (d, J = 6.6Hz, total 3H), 1.05 - 1.14 (m, 6H) D 

'i ' 

mmmz (219) 

8- ( 1 n^l/)V^?VT ^ /) -2-*3-/l»-3- {2-^^-;V 

10 y**s7 -6, 7-^kKo-5H-^n^ [d] 

[1, 5- a] h'v -mmm. 




OCH3 
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i 

: i 

■ I, 

l ( 

TLC:'R f ' o!36 (^*>":SB»Jiy/l/sr 3.:'1)'" ; 
NMR(3,00]\$Hz,' CDCI3) : 6 7.42 (brd, J =! .10.5Hz;, 1H), 7.11 and 7.10 (d, J = 
8.1Hz, total 1H), 6.88 (d; !l = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.03 (m, 1H); 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5Hz, 2H), 2.28 (m, 2H), 2.28 (s, 3H), 2.20 
5 and 2.18 (s, total 3H), 1.52 - 1.95 (m, 6H), 1.41. and 1.40 (d, J = 6.6Hz, total 3H), 
1.01 -'1.37 (m, 5H) 0 

l 

MMM 2 (2 2 0) ' 

8- (2-^:/'^v]<T$ y) -,2-^f-/W-3- (2-^f;l/-4-^^f 
10 - 6,,7-^t Fd^5H'-.^d^ [d] t°yy'P [l, 

5 -a] try^v^ • &g£ , 




OCH 3 



T L C : R f 0.36 (^^^ : RHai^/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.34 (brd, J= 9.6Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
15 total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.25 (m, 1H), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70- 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J = 6.6Hz, 
total 3H), 1.01 (m, 3H) 0 

20 mmm 2 (221) 
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• i, • 

i 

8- J) *-r 2-*?A- 3-' (2'-^^-4-^ 

5- a} t 9 ']) .'■ ' l 




1 ' ■ 1 

5 T L C : R f 0.43 (^^fy : S^xf ;l/= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (brd, J = 10.2Hz,. 1H), 7.12 and 7.11 (d, J = 
8.4Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J= 2.7, 8.4Hz, 1H), 4.22 (m, 1H), 
3.83 (s, 3H), 3.50 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71 - 1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H) D 

10 

mm\ 2 (222) 

8- (1-^ y**y-2-zfv\£;VT^;) -2- J 3 - (2-^f- 

jV-A-t Y**s7aL~jV) -6, 7-v?t KD-5H-^n^ [d] 
t°7^n [ 1 , 5 - a ] l^H^ - &&& 
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OCH 3 



T L C : R f 0.30 (^-fy : P^^/U= 2 : l) ; 
NMR(300MHz, CDCI 3 ) : 8 7.66 (brd, J = 8.4Hz, 1H), 7.1,1 and 7.10 (d, J = 8.7Hz, 
total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.7Hz, 1H), 4.46 (m, 1H), 3.82 (s, 
5 3H), 3.64 (dd, J = 3.9, 9.9Hz, 1H), 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), 
' 3.23 (m, 1H), 3.11 (m, 1H), 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), 
1.49 (d, J = 6.6Hz,3H) 0 . ' 

%Mm 2 (2 2 3) 

10 8- (2-*?^/UTKJ) -2-?J-jV-2>- (2-^^-4-^ 

-6, 7-^tKn-5H-^n^ [d] fyy'n [1, 
5 - a ] fUv^- ±£i&£ 




OCH 3 



T L C : R f 0.60 : @^^^= 2:1) ; 
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i 

i 

! 

( i 

NMR(300MHz, CDC1 3 ) : 6 7.33 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J =' 
8.1Hz 3 total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 4.23 (m, 1H), 
3.83 (s, 3H), 3.50 (brt, J = 7.2Hz, 2H), 3. 15 (t, J = 6.6H z, 2H), 2.29 (m, 2H), 2.28 (s, ' 
. 3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, tptal 3H), 
'5 ■ T.26 - 1.45 (m, SH), 0.90 (m, 3H) D 

mmm 2 (224) 1 • 

8- (1, 2, 3, 4-rF7tKot7^y-l — T%S<-2- 
*=3-jV-Z- (2-^^-4-^ h$-iy7^~sU) -6,, Ko- 
10 5H-^n^^ [d] t'7yp[l, 5-a] k^^^^ 




T L C : R f 0.16 (^-fy : @^m^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.44 (m, 1H), 7.27 - 7.14 (m, 4H), 6.85 (d, J = 2.7Hz, 
1H), 6.78 (dd, J = 8.1, 2.7Hz, 1H), 6.69 (brd, J = 9.9Hz, 1H), 5.22 (m, 1H), 3.82 (s, 
15 3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s,3H)„ 

mmm 2 (225) 
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\ 

i 

■ i, 

8- ( ( 1 S, ' 2 S» 3Sv 5R) -2, 6', 6 - b ^U'lfv'^ p [3.' 
1 . 1 J. t^W-AO . 7 $ J -. 2 - £ - (2-/ *5-;V- 

h*r*S7^A') '-6.,' 7-^tKo-5H-^P^ [djjfyy** 
[1, 5 -a] fcTJJ : / 




TLC : Rf 6.25 '(^fy : |^^i^-/i^= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 

1 'i 

(dd, J = 8.1, 2.4Hz,, 1H), 6.35 (brd, J = 10.8Hz, 1H); 4.31 (m, 1H), 3.82 (s, 3H), 3.22 
- 3.06 (m, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.62 - 2.46 (m, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 
10 2.19- 1.82 (m, 6H), 1.29 (s,3H), 1.20 (d, J = 6.0Hz, 3H), 1.11 - 1.08 (m, 1H), 1.09 (s, 
3H) 0 



15 



mi&m 2 (226) ' 

8- (3-' <y<?/UT*/) - Z-^^jV- 3 - 

^-/V) - 6> 7-^tFn-5H-^o^ [d] t°7V*n [l, 
5 - a] t°U ^ • jftgfejft 
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CI ' 



T L C : R f 0.41 > : ^m^;V= 3:1)' ; 

NMR(300MHz,' CDC1 3 ) : 6 7.38 - 7.32 (m,' 2H),'7.26 - 7.10 (m, 2H), 4.04 - 3.90 
(m, 1H), 3.60 - 3J0 (m, 2H), 3.13 (t, J = 6.6Hz, 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
5 (quint, J = 6.6Hz, 2H), 1 .92 - 1 .40 (m, 4H), 1 .06 (t, J = 7:2Hz, 6H) D 

mmm2 (2 2 7) •. 

8- /) (2, 5-i>/ 

-M -6, 7 J i/t Kn-5H-^n^y^ [d] f^/n [l, 5- 
10 a] t'y v^y- 




T L C : R f 0.52 (^r^ : f£i^n^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.32 - 7.24 (m, 1H), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 

2.4Hz, 1H), 4.05 - 3.95 (m, 1H), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 
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3.12 (t, J = 7.8Hz, 2H), 2.43 (s, 3H),.2.29 (quint, J= 7.8Hz, 2H), 1.90 - 1.40 (m, 4H)„ 
1.05 (t, J = 7.5Hz, 6H)„ 

(2 2 8) 

5 8- (3-^^7 5/)' -2-^^-3- (2-^ b^v-7oi-/W) 
-6, Fd-5H-^ P<<^>? [d] t°7^n [1, 5- a] t° 




TLC : R f 0.24 (^^r^>- : ^0^5^=3 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.41 (t, J = 8.1Hz, 1H), 7.34 - 7.24 (m, 2H), 7.10 - 
7.02 (m, 2H), 4.03 - 3.90 (m, 1H), 3.94 (s, 3H), 3.56 (t, J = 7.5Hz, 2H), 3.12 (t, J = 
7.5Hz, 2H), 2.43 (s, 3H), 2.36 - 2.20 (m, 2H), 1.90 - 1.40 (m, 4H), 1 .05 (t, J = 7.5Hz, 
6H) D 

15 2 (2 2 9) 

8 -*J*S? p/p yf/V^^jVT ^ J - 2 -t^jV- 3 - (2-^^-4 - 
^ h^^oL-zV) -5, 7-^^-0-70 [3, 4-d] t°yy*P [l, 
5 - a ] fc° JJ ■ &&jg 
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i 



TLC:Rf 0.46 '(^f^ : ^m^^= 2:1); 
NMR (300MHz, CDC1 3 ) : 6 7.87 <m, 1H), 7.Il.(d,.J = 8.7Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), .6.82 ,(dd, J = 2.7, 8.7Hz, 1H), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), 
5 2.90 (m, 1H), 2.36 (s, 3H), 2.20 (s, 3H), 1 .26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, 
4H) D • 1 • ' : 

MJ2 (2 3 0 .) ' 

8- (N-:7^Vt'-N-.x^7S -2-^^-3- (2-^5vi— 
10 4-p< h^^-^) -5, 7-^tKP-7o [3, 4-d] tT^^P 
[1, 5-a] fl) SS^-JttBlft 




T L C : R f 0.49 : S^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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r 

(dd, J - 2.7, 8.7Hz, 1H), 5.40 (s, 2H) ,5.23 (s, 2H), 3.85 - 4.00 (m, 4H), 3.83 (s, 3H), , 
2.29 (s, 3H), 2.19 (s, 3H), 1.82 (m, 2H), 1.46 (t, J = 6.9Hz, 3H), 1.44 (m, 2H), 1.02 (t, 
J = 6.9Hz,3H) 0 

,5 , HMffil 2 (231) •, 
8- (N-y^-N-yn t°/WT5: J) -2-^^-3- (2-;*5vV 
-4-^ h^7i^) -5, 7-v*t Kp-7p [3, 4-d] \fyi/ 

p c i , 5 - a ] t° v ^ w r mmm. 




10 TLC : R f 0.54 i^-fy : @^^f-^= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 8.4Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H), 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H) 0 

15 

(2 3 2) 

8- (N, N-^nW^) - 2 -/f-jU- 3 - (2-^f-/V-4- 
^ h^r ^7^-/1/) -5, y-v^Rn-^n [3, 4-d] [1, 
5 -a] t°]J ^v?^ • jUjft 
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OCH 3 



TLC : R f 0.51 : ^§^x.f-tV= 2 : 1) ; ' 

1 

NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8.4Hz, 1H), 5.39 (brs, 2H), 5.21 (brs, 2H), 3.85, (m, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2. 1 9 (s, 3H), 1 .83 (m; 4H), i .02 (t, J = 7.2Hz, 6H) D 

l 

mm 2 (233) ■ 

8- (N-xf/v-N-,(4-t Kn^^f/l') T5;y) -2-^^vV'- 
3- (2-p<^-yU-4-^ h^r^x^) -6, f'D - 5H-^ 

10 ^p^^ [d] h°7^P [1, 5 -a] fy^v^-i&^m 




T L C : R f 0.29 (^^f^ : ftS^f /V= 1:2) ; 
NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 3.0, 8.4Hz, 1H), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J = 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H), 2. 17 (s, 
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I, 

3H), 1.86 (m, 2H), 1.61 (m, 2H) S ' 1.38 (t,.J =.7.2Hz, 3H) 0 , 

■ •' 1 i ■ , . . 

mmm? (2 34) : . , i 

8 -If* (2 -^.h^v-^^/V) 7^-2^;^f;V-3- 
5 4-;* J^v^n^^) '-5, y-^t-K'n-^n [3, 4-d]'t , r/n 

nl 5-a].t°.y -mmm 




OCH 3 



T L C : R ,f 0.35; : ^g^n^yl^ 1:2) ; 

NMR(300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
10 (dd, J = 2.4, 8.4Hz, 1H), 5.40 (m, 1H), 5.33 (m, 1H), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s, 3H), 3.71 (t, J = 5.1Hz, 4H), 3.35 (s, 6H), 2.35 (s, 3H) 0 

gl»]2 (2 3 5) 

8- (3-^^T^y) -2-^^-3- (2-7« ry 
15 -fn\f;vy -6, 7-^Fn-5H-^P^ [d] 
n [1, 5- a] t°y ^ • 
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T L C : R f 0.36 : g^jxfvl^ 3:1) ; 

i 

NMR(300MHz; CDC1 3 ) : 8 7.23 (dd, J = 8.4, 2.1Hzj 1H), 7.12 (d, J = 2.1Hz, 1H), 
6.98 (d, J = 8.4Hz, IB), 4.00 - 3.85 (m) and 3:91 (s) total 4H, 3.58 '- 3.30 (m, 2H), 
5 3.11 (t, J = 6.9Hz, 2H), 2.92 (m, 1H), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H), .1.90 - 1.50 
(m, 4H), 1.26 (d, J = 6.9Hz; 6H), 1 .04 (t, 3 = 7.5Hz, 6H) 0 

mmm2 (2 3 6 ) . 

8- -2-^^-3- (2-^ Y*ri/- 5 -7 )V 

10 tP7x-^) -6, Ko-5H-^o^y^ [d] t'^/o [l, 
5- a] t°y ■ 




T L C : R f 0.26 (^f*^ : @M^-=PyU= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.20 - 6.95 (m, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 
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4H, 3.52 - 3.40 (m, 2H), 3.12 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.27 (quint, J f 7.2Hz, 
2H),. 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

mmmv (237) . .,' 

,1 , .' 

,5. 8- (N-^A— N- (4-7/U$-v7^~/U) J-J-JVT^;) -2-> 
^/I/— 3 — (2-^pd-5-^ h^r:/7x^) -6, 7-v f tKn-5 
H-v^n^^ [ d ] t '7'/D [1, 5 -a] 




TLC : Rf 0.40 > : @^c5vi^= 3:1) ; 

10 NMR(300MHz, CDC1 3 ) : 8 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 
2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m, 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m, 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H) D 

HMffiJ 2 (2 3 8) 

15 8- (N-7^/l/-N- (4-7;V$-U7^=.;U) / f-;PT*/) -2-* 

3 - (2-^ h=¥->7oi^/U) -5, 7-^tKn-7 

o [3, 4-d] k 0 7y'n [1, 5-a] \>V -Wm 
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F 




OCH 3 



T LC : R f 0.20 (^^y : BM^/^ 3 : l) ; 
NMR (300MHz, CDC1 3 ): 5 7.40 - 7.26 (m, 3H), 7.12 (brd, J = 7.8Hz, 2H), 7.09 (d, 
J = 2.1Hz, 1H), 6.99 - 6.92 (m, 1H), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H), 
5 3.70 (m, 2H), 2.37 (s, 3H), 1.76 (m, 2H), 1.36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H) 0 

i 

mnm 2 (239) 

1 

8- (N-^/^-N- (4-7/Vtn7i^/V) ^ -2-^ 
(2-^f;V-4-^ fdr^j:^) -5, 7-^^*0-7 
10 n [3, 4-d] t°7/o [1, 5 -a] tlv^-Mt 
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PCT/JPOJ/11581 



« F 




OCH 3 



TLC : R f ,0,28' : gj^rcfvi^ 3:1); 

NMR (300MHz, CDC1 3 ) : 5 7.29' (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J = 2.1Hz, 

1H), 6.85 - 6.78 (m, 1H), .5.23 (m, 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 



3H) 0 

1 1 1 

1 

mmm2 (240) 

8- (3— <yf;i/7^/) -2-/^vU-3- ( 2 b=*rv-- 5 b 
10 o7i-;U) -6, 7-^tF'n-5H-^n^ [d] t°yy'n [i, 
5- a] t°U • %g^fi[ 



5 3.58 (m, 2H) 2.33. (s, 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0.84 (m, 
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. 1 . 

I 

TL C : R f 0.26 (^^t> : Sgxf ;>= 3:1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.33 (dd, J = 9.0, 3 .0Hz, 1H), 7.25 - 7.05 (m) and 7.22 
(d, J = 3.0Hz) total 2H, 6.98 (d, J = 9.0Hz, 1H), 4.03 - 3.85 <m) and 3.93 (s) total 4H, ' 
3.55 - 3.40 (m, 2H), 3.13 (t, J = 7.2Hz; 2H), 2.43 (s, 3H), 2.28 (quint, J - 7.2Hz, 2H), 
. 5 1.90 - 1 .40 (m, 4H), 1 .05 (t, J = 7.5Hz, 6H) C 

2 (241) ■ 

8- (N-^fv^-N- (2-^y/l-) T^y) -2-/ f-fr- 3 - (2 
-tf-jV-A-t a^~;V) -5, 7-^tKD-7P [3, 4-d] 

10 [1, 5-a] t° }) ^ : &ggt& 




OCH 3 



T L C : R f 0.37 (^Vls : /V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
15 (s, 3H), 2.18 (s, 3H), 1.90 (t, J = 2.4Hz, 3H), 1.5 4 (t, J = 7.2Hz, 3H) 0 

|ii 2 (24 2) 

8- (N-yntVU-N- (2-^y/l/) T ^ /) -2-^^-3- (2 
hdfv-7*^) -5, 7-5?kKn-7n [3, 4-d] 
20 fcf^/n [l, 5-a] !? 5 i?^ • ttUtt 
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'i ! • 




OCH 3 



TLC R f .0.47, : @M^^= 2 : l) ; 

. 1 1 i 

NM R (300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.1Hz, 1H), 5.41 (m, 2H), 5.39,(m, 2H), 5.42 (m, 2H), 3.98 (m, 2H), 
5 3.83 (s, 3H), 2.31.(8,' 3H), 2.18 (s, 3H), 1.94 (m* 2H), L 89 (t, J = 2.7Hz, 3H), 1.05 (t, 
J = 7.2Hz,,.3H) 0 ' 1 . , 



: !|2' (2 4,3) 

8- (N-:/n £V^-N- ^f/l^7^/) -2 

i 

10 -^/V-3- ,(2-p<^-4-y ^^7^^) - 5, 

37 d [3, 4-d] [i, 5 -a] s.*?^ -ymm. 

SCH 3 




HC1 
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, I, 

t 

i 1 i 1 

TLG : R f b' ; 45,(^f-^.: pHfe=*fvl/= 2 :'1),< ; 
NMR(300Mz, CDC1 3 ) : 6 7.27 (d, J = 8.4Hz, 2H>, 7.20 (d, J = 8.4Hz, 2H), 7.12 
(d, J = 8.4Hz, IB), 6.90 (d, 1 J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.40 (s, 
2H), 5.11 - 5.26 (m, 4H), 3.84 (s, 3H), 3.70 (m, 2H), 2.50 (s,,3H), 2.31 (s, 3H), 2.20 
5 (s,3H), i.84 ( (m, 2H), 0.97 (t, J = 7.2Hz, 3H)c 

" . ' I 

mm\2 (244), 

8- (N-7°Pt>-N- (^y* [d] 1, 3-^y7>-5-^/V) 

r 

10 -5, 7-S?bVKt' : -7ci [3, 4-dj'fc c ^y*P [l, 5-a] t'U^v 5 




TLC :R f 0.45 (^^if^ : f^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 
15 (dd, J = 2.7, 8.1Hz, 1H), 6.82 (d, J = 7.5Hz, 1H), 6.78 (d, J = 1.5Hz, 1H), 6.73 (dd, J 
= 1.5, 7.5Hz, 1H), 6.01 (s, 2H), 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) C 
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' SIM 2 (2 4 5) 

i 

v 

8- (N — <y^;V-N-^oy'n fcVM 5vU7 5 3 
- (2-^f/l/-4-^ h^7x=/W) -5, 7-i?kKn-7P [3, 
4-d] k'7^n [l, 5 -a.] tr'j? 5: W • jftifett 




OCH 3 



TLC : R f 147 (^^rfy : SSxf /i/= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m,'2H), 7.13 (d, J = 
8.7Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 2.7, 8.7Hz, 1H), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (m, 
10 1H), 0. 69 (m, 2H), 0.24 (m, 2H) e 

mW\ 2 (2 4 6) 

8- (N-^^n/n Wf;l/-N- (4- MJ7^to^f^7x=/U) 
^^•/i/T^y) -2-^^-3- (2-^nD-5-^F^77i^V) 
15 -6, 7-i?kKo-5H-^P^ [d] fc°7y*P [1, 5-a] fc° 
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i 




T L C : R f 0.48 (^f-^ : g^^/V=2 : 1) ; 
, NMR(300MHz, CDC1 3 ) : 6 7.62 (brd, J = 7.SHz, 2H), 7.48 (brd, J = 7.8Hz, 2H), 
7.34 (brd, J= 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.90 - 6.88 (m,lH), 5.19 (brs, 2H), 
5 3.85 (s, 3H), 3.54 (m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s, 3H), 
2.22 (m, 2H), 1.12 - 0.98 (m, 1H), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H) C 

mmm2 (247) 

8- (N-^p/p Wf;l/-N- ( 4 - b y 7y^n ^ ^vU^a^/V) 
10 ^W?;) -2-^^-3- (2-^dd-4-^ h^^^/V) 
-5, 7-^kKn-7P [3, 4-d] t°yi/p [l, 5- a] tl 



237 



WO 02/053565 \ PCT/JPO 1/11581 

\ 

t 




och 3 



T L C : R f ,0.42, i^-fy : &f&^?-;\,= 2:1); 
NMR(30pMHz,' CDCI3) : 5 7.65 (brd, J = 7.5Hz, 2H), 7.49 (brd, J = 7.5Hz, 2H), 
7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 5.35 - 
5 5.18 (m, 6H)', 3.85 (s, 3H), 3.54 (d, J = 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, 1H), 0.72 - 
0.60 (m, 2H), 0.22 - 0. 14 (m, 2H) C 

1 1 

1 

(2 4 8) 

8- (N-^n/nk°/Mf;V-N- (4 - MJ 7/^o^f/b7x^;l>) 
10 ^f;V7?y) -2-^^-3- (2-p<^-4-^ h^rv-7^-^) 
-5, 7-^tKD-7P [3, 4-d] fc°yy^n [1, 5-a] 
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OCH a 



T L C : R f 0.42 ' : ^m^^= 2:1) ; 

NMR (300MHz, CDG1 3 ) : 5 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, J = 7.8Hz, 2H), 7. 12 
(d, J = 8.4Hz, 1H), 6.90 (d; J = 2.7Hz, 1H), 6.83 (dd, J = 8.4, 2.7Hz, 1H), 5.42 (m, 
2H), 5.38 (s, 2H); 5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 
1.15 (m, 1HX 0.74 - 0.66 (m, 2H), 0.26 - 0.18 (m, 2H) D . 



10 



mmm 2 (249) 

8- (N-^PtW-N- (4-^7;7x=;l/) - 2 - ^ 

^-3- (2-^^-4-^ h^i/y^—A?) -5, 7-i?tKn-7 
n [3, 4-d] Vyy* [1, 5 -a] U * - j&Sfclfe 
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T L C : R f ,0.29 : I^aifvt^ 2:1) ; '' 

NMR (300MHz, CDC1 3 ) : 6 7.66 (brd, J= 7.8Hz, 2H), 7.49 (brd, J = 7.8Hz, 2H), 
7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 5.15 
5 (brs, 2H), 5.09 (brs, 2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74 - 1.60 (m, 2H), 0.91 (t, J = 6.9Hz, 3H) D 



10 



MMM 2 (2 5 0) 

8- (N-^nyp^-N- (4-7;^P7x^l/) ^f-;l/7 5/ ) 
-2-p<^-3- (2-^nn-4-^f^^7i-;l/) -5, 7 -i?fc 
Fn-7D [3, 4-d] t^/n [l, 5 -a] t°y^^^-^^ 
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OCH 3 



T L C : R f 0.40' : iM^fVl^= 2:1); 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz; 1H), 7.16 - 7.07 (m, 3H), '7.02 - 
6.94 (m 2H), 6.92 (dd, J = 8.4, 3.0Hz, 1H), 5.20 (s, 2H), 5.18 (s, 2H), 4.94 (s, 2H), 
5 3.84 (s, 3H)„2.56<m, 1H), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H) 0 

mmm2 (2 5i) 

8- (N-^PT'DtVl'-N- (4-7/Vt07x^) ^ 
-2-^^-3- (2-yi?-/V-4-* Y^ris? ^~J^) -5, 
10 KP-7P [3, 4-d] t°7^P [1, 5- a] fc° ]) 5 • Mm 
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F 




OCH 3 



TLC : R f 0.44 ('^■f-i' : 6Hkn?vV= 2 : 1) ; 

,NMR(300MHz, CDC1 3 ) : 5 7,19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.88 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, 

1 

5 3H), 2.60 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 0.90 - 0.80 (m, 4H)„ 
MMM 2 (2 5 2) 

8- (N-i^^n^n Wf/I/-N- (4-7;^p7i^;V) ^^)VT 
%J) -2-p<^-3- (2-^^;U-4-^ Y^yy^=-)^) -5, 7 
10 -v?kKo-7D [3, 4-d] t°7i/n [l, 5-a] fcT !J 5 ■ &lfe 
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F 




O 



OCH 3 



TLC : Rf 0.49 (^3Mfc^.: fflSfcr^vl^ 2 : 1) ; 
, NMR (300MHz, CDC1 3 ) : 8 7.36 - 7.29 (m, 2H), 7.15 - 7.05 (m, 3H), 6.90 (d, J = 
2.7Hz, 1H), 6.84 (dd, J = 8.1, 2.7Hz, 1H), 5.39 (s, 2H), 5.32 - 5:20 (m, 4H), 3.84 (s 
5 3H), 3.62 (m, 2H), 2.32 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , 1H), 0.72 - 0.62 (m 
2H), 0.28 -0.18 (m,2H) 0 

i 

jij 2 (2 5 3) 

8- (N-yntVP-N- (2-^ f^->xf;U) 75/) 
10 3- (2-^no-4-^ h^v^73i^/k) -5, 7-5?tKo-7D [3, 
4 - d ] t°7^D [ 1 , 5 - a ] k°!J ^ v 5 ^ • 




OCH 3 
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1 

■ ; 

!, 

T L C : R f 0,35 : ?V= 2. : 1 ) ; 

NMR(300ft£Hz; CDClj) : 5 7.34 (d, J - 8.7Hz.. 1H), 7J08 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 8.7, , 2.4Hz, IH)! 5.48 (d, J = 16.8Hz, 1H), 5.36 (d, J = 16.8Hz, ,1H), 5.23 (s, 
2H), 4.38 - 4.22 (m, 2H), 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s, 3H), 
5 1.81 (sext, J = 7.5Hz, 2H), 1.01 (t, J = 7.5H^.3H) 0 



12 (2 54) 



8- (N-^of/V-N- (2-t< V^vo^/W) 75/) 

i 

3- (2-^^/k-4-7< h^r.^y^^/W) -5, 7-^tKo-7B [3, 
10 4-d] .[1,, 5- a] 'fc°>; 5: v^'- 




OCH3 



T L C : R f 0.33 : yjftfcx.=f- 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
15 3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J = 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz, 3H) 0 



H»J2 (2 5 5) 

8- -2-^^-3- ( 2-^^-4-^77 

20 7^~/v) -6, 7-^fcKn-5H-^D^ [d] [1, 
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• i, • 

•; ' . ■ ■ 1 ' .■ '. ■ ' 

5-a] -,&&&'< , ' ■ , . ; .' 




TLC : R f 0..45. : @M^^= 2 : l) ; 

NMR (300MHz, 'CDC1 3 ) : 5 7.65. (s, 1H), 7.57 (d. J = 7.8Hz, 1H), 7.34 (d, J = 
5 7.8Hz, 1H), 7.24 - 7.08 (m, 1H), 4.06 - 3.88 (m, 1H), 3.41 (bit, J = 7.2Hz, 2H), 3.15 
(t, J= 7.2Hz,' 2H), 2.40 - 2.20 (m) and 2.30 (s) total 8H 190 - 1.40 (m, 4H), 1.06 (t, 
J = 6.6Hz, 6H) 0 

(2 5 6) 

10 8- (N-^P'^-N- (2-^ b^i/ai^/V) T^y) - 

3- (2-^nn-5-^^7i^) -6, 7 — Kd - 5 H-V 
^n-^>^ [d] t°7/n [1, 5-a] fn^y-MI 




T L C : R f 0.46 (-^^^ : BB^^= 2:1) ; 
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NMR (300MHz, CDC1 3 ) : 5 7.34. (brd, J = 8.4Hz, 1H), 7.03 (d, J = 2.4Hz, 1H), 
6.99 - 6.91 (m, 1H), 4.20 (m, 2H), 3.85 (s, 3H), 3.75 (m, 2H), 3.62 (m, 2H), 3.52 - 



3.30 (m, 2H), 3.30 (s, 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( m 5 2H), 1.72 (m, 2H), 
0.96 (t, J = 7.5Hz, 3H) 0 

HI 2 (2 5 7) 

8- (N-^^/U-N- (4-^;l/ft7z=;l') ^f/V7$/) -2- 
(2-^nn-4-^h^7x=;l') -6, 7-^kKn- 
5H-^p^ [d] k^yo [1, 5-a] kl v^-MI 



TLC :Rf 0.42 (-^f^ : @M^5vl/= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.30 - 7.16 (m, 4H), 7.08 (d, J = 
2.4Hz, 1H), 6.99 - 6.92 (ra, 1H), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (m, 2H), 1.34 (m, 3H) 0 

Hflfcff] 2 (2 5 8) 



8- (N-^/l/-N- U-^^vl^^cn-^) ^W^y) -2- 
;^A—3- (2-?w- Y**S7 ol=.;V) -5, 7-^kFn- 

246 




SCH 3 



OCH 3 




WO 02/053565 PCT/JP01/] 1581 



7D [3, 4-d] M'yVn [l, 5-a] - mm ■ 




OCH 3 



TLC:Rf 0.35 i^-fy : JS^ks.f'/U= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.35 (d, J = S.7Hz, 1H), 7.28 (brd, J = 8.1Hz, 2H), "'• 
5 7.21 (brd, J = 8.1Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.7, 2.7Hz, 1H), 5.48 
- 5.27 (m, 2H), 5.27 - 5.06 (m, 4H), 3.85 (s, 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1.42 (t, J = 6.9Hz, 3H) C 

IM2 (2 5 9) 

10 8- (N-^/U-N- (4-^;^t7i^) ^^-/VT^y) -2- 
y^;v-3- (2-^f;W4-^ fdf-^7x-;l/) -5, 
yu [3, 4-d] [1, 5-a] fcT JJ 5 ^ ■ ifilfcSS 
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TLC : Rf 0.40, i^&y-ls : ' ftHacfvl^ 2 : 1) ; 
NM R (300MHz • CDC1 3 ) : 6 7.28 (brd, J = 8.4Hz, 2H), 7.22 (brd, J = 8.4Hz, 
2H),7.13 (d, J = 8.4Hz, 1H), 6.90. (d, J = 2.7Hz, 1H), 6.84 (dd, J = 8.4, 2.7Hz, 1H), 
5 5.40 (brs, 2H), 5 22 - 5.08 (m, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.31 ( s, 
3H), 2.20 (s, 3H), 1.43 (t, J = 6.6Hz, 3H) 0 

H»!l2 (2 6 0) 

8- (3— <y^;U7^J) -2-^^-3- (4 ^fv^F-;^ m ~;i>) 
10 -6, 7-i/kKn-5H-^nXy^ [d] \?yy*n [l, 5- a] t° 




SCH; 
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TLC : R f 0.46 (^t> ;ilixf/U=3 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.52 (d, J = S.4Hz, 2H), 7.39 (d, J = 8.4Hz, 2H), 7.31 
(d, J = 10.5Hz, 1H), 4.06 - 3.90 (m, 1H), 3.60 (t, J = 7.8Hz, 2H), 3.13 (t, J = 7.8Hz, ' 
2H), 2.52 (s, 3H), 2.49 (s, 3H), 2.30 (quint, J = 7.8Hz^ 2H), 1.94 - 1 .64 (m, 4H), 1 .05 
'5' (t, J = 7.2Hz,6H) 0 

mmm 2 ( 2 6 1 ) 1 

8- (N-^/^-N- (2-^'h^v-^^) T^y) -2-/^-3 
- (2-/^/U-4-t Y**yy^z=.)V) -5, 7-v ? tK.P-7P [3, 

'i 

10 4-d] t'^/o [1, 5- a] t°]J 5 • ig.m& 

H 3 CO^/^ 

-N 




OCH 3 



TLC : R f 0.61 i^-fy : g^^/V= 1 : 2) ; 
NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J = 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H) C 

mmm2 (262) 

8- -2-/^^-3- (4-v^^7^ jy ^ 

20 -6, 7 -v>t Kn- 5H-v^ u^y$ [d] fy^n [l, 5- 
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I 

l, 

a] try *z?*> : mmm. , ; ' . ' . • . , 




N(CH 3 ) 2 



TLC : R.f 0.57 .(^^f-^ : : .1 ) ; 

NMR (300MHz, ,CDC1 3 ) : 8 7.72 (d, J = 7.SHz, 2H), 7.60 - 7.40 (m, 2H), 6.88 - 
5 6.75 (m, 1H), 3.98 - 3.85 (m, 1H), 3.35 - '3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) 
total 8H, 2.52 (s, 3H), 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1.03 (t, J = 
7.5Hz, 6H) D * 

HflSfll 2 (2 6 3) 

10 8- (N-v^nyntVM^v^-N-ynkV^X?;/) -2-^5vl^-3 
- 4-* -5, 7 -i/\iY^-yx2 [3, 

4-d] t°y/n [l, 5- a] b°y v^-ttil 



o 




OCH3 



T L C : R f 0.55 (^f-^ : mk^=f-^= 2:1) ; 
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NMR(300MHz,''OE>Cl 3 ) : 5' 7.15, (d, J = 8.4Hz, \R), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.4, '^MHz, 1H), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 
2.33 (s, 3H)'; 2.18 (s, 3H), 1.70 (sixt, J= 7.5Hz, 2H), 1.07 (m, 1H), 0.96 (tj J = 7.5Hz, 
3H), 0.56 (m, 2H), 0.20 (m, 2H) 0 : 



5 



mM2 (2 6 4) 



8- (N'-7°d fcV^-N- {S-^3-/l<7j>-2 — i;V) ^ "f-jVT \ / ) 
-2-^^-3- (2-f no- 4-*h*i/7 x.~)V) -5, 7 -i^t 



T L C : R f 0.47 (^-fy : %&&3l?-;\,= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 2.7, 8.4Hz, 1H), 6.02 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
15 0.94 (t, J = 7.2Hz, 3H) 0 

mmm 2 (2 6 5) 



8- (N-yntVw- N- (5-^^77>-2 — f/lO 



Kp-7o [3 , 4'-d] t^yo. [■!,'■ 5 -a 




10 



0CH3 
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-2-/^^-3- (2-^f-/U-4-/ -5, 7-S?k 

KB-7D [3, 4-d] h'yyhll, 5 - a ] t° 3 * i?>- 




T L C : R f 0.49 : g^oi^v^ 2:1) ; 

5 NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(d, J = 2.4, 8.1Hz, 1H), 6.01 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.07 (s, 2H); 4.91'(s, 
2H), 4.88 (s, 2H), 3.83 (s, 3H), 3.25 (m, 2H), 2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1 .67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

10 Hjjffij 2 (2 6 6) 

8- (N-v-^nyntVM^/V-N- (2-^h^v^fvW) T^/) - 
2-^^-3- (2-^f;l/-4-n^7i^) -5, 
n-7P [3, 4-d] k 0 7^n [1, 5-a] t:° ]J ^ • 
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OCH 3 



O 



OCH3 



T L C : R f 0.29 (^%-p> : ^^^;V= 2:1) 



NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.80 



(dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 2H), 4.90 (s, 2H), 4.05 (t, J =' 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J = 5.4Hz, 2H), 3.'48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2.17 
1 (s, 3H), 1.04 (m, 1H), 0.56 (m, 2H), 0.22 (m, 2H) 0 



mmm 2 (267) 

8- (N-^ntW-N- (4- h V 7^P^f;^'>7*^) ^ 
10 JVT%S) - 2-^J-;V- 3 - {2-^f-;V-A Y^i/7x=./y) -5, 
7-^kKn-7P [3, 4-d] k°7/o [1, 5- a] fUS^-H: 

mm. 





OCF 3 



OCH3 
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i 

I, 

T L C : R. f 0,51 (^-f^ : @^^=fvV= 2 : ' . i ) ( ; 
NMR (300MHz, CDC1 3 ) : 5 7.36 (brd,. J = 8.1 Hz, 2H)[ 7.18 (brd, J - 8.1Hz, 2H), ' 
7.17 (d, J =,,8,4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.4Hz, 1H), 5.13 
(brs, 2H), 4.9.7 (brs s .2H); 4.92 (brs, 2H), 3.83 (s, 3H),. 3.34 (m, 2H), 2.36 (s, 3H), 
5 2.18 (s, 3H), 1.64,(m, 2H), 0.90 (t, J = 7.2Hz,.3H) 0 . 

HffiflU 2. (2 6 8) 

8- (N-^P kVu-iST- (4-7/V^-n7oi^/^), ^f;V7 5 7) -2- 
(2 h=¥v-7^p/H -5, 

10 7a [3, 4-d] :fr/p [l, 5-a]"t'!j 




T L C : R f 0.53 : Hfflfcc^7V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.32 - 7.22 (m, 2H), 7.17 (brd, J = 8.7Hz, 1H), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (brd, J = 8.7Hz, 1H), 5.11 (brs, 2H), 4.95 (brs, 
15 4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 0.90 (t, J = 
6.9Hz, 3H)„ 



»tl 2 (2 6 9) 
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• I, • 

' ' ',' 

8- /) ^2-><f-.;V-3-'(2'-^cin-4-^^/W 

j-ty^^M' -6, 7-l?t KP-5H-i/^ct^ [d] t°7^/n [ 1 , 

.'. i 

5 -a] tfJJ Stfi' ' 1 ! 




SCH 3 



5 TLC : Rf 0.64 i^-fy : W^^= 2 : l) ; 

NM R (300MHz, CDC1 3 ) : 5 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H) 5 3.99 (m, 1H), 
3.66 - 3.35 (m, 2H), 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H), 
1 .94 - 1 .64 (m, 4H), 1 . 10 - 1 .00 (m, 6H) 0 ' 

10 MtW\2. (2 7 0) 

8- (N-v^ d^p tVM9v^-N- (2-7^-^) T^/) -2-^ 
5vW-3- (2-^^-4-^ b^riX7i-7U) -5, 7-v?kKn-7 
o [3, 4-d] f7yo [1, 5- a] t°y^v^-i»& 




OCH 3 
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TLC : R f 0.52 (^^rf-^ : H*ftaL^7U= 2:1) ; 



NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 



(dd, J = 8.1, 2.7Hz, 1H), 5.37 (s, 2H), 5.05 (s, 2H), 4.58 (s, 2H), 3.83 (s, 3H), 3.62 (m, 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, 1H), 0 : 63 (m, 2H), 0.36 (m, 
5 2H) 0 

m&m 2 (27D _ 

8- (N- (2-^ h^i^^vW) --N- (2-^^/1^) T^/) -2- 
7*^-3- (2-^^-4-^ h>i/7x=;v) -5, 7-5?tKn- 

1 

10 7X2 [3, 4 -d] [1, 5- a] \f V 5 v> ^ • ^HJfi 



T L C : R f 0.29 (^f-^ : M^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.1, 2.4Hz, 1H), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3.83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2.17 (s, 3H), 1.85 (s, 3H) 0 

2 (2 7 2) 

8- (N- (2-t< hdfvo^/W) -N- {2-7^-~>V) 7$/) -2- 

*7vl"-3- (2-^bp-4-^ Y*i/7^=.;v) -5, 7-5?kKn- 
20 7D [3, 4-d] t'7^P [1, 5- a] fcT!7 $ S?^ • 
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I, 

I 




I i 

TLC:Rf, 0.39, (^1^ : ff/k^A/- 2:1) ; 
NM R (300MHz; CDC1 3 ) : 8 7,28 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz,.lH), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.37 (s, 2H), 4.92 (s, 2H), 4.36 (m, 2H), 3.95 (t : J = 5.4Hz, 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz, 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H) 0 

t ' 1 

mmmz. (2 7.3) , .: 

8- (N- t2-J,h*i/^?-M — N— (2-:/^--/l0 7^y) -2- 

^fvu- 3- (2-^nn-4-^ Y*y7^^M -6, Kn- 

10 5H-^n^ [d] t°yy'n [l, 5- a] t° JJ ^ • mm. 




OCH3 



T L C : R f 0.44 (^drl^ : BB^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.93 
(dd, J = 8.4, 2.7Hz, 1H), 4.53 (m, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J = 4.8Hz, 
1 5 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t ; J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
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7.2Hz, 2H), 1.86 (t, J = 2.4Hz, 3H) 0 

mMm2 (274) 

5 -2-^^-3- (2-^d.o-4-^ Y^rl/y^=.;V) -6, 7 -i^f , 
Ko-5H-^a^ [d] t°^^P [l, 5-a] fcfJJ 




OCH 3 



TLC : R f 0.53 (^f-y : IM ^jV- 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
10 (dd, J = 2.7, 8.4Hz, 1H), 5.99 (d, J = 3.0Hz, 1H), 5.85 (dd, J = 1.6, 3.0Hz, 1H), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (m, 3H), 2.07 (m, 2H), 1.62 (ra, 2H), 0.91 (t, J = 7.5Hz, 3H) D 

MMW 2 (2 7 5) 

15 8- (N-^^v^-N-i/^ p/o tVWT^ J) (2 

h^v-7oi^y^) -6, 7—Z?K Kn- 5 H-i/f n^<y 

? [d] t°^^p [1, 5- a ] t°y -mmm. 
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i 




T L C : R f 0.49 i^-fy : H^n^vW= 2:1) ;, 1 ■ 
NMR(300MHz, CDC1 3 ) : 8 ' 7.42 - 7.30 (m ; 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
1 2.4Hz, 1H), 7.00 - 6.94 (m, 1H), 5.39 (d, J = 14.7Hz, 1H), 5.27 (d, J = 14.7Hz, 1H), 
5 3.85 (s, 3H), 3.70 - 3.32 (m, 2H) 3 3.12 (m, 2H), 2.96 (m, 1H), 2.37 (s, 3H), 2,21 (m, 
2H), 1.20 -0.92 (m,4H) 0 

mmm 2 (276) 

8- (N-'<yv ; ;l/-N-^P7 P PtVl'7^y) - 3 - (2 

10 h^ri/7x-;U) - 5, 7-i>tFP-7P [3, 4-d] 

t'r/a [l, 5- a] n°V 
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\ 

i 

■ i, 

T L C : R f '0.42 (-^i^,': ffiStaL^A'* 2- : ,1 ) , ; 
NMR (300MHz; CDC1 3 ) : 6 7.32 (d,. J = 8.'4Hz, 1H), 7.30 - 7.26 (m, 3H), 7.15 - 
7.09 (m, 2H)„7.08 (d, J '= 2.4Hz, 1H), 6.91 (dd, J =■ 8.4, 2.4Hz, 1H), 5.20 (s, 2H)', 
5.19 (s, 2H), 4.91 (s;.2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.92 - 0.78 (m, 

5 4H) 0 ; ' 

■ ' I 

Hi 2 (2 7 7) 

8- (N-^y^-N-v'^07 c Dt>7^>) -2-?J L /V-3- (2 

i 

-tf-ZV- 4 K^r->7^^) -5,,7-VtKD-7D [3, 4-d] 




och 3 

T L C : R f 0.40 (^l^ : |^c^/w= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, 1H), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H) C 

MMffl 2 (2 7 8) 
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8- .(N-S^d 



/ o fcVM ^yV-N - , ( 2 - * h ^ fvl/) 7 5 y ) - 



2 - * 9viNm 3 - 




5 T L C : Rf 0.30 (^-^y : f^cn?vk= 2:1) ; 

NMR (300MHz, CDC1 ? ) : 5 7.33 (d, J - 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 
(dd, J = 8,4, 2.4Ifc 1H), 5.30 (ra) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 
3.72 - 3.67 (m, 4H),'3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, 1H), 0.71 (m, 2H), 0.36 (m, 
2H) C 

10 . 

H»] 2 (2 7 9) 

8- (N-'>^p7 , dW^-n- (2-^ h^i/xf^) 7> y) - 
2-^^-3- (2-^PD-4-^ f^>7xn;U) -6, 7-S^fcK 
p-5H-^d^ [«[] t°7/n [1, 5-a] l^P^^-ttfflfttt 




• HCI 



OCH ? 




15 



OCH 
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TLC : R f 0.33 {^^fy : RlfcJi^V= 2:1); 

NMR (300MHz, CDC1 3 ) : 5 7.34 (d; J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 



(dd, J = 8.4, 2.4Hz, 1H), 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J. 
= 5.1Hz, 2H), 3.41 (m, 2H), 3.29. (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.24 
5 (quint, J = 7.2Hz, 2H), 1 .09 (m; 1H), 0.65 (m, 2H), 0.3 1 (m, 2H) C 

Hftfeffil 2 (2 8 0) 




8- (3-^>^l/7^y) -2-^f;l/-3- ( 2 - ^ p n - 4 - :/n ^ 
17^/1.) -6, 7-^tKP-5H-^P^^[d] t c 7/n [l, 
10 5.- a] t'.y s; 



TLC : R f 0.61 O^ri?-^ : $£^^^=2 : 1) ; 
NMR(300MHz, CDC1 3 ): 5 7.65 (d, J = 2.1Hz, 1H), 7.44 (dd, J = 2.1, 8.1Hz, 1H), 
7.28 (d, J = 8.1Hz, 1H), 6.23 (br d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.1 5 (m, 2H), 1.60 - 1.82 (m, 4H), 1.01 (t, 
J = 7.5Hz,6H) 0 

HftfeffJ 2 (281) 



8- (3~-<>f-;UT^ J) -2-^^ju~3~ (2, 5-^nn-4- 





Br 




20 ^ Y*i/7^~JV) -6, Z-^tKo-SH-S 



[d] t°yy 
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P [1, 5- a] h°y 




OCH 



TIC : R i 0.65 : %m^=f-;V= 2:1) ;" 

NMR(300MHz, CDC1 3 ) : 5 7.40 (s, 1H), 7.06 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5 3.92 (s, 3H), 3.81 (m ; 1H), 3.08 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 1H), 2.33 (s, 
3H), 2.15 (m, 2H), 1.58 - 1.82 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) 0 

mmm 2 (282) 

8- (3-^yf^7?;) -2-^^-3- (2, 5— ^nn-4- 
10 ^ j^v^^-^) -5, 7-^tKP-7n [3, 4-d] k°yy'n [l, 
5 -a] k°y ^v 5 ^ 




OCH3 



T L C : R f 0.61 (^^f->- : ffim^^= 2:1) ; 
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! 

: i 

• I, • 

NMR(300MHi,CDCl 3 ) : 7.39 (s, 1H), 7-07(s, 1H), 6.34 (br d, J = 10.5Hz, 1H), 
5.29 (m, .2H) ? 0,93 (m; 2H), 3.93 & 3H), 3.24' (m, 1H), 2.'36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1.02 (t„ j = 7.2Hz, 6H) 01 

5 Hj&#ll2: (2 8 3) ' .'„••" 

2-^^-3- (2-^nn-4-^ h^7x^;V) -5, 7— v>t K 
o-7n [3, 4-dJ fc^y'n [l, 5-aJ trj?.5^-*IKa 




OCH 3 



10 TLC : R f 0.26 (^f->- : f^m^/l^ 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.40 (s, 3H), 0.84 (m, 4H) 0 

15 mm.M2 (2 8 4) 

8- (N-iy^oyotVV-N- (4-^7/71-^) tJ-JVT^S) - 
2-^^-3- (2-^^-4-^ h^v^^-ZW) -5, 7-v J tK 
n-^n [3, 4-d] t'yy'n [1, 5 -a] fc° y 5 i?> • jftfttt 
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OCH, 



T L C : R f 0.24 C^f-^ : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz ; 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.40 - 5.20 
(m, 2H), 5.25 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, 1H), 2.36 (s, 3H), 2.17 (s, 
3H), 0.84(m,4H) o 



mt&M 2 (2 8 5) 

10 )V) -6, Fd-5H-^p^ [d] t 0 y^n [1, 5- a] 




OCH, 
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TLC : Rf ■■p.66 t (^t>' l :|||6if^=2 :l) ;, 
NMR(3O0MHft CDCi 3 )' : 8 7.35 (d, 3 = 8.4Hz, : 1H), 7.07' (d, J = 2.1Hz, 1H), 6.94 
(dd, J = 8.4, 2...1HZ, 1H), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J f 7.5Hz, 
2H), 2.33 (s, 3H), 2.22.{.quint, J = 7.5Hz, 2H), 1. 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt, 
5 J = 7.5Hz, 2H), ( 0.95:(t, J = 7.5Hz, 6H) 0 1 1 

I 

il2 (,2 8,6) 



10 



;V) -5, 7-^.K'D-7B '[-3, 4-d] t°7^D [1, 5-a] t° V 




OCH 3 



T L C : R f 0.63 (^3^^ : ^M.^?V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H), 5:43 (s, 2H), 5.21 (s, 2H), 3.88 (m ; 4H), 3.83 (s, 3H), 2.29 (s, 
1 5 3H), 2.20 (s, 3H), 1 .78 (quint, J = 7.5Hz, 4H), 1 .42 (sixt, J = 7.5Hz, 4H), 1 .00 (t, J = 
7.5Hz, 6H) 0 



mmm 2 (2 8 7) 

20 4-7< Y**yy^~/V) -6, 7-^kKP-5H-^D^y^ [d] fc° 
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t 

i, 

i 

yVn &~ -a,], try ^-^v • iUfetft , ' .' 

. ' ' . . , ' ' , . , 




och 3 

, 1 1 ' 1 

. • I 

TLC : R f 0.26 <^^f"^ :#^^/V=2.: l) ; 
NM R (300MHz, CDClj) : 6 7.35 (d, J = 9.0Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.96 
5 (dd, J = 9.0, 2.'7Hz, 1H), 4.15 (m, 4H), 3.85 (s, 3H), 3.64 (t, J - 5.4Hz, 4H), 3.53 (m, 
1H), 3.45 (m, 1H), 3.31 (s, 6H), 3.05 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
7.2Hz, 2H)„ M ■', ' 

H»l2 (2 8 8.) 

10 8- (N-xf^-N-^^ o^p hV^^ /) -2-^^-3- 

(2-^.DD-4-^ f^7x=/V) -5, 7-^kKo-7B [3, 4 

-d] t°^y~D [1, 5- a] ¥9 *i?y -ffi.m& 




OCH3 



T L C : R f 0.49 {^^V : ftfifc^^/U^ 2:1) ; 
15 NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 7.8Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.92 
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(m, 1H), 5:28 (s, 2H), 5.11 (s, 2H), 3.84 (s 5 3H), 3.81 (m, 2H), 3.69 (m, 2H), 2.37 (s, 
3H), 1 .33 (s, 3H), 1 .09 (m, 1H), 0.60 (m, 2H), 0.24 (m, 2H) C 

mmm.2 (2 8 9) ; 

5 8 - (N-^3-jU-N-->? P7°P h°/U^f-/UT^ /) - 2-^/1'- 3 - 
(2-^^-4-^ Y**yy=t~)V) -5, T-i^t.Kn-^P [3, 4 

-a] t'^y'n [i, 5 -a] t° y 5 i» • mm 




OCH 3 



T L C : R f 0.50 : 2:1); 

10 NMR (300MHz, CDCI3): 6 7.12 (m, 1H), 6.89 (s, 1H), 6.82 (m, 1H), 5.38 (m, 2H), 
5.31 (m, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.31(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, 1H), 0.72 (m, 2H), 0.36 (m, 2H) 0 

HMffi] 2 (2 9 0) 

15 8- (N-^yU-N-v^ d/o t°/UJ^;UT^ J) - 2 - J^/U- 3 - 
(2-^pp-4-^^7i^) -6, Ko-5H-v / ^D 
[d] t°7^o [1, 5 -a] fc* V * V • &g££ 
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OCH 3 



T L C : R f 0.51 : %®fc=c=f-jV= 2:1); 

NM R (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J =8.4, 2.4Hz, 1H), 3.84 (s, 3H), 3.77 (q, J = 7.2Hz, 2H), 3.59 (d, J - 6.6Hz, 2H), 
5 3.04 (t, J = 7.5Hz, 4H), 2.36 (s, 3H), 2.16 (q uint, J = 7.5Hz, 2H), 1.23 (t, J = 7.2Hz, 
« 3H), 103 (m, 1H), 0.50 (m, 2H), 0.15 (m, 2H) 0 



mmm 2 (291) 



8- (N-v^ P^n tVk-N- (4-^7;7i^) ifyl'T ^ / ) - 
10 2-7<f-A— 3- (2-^pp-4-^ F^7x^;l/) -6, 7-S?fcK 

i 

p-5H-^p^ [d] t°7^/n [1, 5 -a] fc° U ^ • 




CN 




OCH 
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i 

TLC : R f' ,0.29 i^fy : t^^^^=-2 .: 1 ( ) ; 
NMR(30^V[Hz, DMSO-ds) : 5 7.83.- 7.76'(m, 2H),.7.54 - 7.48 (m, 2H), 7.30 (dd, J 
= 8.7, 1.2Hz, ,1H),'7.16 (m, 1H), 7.02 - 6.96 (ra, 1H), 5.12 (m, 2H), 3.82 ( (s, 3H), 3106 
(m, 2H), 2.94 - 2.78 (m,'3H), 2.25 (s, 3H), 2.05 (m; 2HJ, 0.79 - 0.70 (m, 2H), 0.61 ( m ; 
5 2H) 0 ; ' . , 

1 ' ' ' » 

.1 

mmm 2 (292) 

8- (N-V^PT'pfcVM^y^-N- (4-i/7V 

1 

/) -2-^'f^,-3- (2-^pd-4-^ h^r^x-^) -6, 7- 
10 v^t Kn-5H-^n^y^'[d] 'k^/P (1, 5- a] b'y v^y. 1 




OCH 3 



TLC : R f 0.37 (^f-^ : W^i^U= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.69 (brd, J = 7.2Hz, 2H), 7.49 (brd, J = 7.2Hz, 2H), 
15 7.34 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 2.1Hz, 1H), 6.96 (m, 1H), 5.33 (m, 2H), 3.85 
(s, 3H), 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1.02 (m, 1H), 0.70 - 0.58 (m, 2H), 0.22 - 0.10 (m, 2H) D 
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1 • i, . 

gjjl (2 9.3) , ' '■ , . , , ' : 

/) - 3- '(24no-4-^ h^^^^^/l^) '-4 5, 7- 

i?t Kn-7D [3, 4-d] [l, 5- a] .t"]] v^'ttl 

i i 

i CN 



5 




T L C : R f 0.21 . : ^=c!f-^= 2 : 1 ) ; 

NM R (300MHz, CDC1 3 ) : 8 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 (dd, J = 8.7, 2.4Hz, 1H), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 H z, 2H), 2.36 (s, 3H), 1.05 (m, 1H), 
10 0.68 - 0.56 (m, 2H), 0. 1 8 - 0. 1 0 (m, 2H) 0 

H»] 2 (2 9 4) 

8- (N-^d/d Wf/>-N- (4-^7/7i^) t=f-;VT% 
/) -2-^^-3- (2-^/V-4-7< h=3rv-7^-;W -5, 7 - 
15 i^tKn-^n [3, 4-d] fc'^o [1, 5-a] t c )) * i? y • m.mt& 
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T LC : R.f 0.37 (^^1^ : ^^^/U= 2 : l) 

i 

NMR (300MHz, CDC1 3 ) : 8 7.66 (d, J = 7.8Hz, 2H), 7.52 (d, J = 7.8Hz, 2H), 7.15 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 
5 2H), 5.13 (s, 2H), 5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J - 6.6Hz, 2H), 2.34 (s„ 3H), 
2.18 (s, 3H), 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.12 - 0.06 (m, 2H) C 



10 



mmm 2 (295) 

8- (N-^ntVU-N- (f*7*>-3->f^ -2 
7*^71/- 3- (2-^ a bdr^7^^/V) -5, 7 -$?fc Kn 

7P [3, 4-d] fr/o [1, 5-a] t'iUv^ 
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S 



OCH 3 



TLC:R f 0:48 X^-fy : ^.^ol^-)v= 2': 1 ) ; 
NMR(300MHz; CDCI3) : 8 7.31 (d, J = 8.7Hz, 1H), 7.28 (m, 1H)', 7.13 (m, 1H), 
7.08 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 0.9, 4.8Hz, 1H), 6.90 (dd, J = 2,4, 8.7Hz, 1H), 
5.08 (s, 2H), 4.96 (s, 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 
(m, 2H), 0.'90it, J '= 7:5Hz, 3H) C 

mmM2 ( 29 6 ) 

8- (N-7°a fcVU-N- ( 5 5vl^;t:7 31 2 --f /l^) ^ fvl^T ^ 
y ) - 2 -^^-^-3- (2-^np-4-y h^v^o.^/!/) -5, 7- 
v>tKn-7P [3, 4-d] t'7)/n [l, 5- a] t'y^vV 




OCH3 
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T L C : R f 0.50 (^rl^ : ttBfczc^Vl/^ 2:1); 



NMR(300MHz, CDC1 5 ) : 5 7.31 (id, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.90 



(dd, J = 2.4, 8.7Hz, 1H), 6.66 (d, J = 3.3Hz, 1H), 6.56 (m, 1H), 5.02 - 5.17 (m, 4H), 
4.90 (s, 2H), 3.84 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42 (s, 3H), 1.64 (m, 2H), 
5 0J92 (t, J = 7.5Hz, 3H) 0 ' ' ' ."' 

mmm 2 (297) 

8- (N-y^-N-v'^ p^P tVl^^f-^T?: 7) -2-^^-3- 
(2-^pd-4-7 h^v^oi-^) -6, 7-^tFn-5H-^n 
10 [d] t°7/n [1, 5 -a]' t°y Sv^ -jgggm 



T L C : R f 0.61 (^3MM' : g£|fc;n^vu= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.1Hz, 1H), 6.89 
(dd, J =8.7, 2.1Hz, 1H), 3.83 (s, 3H), 3.69 (t, J = 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (m, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H) 0 

2 (2 9 8) 



20 8- (N-^yl— N-v-* v?u /) -2-^^-3- 




OCH 3 
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( 2 -^pd-4-p« Y^-i/y^^M -5, 7-i?kKn-7n [3, 4 
-dQ [1, 5 -a] t°U *v?^ • MMM. 




OCH 3 



T L C : R,f 0.40 (^rf-^ : g^^^/U= 2 : 1 ) ;' 

1 

5 NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.93 
(dd, J =8.4, 2.1Hz, 1H), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2H), 3.71 
(m, 2H), 2.37 (s, 3H), 1 .70 (quint, J = 7.2Hz, 2H), 1 .39 (sixt, J = 7.2Hz, 2H), l! 10 (m, 
1H), 0.96 (t, J = 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H) C 

10 mtm 2 (2 9 9) 

8- (N-y^vU—N-V^ X2-fn TdjV^J-jVT^ S) -2-^^-3- 
(2-^^-4 b^v-y^^yw) -5, 7-v?tKn-7n [3, 4 
-d] fc'^/o [1, 5 -a] t'y^v^-SI^ 




15 TLC : R f 0.45 {^-f-y : 1^^^= 2 : I) ; 
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NMR(300MHz, ,CDC1 3 ) : 5 t 7,115 (d, J = 8.7Hz, 1H)„6.S8 (d, J = 2.1Hz, 1H), 6.81 
(dd, J =8.7, 2>JHz, lH)','5.25.(s, 2H), 5.13 (s,'2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 
(m, 2H), 2.33 (s, 3H), 2.18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m, 
1H), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (m, 2H) 0 ,' 



mmMi poo). 

I 

8- (N-^ntVl^-N- (ft7iy-3 L ^^) ^W^/) -2- 
^^-3- (2-><5 L /V-4-^ f^V^^ii/V).- 5, 7-^fcKn- 
7P [3, 4-d] ,t°y^/p [,1, 5-a] t 0 yv^>' 
. • : S- 




10 



OCH 3 



15 



T L C : R f 0.48 (^^-^^ : |^^i^;W= 2:1) ; 
NMR(300MHz, CDCI3) : 5 7.28 (dd, J = 2.7, 5.1Hz, 1H), 7.18 (d, J = 8.7Hz, 1H), 
7.13 (m, 1H), 6.97 (dd, J = 1.5, 5.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 (dd, J = 3.0, 
8.7Hz, 1H), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s , 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
(s, 3H), 2.19 (s, 3H), 1.64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H) e 



mmm 2 001) 

8- (N-7°n tVU-N- ( 5 2 --f A-) / f)^T 
J) -2-^f-/V-3- (2 -^^-4-^ h^^^/V) -5, 7- 
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Fo-7o [3, 4-d] k'^yn [i, 5- a] fc'lJSv^ 




T L C : R f 0.47 (^-fry : gfcSfcj.^vl^ 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.18 (d, J = S.4Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
5 (dd, J = 3.0, S.4Hz, 1H), 6.65 (d, J = 3.3Hz, 1H), 6.55 (m, 1H), 5,11 (s, 4H), 4.88 (s, 
2H), 3.83 (s, 3H), 3.27 (m, 2H), 2.43 (s, 3H), 2. 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J = 7.5Hz, 3H) 0 

i 

Hjfeffll 2 (3 0 2) 

10 8- (S-^y^^T^. J) - 2-}=f)V- 3 - (2-^nn-4-i h 
i/U)Vifs=.)Vy zjl^)V) -6, KP-5H-^n-<^ [d] t° 

r/p [i, 5 -a] t° y ^ • 
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«, i 




.'HN' 












• HCl 









T L C : R f 0.56 (^-fy : g£g£;n?vl/= 2:1); 
NMR(300MHz,'GDCl 3 ) : 5 8.21 (d, J = 1.5Hz„lH), 8.08 (dd, J = 1.5, 7.8Hz, 1H), 
7.56 (d, J = 7.8Hz, 1H), 7.30 (brd, J = mSHz, 1H), 4.38 (q, J = 6.9Hz, 2H), 4.00 (m, 
5 1H), 3.34 -''3.64 (m, 2H), 3.15 (t, J = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m, 2H), 1.65 - 
1.96 (m, 4H), 1.41 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H) C 



10 



(3 0 3.) , , , 

8- (N-yntf/W-N- (2-7;VtP7i=^) -2 
^^7l/-3- (2-^na-4-^ ^i/7i-/V) -6, 
5H-V>n^ [d] tyy'o [i, 5 -a] fcT!J 5 i?!' • ttfiWft 




OCH 3 
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r 

TLC : Rf 0.52 • 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.35 (m, 2H), 7.10 - 6.92 (m, 5H), 5.16 (m, 2H), 3.85 
(s, 3H), 3.70 (m, 2H), 3.60 - 3.34 (m, 2H), 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H), ' 
1.75 (m,2H), 0.94 (m,3H) 0 

mm 2 (3 0 4) 

8- (N-^p bV^N- (2-7;Vi"P7i^) 7«^T^y) -2- 
^^-3- (2-^nn-4-^^>7x^) -5, 
7P [3, 4-d] t°yy^P [1, 5 -a] fc°]J $ v>V -.i^ii 



15 





10 OCH 3 



T L C : R f 0.45 : g^^aif-/>= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.48 - 7.33 (ra, 2H), 7.13 - 7.04 (m, 4H), 6.97 (dd, J = 
8.4, 2.4Hz, 1H), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (m, 2H), 
2.37 (s, 3H), 1.82 (sext, J = 7.2Hz, 2H), 0.97 (t, J = 7.2Hz, 3H) D 



llfifeM 2 (3 0 5) 

8- (N-7°n tVU-N- (2-7/^P7rc^7U) 7<^T^y) -2- 
^^-3- (2-7 ( f-^-4-7< h^r^7x^) -5, 7-v>tKP- 
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i 

• i, • 

7o [ 3 , .4 d ] \fy V*y ,'[ 1 ! 5 - .a ]' ' t° i) $ ; jUjft 




OCH3 



TLC : R.f, 0.55 (^^f-V : TOmf-7U=2 : 1) ; 
NM R (300MHz,. CDCI3) : 6 7.36 - 726 (m, 1H), 7.16 (d, J = 8.7Hz, 1H), 7.09 - 
5 6.96 (m, 3H), 6.88 (d, J - 2.7Hz, 1H), 6.82 (dd, J = 8.7, 2.7Hz, 1H), 5.13 (s, 2H), 
5.03 (s, 2H), 5.02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz,. 2H), 0.92 (t, J = 7.2Hz, 3H) C 

mMM2 (3 0 6) 

10 8- (N-^P fcVt^-N- (5 2 — t^-jVT^ 
-2—*7-/ls-3- i2-f vn- 4-t \-**/7^~;U) -6, 7- 
^tKn-5H-^n^ [d] e^y'n [1, 5-a] t'y^v 5 ^ 
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> 1 




OCH 3 



T L C : R. f 0.57 . (^^rf-y : ftSfcaifyi^ 2 : . 1 ) ; 

1 i • 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J =2.7Hz, 1H), 6.89 
(dd, J = 2.7, 8.4Hz, 1H), 6.64 (d, J = 3.3Hz, 1H), 6.54 (m, 1H), 4.96 (s, 2H), 3.84 (s, 
5 3H), 3.38 (m, 2H), 2:90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 
(s, 3H), 2.08 (m, 2H), 1.61 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) 0 

1 

mmm2 (3 0 7) 

8- (N-^ntv^-N- (ft7xy-3--f^) ^w-;y) -2- 

10 (2 p p -4-^ Y**y7 ol-)V) -6, 7-i?tFP- 

5H-^n^ [d] \fyVxi [1, 5-a] t°!) v^y 




OCH3 
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' T L C : R f 0.53 (^f-^ : ftRji^U= 3:1); 

i 

i 

NMR(300MHz, CDC1 3 ) : 6 7.32 (d; J = 8.7Hz, 1H), 7.25 (m, 1H), 7.11 (ni^ 1H), 
7.07 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 1.5, 5.1Hz, 1H), 6.89 (dd, J = 2.7, 8.7Hz, 1H),, 
4.85 (s, 2H), 3.84 (s, 3H), 3.39 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 
5 2H), 2.39 (s,3H), 2.07 (m, 2H); 1.60 (m,'2H), 0.89 (t, J = 7.2Hz, 3H) D 

Mt&m 2 (3 0 8) 

8- (N-^fvk-N-r/n tVkT5 y) -2-^f;l/-3- (2-^nn 
-4-n^7x=^) -6, 7-^tKn-5H-^o^ [d] 
10 fyy'n [1, 5- a] fJJ $ W 

i 




T L C : R f 0.58 (^f-^ : ^^^= 2:1) ; 
NM R (300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
15 3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H) D 

%W$\\2, (3 0 9) 

8- (N-^^-N-^n fcV^T ^ 7 ) -2-^f-jU~3- {l-t^JV 
20 -4-^ Y$:*y7^^)V) -5, 7-v^tKP-7P [3, 4-d] t°7 N / 
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a [i, 5 - a] t°y *i?y y 




T L C : R f 0.55 : SK^^^= 2:1); 

NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80. 
5 (dd, J - 8.7, 2.7Hz, 1H), 5.20 (s,.2H), 4.89 (s, 2H), 3.82 (s, 3H), 3.67 (q, J - 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.34 (s, 3H), 2.18 (s, 3H), 1.72 - 1.56 (m, 2H), 1.23 (t, J - 
7.2Hz, 3H), 0.93 (t, J = 7.2Hz, 3H) D 

gMj 2 (310) 
10 8- (N-xf^-N-yp tVUT 5 7 ) -2-^^-3- 

-4-^f^7^) -5, 7-^kFn-7o [3, 4-d] t°y^ 
a [1, 5-a] b°y ^v 5 ^ 




OCH 3 



T L C : R f 0.51 i^^y : @^^?vU= 2:1); 
15 NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
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i 

i 

i 

I, • 

♦ 

(dd, J = 8.7, 2.7Hz, 1H), 5.19 ^TH), 4,90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60'- 3*48 (m, 2H), 2.38 (s, 3H), .1.70 - 1.50 (m,.2H), 1.24 (t, J = 7.2Hz, 3H), 
0-93 (t, J = 7, 2Hz, 3H) 0 '". ' , , ( 

1 ' ■ 1 

i » 

5 mmm 2 on) ■ '., • . 

8-'(3-^^^T5:/) - 2 - * fvW- 3 - (2-? vu-4-%/W< 
^/f;l/7,x=;/>) -6, 7 - v^fc Kp - 5 H- is 9 [ d] ' If 7 ^ p 

1 

[1, 5 -a] f'y 




10 TLC:.Rf 0.53 (»f 1/^ : Sixf^=l 0 : 1) ; 

NMR(300MHz ; CDC1 3 ) : 5 7.96 (d, J = 1.8Hz, 1H), 7.70 (dd, J = 8.1, 1.8Hz, 1H), 
7.50 (d, J = 8.1Hz, 1H), 6.26 (d, J = 10.5Hz, 1H), 3.82 (m, 1H), 3.14 - 3.05 (m, 2H), 
2.91 (t, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.22 - 2.10 (m , 2H), 1 .85 - 1.50 (m, 4H), 1.02 (t, 
J = 7.5Hz,6H) 0 

15 

SMM 2 (312) 

8- (3— O^J^T^J) (2-7 pp -4- (N- 

*J-jVj]jW^s( ;V) 7 -6, Ka-5H-^a-<y^ 

[d] t°7y*P [1, 5-a] t°})*i?y 
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TLC : R f 0:55 X'&fct^Vl/ : _ gfcgjfcx^yl^. l 0:1) ; 
NMR(300MHzi .C£>Cl 3 )': 6 7.89 (d, J= 1.8Hz, lH), 7.64 (dd, J = 7.8, 1.8Hz, 1H), 
7.45 (d, J =i 7,8Hz, ,1H), 6.42 (brs, 1H), 6.26 (d, J = 10.2Hz, 1H), 3.82 (m, 1H), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), 2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), fJ 1.82- 1:55 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

1 i 

mmm2 ( 3 1 a) 

8- (3-^7W^) - 2 - ^ =f;V- 3 - (2-^nn-4- (N, 
10 N-^yvM/zW^^fyV) -6, Kd-5H-^d 

[d] t°7^c2 [l, 5-a] h"V^i» 




I 
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TLC:Rf 0.65 (»f W : i^xf ;l/= l 0 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.56 (id, J = 1.5Hz, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.36 
. (dd, J = 7.8, 1.5Hz, 1H), 6.26 (d, J = 9.9Hz, 1H), 3.82 (m, 1H), 3.17 - 3.02 (m, 8H), 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85- 1.42 (m, 4H), 1.02 (t, 
,5, J,= 7.5Hz, 6H) 0 

mtm\2 (314) , 

8- (3— -2-^^^-/1—3- (2, 4-' 

y K>>7s=;v) -5, 7-^kFp-7a [3, 4-d] t°7^P [1, 

10. 5 - a] t°,y $ v>>- 




OCH 3 



T L C : R f 0.29 (^^rf-^ : f^3^,p= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.69 (s, 2H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, 1H), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
1 5 (m, 4H), 1 .03 (t, J = 7.2Hz, 6H) 0 

Hjjffil 2 (315) 

8- (N-^^-N- (4-7;l/tD7x-;l/) y^vKT^/) -2-7* 
(2-^f/l'-4-n^v'7x^) -5, 7-i?kKP-7 
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. 1 ' 

u [3, 4-d] t^y'n -[I,, 5- a] X°V ,5 




TLC:Rf 0.49 i^^y : W$i^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.30 - 7.22 (m, 2H), 7.18 (d, J = 8.1Hz, 1H), 7.06 - 
5 6.94 (m,.2H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H), 3.41 (q,J =? 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J = 7.2Hz, 3H) 0 

$mM2 (3 16) 

10 8- (N-^/V-N- <4-7;l'tD7x=^) ^W^y) -2-^ 
(2-^dp-4-^ b^7i=/V) -6, 7-v>fcKc2-5 
H. — i/# [d] l^7 x /o [1, 5- a] truss?^ 
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T.LC : R.f 0.42 : ^^aL=f-;u= 2 : 1 ) ;' 

NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.26 - 7.22 (m, 2H), 7.07 (d, J. 
= 2.4Hz, 1H), 7.04 - 6.94 (m, 2H), 6.90 (dd 3 J = 8.4, 2.4Hz, 1H), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.40 (s, 
3H), 2.16- 1.98 (m, 2H), 1.18 (t, J = 7.2Hz, 3H) 0 

m&M 2 (317) 

8- (N-^^/U-N- (4-7/^P7i^) ^f/l/J^/) — 2—? 
10 fvI^-3- (2-^na-4-^ h^v'7x^) -5, 7-^tFn-7 
p [3, 4-d] M°7V*xi [l, 5- a] t 0 y^v>^ 
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T LC : R f 0.46 i^-fy : RS*f/W=2 : l) ; 
, NMR(300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.1Hz, 1H), 7.30 - 7.24 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 6.94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 

t 

5 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz,3H) 0 



2-^^-3- (2-^nn-4, 6-v 5 
^tKo-5H-^n^ [d] 




OCH 3 



H»J 2 (318) 

8- (3—^^T?/) - 
10 ^ Y$r*y7 -6, 7- 

P [1, 5 -a] t°P ^ v 5 ^ 
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i 

I, • 

T L C : R f '0.26 (^U^/: g^^/l/st 2- : 1 ) ; 
NMR(300MHz,' CDC1 3 ) : 6 6.67 (d J = 2.7Hz, 1H)„ 6.45 (d, J = 2.7Hz, 1H), 6.23 
(d, J = 10.8H^.iH),'3.82 ! (s > ,3H), 3i80 (m, 1H), 3.70 (s, 3H), 3.07 (m, 2H), 2.90 (m, 
2H), 2.25 (s, 3H), 2.13 (m 1 , 2H), 1.52 - 1.80 (m, 4H)i 1.02 (t, J = 7.2Hz, 3H), 1.01 (t. 
5 J = 7.2Hz,3H) 0 ' ., 

1 

" ■ . ' i 

mMM2 (3 19) 

8- (3-^yf;U7^y) -2-^^-3- (2-^dd-4, 6-v> 
p< h^rv'^^/v) - 5> 7--^t Kn-7D [3, 4-d] t°7^n [1, 
10 5- al %py : ■ 




T L C : R f 0.22 {^-f^ : H^^9vV= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 6.68 (d, J = 2.7Hz, 1H), 6.47 (d, J = 2.7Hz, 1H), 6.34 
(d, J = 10.8Hz, 1H), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, 1H), 4.90 (d, J = 13.5Hz, 1H), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, 1H), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H) D 

£t&M 2 (3 2 0) 

8- (3-' <^JU7K -2-/J-/U-3- (2-^pd-4-7^ 
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i 

i, • 

i ' 1 1 

t6','. .7-i?fc'iKt?-5H— ^p^^ [dl.k'^/P [1, 

' r 1 • 1 1 




NH 2 



T L C : R f ' 0.22 : fr= 1:1); 

5 N M R (3 00MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.82 (d, J - 2.1Hz, 1H), 6.63 

(dd, J = 8.4, 2.1Hz, 1H), 6.21 (d, J = 10.2Hz, 1H), 3.87 - 3.62 (m, 3H), 3.12 - 3.03 (m, 

' '' '. 

2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85 - 1.50 (m, 4H), 1.01 
(t, J = 7.5Hz, 6H) 0 ■ ' ' ' 

io mmm2 (3 2i) 

8- (4— ^r/^T^/) -2-^^-3- (2-^f;V-4-^^ 
i/y^rz/^) -5, 7-^tFn-7n [3, 4-d] fy/o [l, 5- 

a] t°y ^ py 
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OCH 3 



. TLC : R f 0.48 : ft»xf-;l/=2 : 1) ; 

NM R (300MHz, CDC1 3 ) : 5 7. 1 5 (d, J = 8.7Hz, 1H), 6.86 (d„ J - 2.7Hz, 1H), 6.79 
(dd, J = 8.7, 2.7Hz, 1H), 6.32 (d, J - 10.8Hz, 1H), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
5 , 3H), 3.40 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.78 - 1.38 (m, 8H), 0.95 (t, J = 7.2Hz, 
6H) C 



8- -2-^^-3- (2-^DP-4-^/V 




10 T^y^rc^/W) - 



6, 7-i^fcKP-5H-^P^ [d] t'yy'n 



[1, 5 -a] t'H^y 




T L C : R f 0.45 : g^jx^/P= 1:1) 
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i 

i . 

NMR(300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.4Hz, 1H), 6.73 (d, J = 2.4Hz, 1H), 6.56' 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (m, 
2H), 2.95 - 2.80 (m, 2H), 2.85 (s, 3H), 2.34 (s, 3H), 2.20 -2.05 (m, 2H), 1.80 - 1.50 ' 
(m, 4H), 1,01 (t, J = 7.2Hz, 6H) D • 

' 5 ■ ■ 

mm (323) 

8- (3-^y^75/) -2-^^-3- (2-*y^5/V-4-> h 
,dr^7s^;l/) -6, 7-5?fc Kd-5H-^o^ [d] fc^^n [1, 

5 -a] try 




T L C : R f 0.26 (^*c^> : gfcgkxfvl^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 9.85 (s, 1H), 7.55 (d, J = 2.7Hz, 1H), 7.38 (d, J = 
8.4Hz, 1H), 7.22 (dd, J = 8.4, 2.7Hz, 1H), 6.23 (d, J = 9.6Hz, 1H), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) D 

mm 2 (324) 

8- (3-^f^7$/) -2-^^-3- (2-i/7S-4-* V* 
*yy*~M -6, 7-i?tKo-5H-i/^o^ [d] t°7^/n [l, 
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I 

I, ■ 

5-a] t°y Vv^ • ,' ' " • 




T L C : R f 0.54 (^f-^ : ft^^W- 1, : .1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.46 (d, J = 9.0Hz, 1H), 7.24 (d, J = 2.4Hz, 1H), 7.18 
5 (dd, J = 9.0, 2:4Hz, 1H), 6.24 (d, J = lti.5Hz, 1H), 3.88 - 3.73 (m) arid 3.86 (s) total 
4H, 3.09 (t, J = 7.2Hz, 211), 2.92 (t, J = 7.2Hz, 2H), 2:43 (s, 3H), 2.15 (quint, J = 
7.2Hz, 2H), 1,80 - 1.50 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

l 

mmm 2 025) 

10 8- (3 -^yf/V7?y) - 2-^^;V- 3 - (2 -^^-4 - ^ 

-y?3.~/V) -6, 7-;/tKP-5H-^P^ [d] h'yV'xn [1, 
5-a] t°y ^ 




OCH3 
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TLC : Rf 0.30 (^rlfy : v mk^^= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.12 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.77 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.83 - 3.75 (m) and 3.83 (s) total' 
. 4H, 3 .08 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.2Hz, 2H), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s, 
5 3H), 2.13 (quint, J = 7.2Hz, 2HX 1.83 - 1.50 (m, 4H),1.10 - 0.98 (m, 9H) B 

Hi 2 (3 2 6) 1 




-6, 7-^tKn-5H-^o^ [d] [l, 5-a] t° 

io y ^ ■ mm 



T L C : R f 0.51 : @^^A-= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 8.20 (s, 1H), 7.65 (d, J = 8.4Hz, 1H), 7.38 (d, J = 
10.2Hz, 1H), 7.08 - 6.97 (m, 2H), 4.15 (m, 1H), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
15 2H), 2.33 (m, 2H), 1.88 - 1.60 (m, 4H), 1.60 - 1.35 (m, 4H), 0.99 (t, J = 7.5Hz, 6H) C 

MIMM 2 (3 2 7) 

8- (N, N-v^nkVKTS;./) -3- (2-^nn-4-^ b^V7x 
-6, 7-i?tKn-5H-^D^ [d] t°7V*P [1, 5- 




8- (4 — ^W^;) -3- (■2-^on-4-n^7i-/P) 




OCH 3 
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i 

I, • 

a] try 




T L C : R f 0154 (^^, : «^^= 3:1); 
NMR(300MHz, CDC1 3 ) : S 8.32 (s, 1H), 7.78' (d, J = 8.7Hz, 1H), 7.03 (d, J = 
5 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.57 (m, 4H), 2.97 (m, 4H), 
2. 1 7 (m, 2H), i .66. - 1 . 50 (m, 4H), 0. 88 (t, J = 7. 5Hz] 6H) C 

mMM2 (3*2 8) . ' 

8- (N, N-v^otVUT^yO' -'37- (2-^Dn-4-^f^>7x 
10 =-;V) -5, 7-^kKD-7P [3, 4-d] K'yyv [l, 5-a] h c 




och 3 



T L C : R f 0.58 (^f- V : B^f/^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.35 (s, 1H), 7.72 (d, J = 9.0Hz, 1H), 7.04 (d, J = 
15 2.4Hz, 1H), 6.91 (dd, J = 9.0, 2.4Hz, 1H), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 
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WO 02/053565 I PCT/JPOl/1 1 581 

I, 

■ . ■ • 1 . 

3.57 (t, J = 7.5Hz; 4H)„ 1.72 -'1.46 (m, 4H), 0.?0 (t, ) = 7.2Hz, 6H) 0 

1 1 
HM)2, (3 2 8) ' /'.'' ' 1 

8- {N-i/f oVd \*A>&?As-H-"7ti \£>\>7% J>) -3- (2-^n 

5 _ 5j 7-'^tKD-7D [3, 4-d] t°7 

y*p [1, 5- a] t'V 




TLC : R f 0.60 (-^f-V : @^^fyV= 2 : 1) ; 
NMR (300MHz, PDC1 3 ) : 5 8.37 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.05 (d, J =' 
10 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1!72 - 1.56 (m, 2H), 1.04 (m, 1H), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (m, 2H), 0.20 - 0.08 (m, 2H) 0 

mWM2 (3 3 0) 

15 8- (N-^^vVl— N-i/f u-fu tW^fWT % J) -3- (2-^n 
d_4_^ f^>>7x-;v) -5, 7-^tKo-7o [3, 4-d] fy 

5/d [1, 5 -a] try 
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OCH 3 



T L C : R f 0.52 (^-fy :^m^^=2 : 1) , .; , 
NM R (300MHz, CDC1 3 ) : 8 , 8.42 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.38 - 7:20 (m, 
, 5H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 
5 4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J - 6.6Hz, 2H), 1 .04 (ra, 1H), 0.58 - 0.46 (m, 2H), 
0.16 - 0.04 (m,2H) 0 

2 (331) 

8- (N-v^ P7°n tW^f^- N- (4 - *J-;V7 /^-/UT^ 
10 /) -3- (2-^ p p-4 h^v-^^^ylx) -5, 7 _^ t ^ a _y 
n [3, 4-dl t'^/n [1, 5-a] t°U^v?y 
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O 



CI 



OCH 3 



TLC : Rf 0.56 (^*rf\>.: ffi&^fr= 2 : l) ; ' 
NMR(300MHz, CDC1 3 ) : 8 8.42 (s, 1H), 7.75 (d, J = 8.4Hz, 1H), 7.19 (d 5 J = , 
7.8Hz, 2H), 7.13 (d, J= 7.8Hz, 2H), 7.06 (d, J = 2.4Hz, 1H), 6.93 (dd, J = 8.4, 2.4Hz, 



5 1H), 5.24 (s, 2H), 4.95 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.42 (d, J = 6.3Hz, 2H), 
2.33 (s, 3H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 0.18 - 0.04 (m, 2H) C 

mmm 2 032) 

8- (N-7*p tVU-N- (2-^~;u) T^7) -3- (2-^nn- 
10 4-^ h^-yyaLzzju) -5, 7-^tFn-7n [3, 4-d] fy^n 
[1, 5-a] f^v^ 




OCH 3 
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i 

: i 

• I. 

TLC : R.f 0,41 (^f;i< : 'BBfcifvl^ 2 ; 
NMR(300MHz, CDC1 3 ) : .5 8.37 (s, 1H),'7.71 (d^.J «- 8.7Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), '6.92 (dd, 3. '= 8.7, 2.7Hz, 1H), 5.34 (s, 2H), 4.97 (s, 2H), 4.44 (q, J = 
2.4Hz, 2H), 3,83 (s ? . 3H),'3.52 (m, 2H), 1.82 (t, J =:2.4Hz, 3H), 1.80 - 1.62 (m, 2H), 
5 0.98 (t, J=7 ; 2Hz,i3H) 0 ' . '., ' - . 

. i 

Hjjffll2 (3 3 3) 

8- O-^yfvvT^ y) -2-^^;v-3- (2-y h*\sJ)^yS-/\s 
-4-^ F^r^7x-;l/) -6, 7-^tFn-5H-^P^ [d] 
10 t'yy'o [1,. ,5- a] V 1) .• mm 




OCH 3 



T L C : R f 0.26 (^^r#^ : ®t=^cfvV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.70 (d, J = 2.7Hz, 1H), 7.34 (d, J = 8.4Hz, 1H), 7.30 - 
7.16 (m) and 7.19 (dd, J - 8.4, 2.7Hz) total 2H, 4.03 - 3.83 (m) and 3.89 (s) total 4H, 
15 3.77 (s, 3H), 3.54 - 3.36 (in, 2H), 3.11 (t, J= 7.5Hz, 2H), 2.33 - 2.00 (m) and 2.25 (s) 
total 4H, 1.90 - 1.58 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) C 

mmm2 (334) 

8- (N-^A'-N-V* p7°p \f)V/=f;VT^ J) -3- 
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i 

' ' i. • 

b*iSt7*=.;V) ^-'5,, 7-i?X [3, 4-d] h°yy* 




T L C : R f 0,45' t^$-f> : m®&^/^= 2:1) ; 
5 N M R (3 OQMHz, CDC1 3 ) : 5 8.3? (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.66 - 3.52 Cm, 4H), 1,66 - 1.48 (m, 2H), 1.44 - 1.22 (m, 2H), 1.04 (m, 1H), 0.91 (t, J 
= 7.2Hz, 3H), 0.60 - 0.44 (m, 2H), 0.22 - 0.08 (m, 2H) C 

1 i 
• ' ■ t 

io mmm 2 035) 

8- O.-'O^VUT?/) -3- (2-^dd-4-^ hdrWi^)' 
-5, 7-i/t Ka-7D [3, 4-d] M'yVn [1, 5- a] fc° V ^ i? 




OCH 3 



301 



WO 02/053565 
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TLC : R f 0.57 : &&^/U= 2:1).; 

i 

NMR (300MHz, CDC1 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 



2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.31 (s, 2H), 
4.97 (s, 2H), 3.83 (s, 3H), 3.28 (m, 1H),1.84 - 1.54 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) C 

5 ; 

m&M 2 (3 3 6) 

8- (N-^nyPtVMf/V-N- (4-7/^d7j=^) ^fVWT 
' 5 7) -3- (2-^nn-,4-^ b?Srv'7^=./>) -5, 
7n [3, 4-d] t'7/P [1, 5-a] 



T L C : R f 0.41 : gj=B&n<?vw= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.41 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.38 - 7.24 (m, 
2H), 7.12 - 6.96 (m, 3H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 
4.91 (s, 2H), 3.84 (s, 3H), 3.39 (d, J = 6.9Hz, 2H), 1.02 (m, 1H), 0.60 - 0.44 (m, 2H), 
15 0.16- 0.02 (m,2H) 0 



F 




10 



OCH 3 



mm\2 (337) 

8- (N-^n^nt>-N- 
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i 

- 2 -^^U-B— (2-^ tup- 4 -'.^ h*;>7#~M -6, 
KP-SH*^n^y^ [d] 5-a] t e y§t>^ 




OCH 3 



T L C : R f 0.41 ( Y/V^y : f^^^/W= 10:1) ; 
5 NM R (300MHz £00,) : 5 7.32 (d, J = 8.4Hz, 1H), 7.23 (m, 1H), 7. 13 - 6.97 (m, 
3H), 7.06 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 5.15 (brs, 2H), 3.84 (s, 

' 1 

3H), 2.98 - 2.86 (m, 4H), 2.83 (m, 1H), 2.40 (s, 3H), 2. 02 (m, 2H), 0.84 - 0.72 (m, 
4H) D 

10 gMM 2 (3 3 8) 

8- (N-^nyoWf;V-N- (2-7;^p7i^) ^f-JVT 
5 7) -2-^^-3- (2-^pp-4-^ h^7x^;l/) -6, 7 
-^tKo-5H-^n^ [d] t°^yn [1, 5-a] t^v^ 
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T L C : R f 0.49 ( YjV^y : ^m^jv= 10:1.)' ;, 
NMR (300MHz, CDC1 3 ) : 8 ,7.32 (d, J *= 8.7Hz, 1H), 7.35 - 7.16 (m, 2H), 7.06 (d, J 
, = 2.4Hz, 1H), 7.08 - 6.97 (m, 2H), 6.89 (dd, J = 8.7Hz, 2.4Hz, 1H), 5.02 (s, 2H), 3.84 
5 (s, 3H), 3.41 (d, J = 6.9Hz, 2H), 2.98 - 2.84 (m, 4H), 2.40 (s, 3H). 2.07 (m, 2H), 1.05 
(m, 1H), 0.48 (m, 2H), 0. 10 (m, 2H) 0 

MMM 2 (3 3 9) 

8- (N-^n7°o fcVM^/W-N-yn tVl^T^y) -3 - 
10 h^ri/7x-;V) -6, Kn-5H-^n^ [d] 

t'7^o [i, 5- a] try v^y 




OCH; 



T L C : R f 0.76 (^l^ : |»x^vV= 2:1) ; 
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i 

i ■ . 

r 

NMR(300MHz, CDC1 3 ) : 5 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J =' 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.68 - 3.58 (m, 2H), 3.52 (d, J 
; = 6.9Hz, 2H), 3.06 - 2.90 (m, 4H), 2.26 - 2.08 (m, 2H), 1.66 - 1.46 (m, 2H), 1.01 (m, 
1H), 0.90 (t, J = 7.2Hz, 3H), 0.52 - 0.42 (m, 2H), 0. 16 - 0.04 (m, 2H) 0 

5 ' 

jjj 2 (3 4 0) 

8- (N-7*ntVWN- ( 4 *f)Vy ^^JVT^/) -3 - (2 

har^7i^j -6, Kn-5H-^D^y 
9 [d] k'7)/o [1, 5 -a] t°Il %W , . 




10 0CH 3 

T L C : R f 0.61 (^=¥f-^ : ffi&x.?-j\,= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.37 (s, 1H), 7.79 (d, J = 9.0Hz, 1H), 7.18 - 7.07 (m, 
4H), 7.04 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 4.79 (s, 2H), 3.83 (s, 3H), 
3.45 - 3.36 (m, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 
15 2.20-2.04 (m, 2H), 1 .66 - 1 .46 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) Q 



mW,M 2 (341) 

8- (N-^yi/JU-N-i/? x2Zfvt°/Uyt?-/UT 5> /) -3 - (2-^n 

305 



WO 02/053565 V PCT/JP01/U581 

1 I 
t 

I, 

i 

o-4-^Hv'7 I ^) f-6', 7-;^tKa T 5H-^'D^ [d] 




TLC:Rf 0,67 (^1^ : i^rc^= 2:1); 
5 NMR(300MHz, CDC1 3 ) : 5 8.38 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.38 - 7.18 (m, 
5H), 7.05 (d, f = 2.4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.92 (s, 2H), 3.83 (s, 3H), 
3.40 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.'2Hz, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.22 - 2.06 
(m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 2H), 0.12 - 0.02 (m, 2H) 0 

t 

10 Hflagjl 2 (3 4 2) 

7) -3- (2-^nn-4-p< h^v^^/V) -6, 7-v 5 fcRn-5 
H-v^D-<^ [d] t°7yp [1, 5-a] t'Kv'y 
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T L C : R f o:7l' : 2:1); 

NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.79(d, J = 8.4Hz, 1H), 7.20 (d, J = 
8.1Hz, 2H), 7.11 (d, J = 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J= 8.4, 2.7Hz, 
5 1H), 4.88 (s,,2H),'3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.01 (t, J - 7.2Hz, 2H), 2.97 
(t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.22 - 2.06 (m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 
2H), 0.14 - 0.02 (m, 2H) 0 

mmm 2 (343) 

10 8- (N-^ntVL—N- (4-7^tP7i-^) ^f/I/7 5/ ) - 3 - 

(2-^dd-4-^ h^ri/7x-^) -6, Kn-5H-^n 
•^^^ [d] t"7>/p [1, 5-a] t°y^v^ 
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OCH 3 



T L C : R f 0.54 (^p-iM' : f^Sk^/v= 2 : l) ;' 

NMR(300MHz, CDC1 3 ) : 8 8,37 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.30 - 7.22 (m, 

f 

2H), 7.05 (d, J = 2.4Hz, 1H), 7.04 - 6.96 (m, 2H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.78 
5 (s, 2H), 3.83 (s, 3H), 3.46 - 3.34 (m, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.89 (t, J ='7,2Hz, 
2H), 2.20 - 2.04 (m, 2H), 1.66- 1 .48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) C 

» 

mmm2 (344) 

8 - v 5 ^^ n tVU^ f ;l/7 ^ / - 3 - (2-^dp-4-^ 
10 ~jv) -6, 7-^tK,n-5H-^D^ [d] [l, 5- 




308 



WO 02/053565 PCT/JP01/11581 

r 

TLC : R f 0.58 i^'fy RBte t 7vl'- 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.28 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.91 (dd, J - 8.7, 2.4Hz, 1H), 6.42 (d, J = 9.6Hz, 1H), 3.82 (s, 3H), 3.44 
(m, 1H), 3.10 - 3.00 (m, 2H), 2.98 - 2.88 (m, 2H), 2.22 - 2.06 (m, 2H), 1 .20 ,- 1.06 (m, 
• 5 2H), 0.68 - 0.48 (m, 4H), 0.48 - 0^34 (m, 4H) 0 

mmm 2 (345) 1 

8- (4-^f/l/7?y) -3- (2-^pp-4-^ h 3^ 7^-/1/) 
-5, 7-^tKn-7P [3, 4-d] fr/o £l„ 5-a] t°'J5^ 
10 y , . 




OCH3 



T L C : R f 0.54 i^^y : ^rc^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.32 (s, 2H), 
15 4.97 (s, 2H), 3.83 (s, 3H), 3.42 (m, 1H), 1.78 - 1.26 (m, 8H), 0.95 (t, J = 7.2Hz, 6H)„ 

m&M 2 (3 4 6) 

8- (N-^P tVl^-N- (4-^^7oi=^) ^fv^T^/) -3 - (2 
-^PD-4-^h^>7x^) -5, 7-^tKn-7B [3, 4-d] 
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i 

1 1 

• i, • 

\?7^p [.l',''5-a] vyi&is. * 




1 . 1 

TLC : Rf 0.53 : ^^^=f-;V= 2 : l) ; 

NMR(300MHz, CD,C1 3 ) : 8 8.41 (s, 1H), 7-75 (d, J= 8.7Hz, 1H), 7.16 - 7.08 (m, 
5 4H), 7.06 (d, 'J = 2.4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 5.14 (s, 2H), 4.95 (s, 2H), 
4.88 (s, 2H), 3.84 ,(s, 3H), 3.42 - 3.28 (m, 2H), 2.33 (s, 3H), 1.72 - 1.50 (m, 2H), 0.89 
(t, J = 7.5Hz,3H) 0 

Htfe^i2' (3 4 7) 

10 8- (N-^o tf/V-N- (4-7^tP7i^/l/) ^^/UT^y) -3- 
(2-^op-4-^ h^>7x-^) -5, 7-v ? tFn-7P [3, 4 
-d] t7^n [1, 5- a] fcTJJ*^ 
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OCH 3 



TLC : R f 0.50 i^-fy : %m^^= 2:1); 
, NMR(300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.74 (d, 3 = 8.4Hz, 1H), 7.32 - 7.18 (m, 
2H), 7.08 - 6.97 (m, 3H), 6.93 (dd, J = 8.4, 2.4Hz, 1H), 5.15 (s, 2H), 4.95 (s, 2H), 
5 4.88 (s, 2H), 3.84 (s, 3H), 3.40 - 3.26 (m, 2H), 1 .70 - 1 .48 (m, 2H), 0.89 (t, J = 7.2Hz, 
3H) 0 , ' 

mmm 2 (3 4 8) 

fcVM ^7 5 / - 3 - (2-^nn-4-7< }^>:7i 
10 -5, 7-^1:^-70 [3, 4-d] t'y^n [1, 5-a] fc° 




OCH 3 
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• i, 

TLC: R f '6.47 V 1 : j&Sfeifvl^ 2. : 1 ) ; 

NMR(3-00^ CDCI3) : 5 8.33 (s, 1H), 7.73 (d, J = 8.7Hz,. 1H), 7.04 (d, J = 
2.7Hz, lH)„6.9i (dd, J = 8.7, 2.7Hz, 1H), 6.55 (d, J = 9.6Hz, 1H), 5.25 ,(s, 2H), 4.94 
(s, 2H), 3.83 (s, 3H)i 2.92 (m, 1H), i.22 - 1.06 (m, 2H),0.70 - 0.48 (m, 4H), 0.48 - 
5 0.30 (m, 4H) D . , . ., • , 

nifcm 2 (349) 

8- (N-i^ n7n if/l^fvl'-N- (4- 7^^7*^:7^-/1/) 
^/l/T^/) -3,- (2-^nn-4-n^7i-^) -5, 7-v> 
10 tFn-7n [3„ 4-d] t'y'/n [1, "5— a] t°y^v>> 




OCH3 



TLC : R f 0.42 (^dp-f-V : f^^fyl^ 2 : 1) ; 
NMR (300MHz, CDCI 3 ) : 5 8.41 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.60 (d, J = 
8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, 3 = 8.4, 2.7Hz, 
15 1H), 5.27 (s, 2H), 5.02 (s, 2H) 5 4.96 (s, 2H), 3.84 (s, 3H), 3.40 (d, J = 6.6Hz, 2H), 
1.02 (m, 1H), 0.60 - 0.46 (m, 2H), 0.16 - 0.04 (m, 2H) e 



Mm 2 (3 5 0) 
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i I 

• I, 

3- (2^Pn-4-)i h^r^^^^yv) -6, Kp-5H—> 
^D^^^'CdO t'7/D ■[!,■ 5-a] t'JJ^v'y I 




5 TLC : R f 0.60 (^rlJ-> : Rixf ;u= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 8.36 (s, 1H), 7.80 (d, J = 8.4Hz, 1H), 7.12 - 6.99 (m, 
5H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 4.96 (s, 2H), 3.83 (s, 3H), 2.97 (t, J = 7.8Hz, 2H), 
2.94 (t, J = 7.5Hz, 2H), 2.78 (m, 1H), 2.32 (s, 3H), 2.16 - 2.00 (m, 2H), 0.82 - 0.68 
(m, 4H) 0 

10 

mmm 2 (351) 

8- (N-v^ n7°a hVM^-N- (4- h!J 

^f/W75-y) -3- (2-^PP-4-^ h=3r-^7^n/lx-) -6, 7-i> 
tKo-5H-^n^ [d] fc^/p Cl, 5-a] fD^v^ 
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OCH 3 



T.LC : Ri 0.55 : @M^A-= 2:1);' 

NMR(300MHz, CDC1 3 ) : 5 8,37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.58 (d, J - 

1 

8.1Hz, 2H), 7.49 (d, J = 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 
5 1H), 4.97 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.04 (t, J = 7.2Hz, 2H), 2.99 
(t, J = 7.8Hz, 2H), 2.18 (m, 2H), 1.01 (m, 1H), 0.56-0.42 (m, 2H), 0.14-0.02 (m, 2H) 0 

mmm 2 (352) 

8- (3— <>f-jVT^ 7) -3- (2-^nn-4-^ h^^7i^) 
10 -6, 7-^tKP-5H-^P^ [d]. t 5 7y'n [ 1 , 5-a] t° 




0CH3 
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i . 

TLC : R f 0.53 (^^f-f-V : I^^^=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 8.27 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.91 (dd, J = 8.7, 2.4Hz, 1H), 6.30 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 
3.82 (ra, 1H), 3.11 (t, J = 7.2Hz, 2H)i 2.96 (t, J = 7.8Hz, 2H), 2.24-2.08 ,(m, 2H), 
1 5 1.84-1.52 (m, 4H), 1.01 (t, J - 7:5Hz, 6H)= 

mmm 2 (353) ■ 

8- (N-^nT'DW^-N- (4-7/^d7j=/V) f-?-fr7 
5/) - 3- (2-^n'n-4-^ h^v'^-zW) -6, .7-S?fc Ko- 

'i 

10 5H-^P^ [d] t 0 7^P'[l, 5-a] t°y 




och 3 



T L C : R f 0.46 ; ffl&^J- jv= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.38-7.24 (m, 
2H), 7.05 (d, J = 2.7Hz, 1H), 7.05-6.93 (m, 2H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 4.87 
15 (s, 2H), 3.83 (s, 3H), 3.37 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.5Hz, 2H), 2.97 (t, J = 
7.5Hz, 2H), 2.22-2.06 (m, 2H), 1.00 (m, 1H), 0.54-0.40 (m, 2H), 0.12-0.02 (m, 2H) C 



MM 2 (3 5 4) 
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I 

I, • 

8- 1 J -2 , -^y^3- (2- (l-^^/U- 1- 

t Kb ^'v-^rf-^') ^ 4 Y*i/7^^;v) -,6 J 7 - i/t Kn - 5 H- 
i/fu^? [d]) trb^B [1, 5-a] fclr^y ( , ' 




5 TLC : R f 0,50 C^f-^ : gfl^^vl^ l : 2) ; 

NMR (300MHz, CDC1 3 ) : 5 7.23 (d, J = 2,7Hz, 1H), 7.03 (d, J = 8.7Hz, 1H), 6:83 
(dd, J = 8.7, 2:7Hz,. IB), 6.26 (d, J = 10.2Hz, 1H), 5.00-4.85 (m , 1H), 3.85-3.75 (m) 
and 3.84 (s) total 4H, '3.06 (t, J = 6.9Hz, 2H), 2.85 (t, J = 6.9Hz, 2H), 2.29 (s, 3H), 
2.11 (quint, J = 7.5Hz, 2H), 1.80-1.50 (m) and 1.64 (s) total 7H, 1.30 (s, 3H), 1.03 (t, 
10 J = 7.2Hz) and 1 .00 (t, J = 7.2Hz) total 6H 0 

m&m 2 (355) 

8- (N-^ntVi^-N- (4- b V ;U^^7x^) ^ ^ 

/KT^y) -2-^^-3- (2-^ h^rV^^-^) -6, 

15 7-v>fcKD-5H-^D^y^ [d] t'7^D [1, 5-a] t'U^v 1 
V 
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T L C : R f 0152 ' (^-fy : g»£^vi/= 2 : 1 ) ; 
NMR(300MHz 3 CDC1 3 ) : 6 7.32 (d, J = 9.0Hz, 2H), 7.32 (d, J = 8.4Hz„ 1H); 7.15 
(d, J = 9.0Hz, 2H), 7.07, (d; J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.84 (s, 
5 2H), 3.84 (s, 3H),' 3.44-3.32 (m, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.84 (t, J = 7.8Hz, 2H), 
2.39 (s, 3H), 2.06-1.98 ,(m, 2H), 1.66-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) D 

mmm 2 ( 3 5 6 ) 

8- (3-^i/;V7^7) 3 - (2-^dd-4-^R 

10 ^i^v) -6, 7-^tKn-5H-^n^ [d] f^y'n [1, 

5 -a] t°y 
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. ' T L C : R f 0.44 : 2:1).; 

NMR(300MHz, CDC1 3 ) : 5 7.30 (d; J = 8.7Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7, 2.4Hz, 1H), 6.22 (d, J = 10.8Hz, 1H), 3.84 (m, 1H), 3.83 (s, 3H), 3.08 (t, . 
J = 7.5Hz, 2H), 2.90 (t, J = 7.8Hz,.2H), '2.34 (s, 3H), 2.20-2.04 (m, 2H), 1.80-1.32 (m, 

5 6H), 1 .00 (t, J = 6.9Hz, 3H), 0.95 (t, J = 6.9Hz, 3H) 0 

mmm 2 057) _ 

8- (3-^yf-;V7^y) -2,-7<^-3- ( 2 V- 4 5" 
/Vk°i;^y-5-{^) -6, 7-i>tKn-5H-^o^ [d] t° 

io 7,y f p [i„ 5 -a] t c y ^ '• 




T L C : R f 0.23 (^-^ : |^^^/l/= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.00 (s, 1H), 6.69 (s, 1H), 6.23 (d, J = 10.5Hz, 1H), 
3.94 (s, 3H), 3.82 (m, 1H) 3 3.08 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 
15 3H) 5 2.20-2.06 (m, 2H), 2.18 (s, 3H), 1.82-1.54 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) Q 

HjjffiJ 2 (3 5 8) 

8- (N-:/5vV-N-^ nyc fcV^^A-TS; /) - 3- 

-4 h^v^^^Ix) -6, 7-^tKa-5H-^D^ [d] 
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r i 

• I, • 

[i, .'-5 ; -a] &y%¥v >mW& . ' : 




och 3 



i 

T L C : R f 0.6.1 ,'(^=^^> :• ffl&3Lj-/y= 2, : 1 ) ; 
NMR(300MHz; j CDC1 3 ) : 5 8.27 (s, 1H), 7,71 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
5 2.4Hz, 1H), : .6.94 (m, 1H), 3.90-3.70 (m, 2H), 3.83 (s, 3H), 3.64 (d, J = 6.6Hz, 2H), 
3.30-3.12 (m, 2H), 3.12-2.96 (m, 2H), 2.32-2.12 (m, 2H), 1.68-1.50 (m, 2H), 1.46- 
1.20 (m, 2H), 1.06 (m, 1H), 0.91 (t, J = 7.2Hz, 3H), 0.62-0.46 (m, 2H), 0.24-0.10 (m, 
2H) C 

i 

10 mtMm 2 (3 5 9) 

8- (N-V^ n/a tVk- N- (4-p<^7^-^) - 

3- (2-^pp-4-^ h^^^/V-) -5, 7— S?fc Kn-7o [3, 

4- d] k°7^o [1, 5 -a] fp^v^-ifo^ 
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TIC : R.f 0.49 (^=¥f-^ : jv= 2 : l) ; 

N MR (300MHz, CDC1 3 ) : 6 8:42 (s, 1H), 7.76 (d, J = 8.7Hz, 1H), 7.09 (d, J = 
8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.99 (d, J = 8.1Hz, 2H), 6.93 (dd, J = 8.7, 2.7Hz, 
5 1H), 5.19 (s, 2H), 5.11 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.32 (s, 3H), 
0.86-0.76 (m, 4H) 0 , 

mm 2 (3 6o) 

8- (N-^ntT/U-N- U-^/l^^/U) ^ -2-p< 
10 (2-^nn-4-^ b^7x^;V) -6, 7-5?kKn-5 

H— S^n^* [d] fy^P [1, 5- a] t'y 
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TIC : R f 0.74 (^*-f> : ^^/V= 2 : 1) ; 
NMR(300A4Hz 5 CDC1 3 ) : 5 7.32 (d, J = S.7Hz, 1H), 7.16-7.06 (m, 4H), 7.07 (d, J 
= 3.0Hz, 1H), 6.89 (dd, J = 8.7, 3.0Hz, 1H), 4.80 (s, 2H), 3.84 (s, 3H), 3.42-3.30 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.39 (s, 3H), 2.33 (s, 3H), 2.04- 
1.98 (m, 2H), 1.70-1.48 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) C 



(3 6 1) 



10 (2-^nn-4-^^fi/7x^) -6, 7-i?fcKn-5 

H-V^p^^^ [d] [1, 5-a] t^^v'y 
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T L C : R f 0,38, i^-f^ : g£^;c^= 2 : 1 ) ; 
NMR(30pMHz,- CDC1 3 ) : 5 7.64 (d, J = 8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7:30 
(d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 (d, J = 8.4, 2.7Hz, 1H), 5.14 (s, 2H), 
5 5.01 (s, 2H),'4.91 (s, 2H), 3.84 (s, 3H), 3.36-3.22 (m, 2H), 2:38 (s, 3H), 1.70-1.50 (m, 
2H), 0.89 (t, J = 7.2Hz, 3H)„ 

' t l 1 

1 

MM®! 2 (3 6 2) 

8- (N-^ntVl— N- (4->7y 7 *^-)VT%J) -2-* 
10 (2-^nn-4-n^7^;v) -6, 7-v J tKn-5 

H-i/^o-<v^ [d] t°yi/p [1, 5 -a] fcrj)5S?> 
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OCH 3 



T L C : R f 0:46 : ffigt^J-fr- 2:1); 

NMR(3O0MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.47 (d, J = 7.8Hz, 2H), 7.31 

(d, J = 8.4Hz, 1H), 7.07. (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.90 (s, 

■ I . 1 

5 2H), 3.84 (s, 3,H)i 3.44-3.32 (m, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 
2.38 (s, 3H), '2.20-2.02 (m, 2H), 1.66-1.46 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

' l 

1 

Hflfeff 'J 2 (3 6 3) 

8- (N-^DT'n ;l^-N-^ ;) -2 — * fvU- 3 - 

10 (2-^no-4-^ h^i/7x-;U) -6, 7-;/t Kn-5H-^n 
[d] fc^/n [1, 5 -a] t°y^v^ 




OCH3 
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• ' T LC : R f 0.30 (^f-V : 2 : 1) ; 

l 

NMR(300MHz, CDC1 3 ) : 5 7.30 (id, J = 8.4Hz, 1H), 7.05 (d, J = 3.0Hz, 1H),6.88 
(dd, J - 8.4, 3.0Hz, 1H), 3.83 (s, 3H),3.61 (d, J - 6.9Hz, 2H), 3.30 (s, 3H),3.12 (t, J = ■ 
7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H),2,36 (s, 3H), 2.20-2.06 (m, 2H),1.09 (m, 1H), 
5 0.60-0.46 (m,2H),0.24-0. 12 (m; .2H) c 

mmm 2 p64) , 

8- (N-i/^n^oWf/^N-^W5;) -2-^5^-3- 
(2-^f;v-4-y fJfV7z=;V) -5, 7-v?kKn-7o [3, 4 
10. -.d] t°7r/n [1, 5-a] t-y^v 5 ^ 




T L C : R f 0.22 (^^y : @M^fvi^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H),6.80 
(dd, J = 8.4, 3.0Hz, 1H), 5.35 (s, 2H),4.89 (s, 2H), 3.83 (s, 3H),3.72 (dd, J = 6.9, 
15 1.5Hz, 2H), 3.27 (s, 3H),2.34 (s, 3H), 2.15 (s, 3H),1.10 (m, 1H), 0.60-0.48 (m, 
2H),0.24-0.14(m,2H) o 

MM® il 2 (3 6 5) 

8- (N-i/^ n 7°o tV^ f 71/-N - ^ f;V7 J) 3- 



324 



WO 02/053565 PCT/JPO 1/1 1581 

t 

i' 

(2-^*13-4-^ h^7i^) -5, 7-^tKo-7D [3, 4' 
-d] t°7/n [1, 5- a] t°y 

! i 




OCH 3 



T LC : R f 0.18 (^^f-^ : ^11^^=2 : l) ; 
5 NMR(300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H),6.8S 
(dd, J = 8.7, 2.7Hz, 1H), 5.35 (s, 2H),4.91 (s, 2H), 3.83 (s, 3H),3.71 (d, J = 6.9Hz, 
2H), 3.27 (s, 3H),2.38 (s, 3H), 1.10 (m, 1H), 0.62-0.50 (m, 2H), 0.26-0.16 (m, 2H) C ' 

1 

MtMM 2 (3 6 6) 

10 8- (4-^7°W^) -3- (2, 6-v 5 ^f"^-4-^ h*^y^ 
-6, 7— S?fc Kp- 5H-'^o^ [d] t'7/D [1, 5- 
a] t°y ^v>V 




WO 02/053565 \ • ' ( PCT/JP01/1 1581 

i 

: t 

i , 

TLC:Rf0:55 (^rl^ : i $&kx.$-jV=-2 : 1) ; 

NMR(300]\gJ ? , CDCl' 3 ) : 8 7.80 (s, 1H), 6.83 (s, 2H),' 6.27 (d, J = 11.1Hz, 1H), 

3.98 (ra, 1H), 3.80 (s, 3H), 3 ; 11 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.22-2.04 

(m, 2H), 2.13 (s, 6H)j 1.76-1.30 (m^ 8H), 0!96 (t, J = 7.2Hz, 6H) 0 

1 

t • 

(3 6 7) . • ' 

-6, 7-^F'n-'5H-^0^yMd]k'7yo [1, 5 - a ] fc° 




T L C : R f 0.54 (^*c$-> : %fi&^?-_jv= 2:1); 
NMR(300MHz, CDC1 3 ) : 6 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.64-3.46 (m, 
4H), 2.98 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.5Hz ; 2H), 2.22-2.00 (m, 2H), 2.12 (s, 
6H), 1.68-1.48 (m, 4H),.0.89 (t, J = 7.5Hz, 6H) 0 

15 

mmm 2 (3 6 8) 

8- (N-i/^ D7"a tVM^vU-N-T'D tV^T ^ /) -3- (2, 6- 
^^v^-4 f*i/7i=;i/) -6, 7-i?t Kn- 5H-^ 
* [d] fy/c [1, 5- a] t°p5:^^ 
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TLC:Rf0.51 (^^rf-V : 1^^^= 2 : 1 ) ; 1 
NMR(300MHz, CDC1 3 ) : 6 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.68-3.58 (m, 
2H), 3.54 (d, J = 6.6Hz, 2H), 3.03 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.04- 
5 2.00 (m, 2H), 2.12 (s, 6H), 1 .68-1.50 (m, 2H), 1 .02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 
• 0.54-0.40 (m, 2H), 0.18-0.04 (m, 2H) 0 

t 

mmm 2 (3 6 9) 

8- (N-^;V-N-^n/o WW^y) -.3- (2, 6- 
10 -6, 7-5?kKn-5H-^o^y 

1 

9 Cd] t°7^n [1, 5-a] 




T L C : R f 0.49 (^=3rf->- : ffiM^^ 2:1) ; 
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I 

l, 

I 

NMR(300MHz; CDC1 3 ) : 5 ( 7 r *93 (s, 1H), 7.42-7.08 (m ; 5H), 6.70 (s, 2H), 4.94 (s, 
2H), 3.81 <s, 3H)/3.4T (d, J = 6.6Hz, 2H), .3.02 (t, J = 7,5Hz, 2H), 2.92 (t, J = 7.8Hz, 
2H), 2,22-2.04, (m, 2H), : 2. 13, (s, 6H), 1.03 (m, 1H), 0.54-0.38 (m, 2H), 0.12-0.01 ( m ; 
2H) C ... ' ' : .' 

i t 

mmM2 (3 7'o). •' 

— — i 

8- (N r v^ p:/p tVM 5v^-N- U-^^vl^^/i^^) 

7) -3- {2, '6-i>^^-;U-4-^ V^iyy=r-=^^) -6, 7-v^tK 
p-5H-^p^ [d] [l, 5 -a] t'V^v 5 ^ 



CH 3 




10 0CH 3 

T L C : R f 0.53 (^1^ : ftKif;l/= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.21 (d, J = 8.1Hz, 2H), 7.11 (d, J = 
8.1Hz, 2H), 6.70 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.40 (d, J = 6.9Hz, 2H), 3.02 (t, J 
= 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 
15 1.03 (m, 1H), 0.54-0.40 (m, 2H), 0.10-0.01 (m, 2H) 0 



mmm 2 (371) 

8- (N-^ntVl— N- (4-7/^P7x^;Mf;i,) -3- 
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i 1 



(2, ■ 6-^.^7 4 \*fi/l7 -6 fl '7^^t h*n — 5 H — 

v^n^V^ 1 td] ,if7/p [i, 5-aj tf y $ -i?^ 




TLC: R f0.46 (^rf->- : g»^fv^= 2 : 1 )■ ; 
5 NMR (300MHz, GDC1 3 ) : 8 7.92 (s, 1H), 7.36-7.18 (m, 2H), 7.06-6.88 (m, 2H), 
6.70 (s, 2H), 4.80 (s, 2H), 3.81 (s, 3H), 3.'46r3.32 (m, 2H), 3.00-2.80 (m, 4H), 2.22- 
2.00 (m, 2H), 2. 13 (s, 6H), 1 .70-1 .48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 



gjfcffjl 2 (3 7 2) 

10 8 - v^v'^ p /a k'/U^ W ^ - 3 - (2, 6 -v=^^-4-^ h=¥ 
•>7x=/l/) -6, 7-i?tKn-5H-^n^ [d] t°7 N /o [l, 

5- a] try ^v 5 ^ 
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■ T L C : R J 0.45 i^^-^r^ : fjEfticfvl^ 2:1); 
NMR(300MHz, CDC1 3 ) : 6 7.81 (s, 1H), 6.68 (s, 2H), 6.40 (d, J = 9.9Hz, 1H), 
3.80 (s, 3H), 3.46 (m, 1H), 3.05 (t, J = 7!5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.22-2.02 ' 
5 , (m, 2H), 2.13 (s, 6H), 1.20-1.06 (m, 2H), 0.68-0.36 (m, 8H) D 

HfiSfll 2 (3 7 3) 

8- (N-^f ;u-N-^ n^o 5 y) -3- (2, 6-v 5 

Y5r-yy^~jv) -6, Kn-5H-^n^ 

10 [d] t'^/n [i, 5 -a] vy-zity 




0CH3 



T L C : R f 0.61 (-^^f-^ : ffl-gk^/l^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.87 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.76-3.60 (m, 

2H), 3.53 (d, J = 6.9Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.22- 
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2.00 (m, 2H), 2.12 (s, 6H), 1.64-1.46 (m, 2H), 1.42-1.22 (m, 2H), 1.02 (m, 1H), 0.90' 
(t, J = 7.2Hz, 3H), 0.56-0.38 (m, 2H), 0.18-0.02 (m, 2H)„ 

1586012 .(3 7 4) ' " 

i i • • ' . 

•5 - 8- (N-^n7 , oWf^-N- (4-7^tD7x=/l/) t^JVT 
$ 7) -3- (2, 6-v^^vl--4-7< h*V7a=>V) -6, 7 
Kp-5H-^o^ [d] fc°7>/p [1, 5- a] t'JJv^ 



F 




T L C : R f 0.51 (^^f-^ : M^^= 2 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.38-7.26 (m ; 2H), 7.06-6.94 (m, 2H), 
6.71 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.2Hz, 
2H), 2.93 (t, J = 7.2Hz, 2H), 2.22-2.00 (m, 2H), 2.13 (s, 6H), 1.01 (m, 1H), 0.54-0.40 
(m, 2H), 0.10-0.01 (m,2H) 0 

15 mmm 3 

8- (N-^/l'-N-n-y^vt-X^y) - 2-fc Kndf-^^^U- 3- 
(2-^f;i'-4-l:Kn^7x-/i/) -6, 7-^tKn-5H-^ 
n^^* [d] t°7>/P [1, 5 -a] try 5$?^ 
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i 




i . ' * 

■ * i 

mmm t 2 (l) Tg{3iL;!Ufc£& (5 0 6'mg) OSi^fl/y (14m 
1) 7 8 to C^7^*Pt N lMH^b*!)i?)tft^fUy (12m l) 

^!)*W7A^p-7F^77^ (n-^U-^ : ^cc^= i : 
l-»2 i ,3) T'iilt, ^T^tlttffi^i-S'flS^^ (3 0 3mg) 

&#fc„ ■ • ' ; 

10 TLC : R.f o:i4 (n-^-fy ': Rflfc*77l"= 1 : 1) ; 

NMR (300MHz 3 CDC1 3 ) : 5 9.41 (brs, 1 H), 6.90 (d, J = 9.0Hz, 1 H), 6.42 (m, 2 
H), 4.71 (brs, 2 H), 3.70 (q, J = 7.5Hz, 2 H), 3.64 (t, J - 7.5Hz, 2 H), 3.01 (t, J '= 
7.8Hz, 4 H), 2.39 (brs, 1 H), 2.18 (m, 2 H), 2.01 (s, 3 H), 1.58 (m, 2 H), 1.35 (m, 2 
H), 1.21 (t, J = 7.5Hz, 3 H), 0.91 (t, J = 7.5Hz, 3 H) c 




8- (N-xf;i/-N-n-^W5y) - 2 - t Kn J-;V- 3 - 
(2-7*^-4-^ -6, Kp-5H-^d 

[d] tf7>^P [1, 5 -a] 
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OCH 3 



I 

f 

mmhfmmttcit^ ossmg) <o%\w?\sy uomi) m 

3 0^TO#t>c 0 EJ&ZS^^S !74b/fr/v'(0'.18m 1 ) 0°C"C2 

A^n-r K»f 7 7^f- ( fvWc^ : H^c^v^ 5 : 1^4 : l-»7 : 2) 
TffSSlLT, OT^^^^i-SM^tl (9 4 7mg) &$fc„ 

10 T L C : R f 0.35 ( n -^i~y : Jg^SSt^jU- 1:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.19 (d, J = 8.4Hz, 1 H), 6.85 (d, J = 2.7Hz, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 4.73 (d, J = 5.7Hz, 2 H), 3.82 (s, 3 H), 3.65 (q, J = 
7.2Hz, 2 H), 3.59 (t, J = 7.2Hz, 2 H), 2.98 (t, J = 6.9Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 
2.35 (m, 1 H), 2.19 (s, 3 H), 2.15 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.18 (t, J = 

15 7.2Hz, 3 H), 0.90 (t, J = 7.2Hz, 3 H) 0 

8- (N-7°n tVV-N- 7^y) -2-p* 

3 - (2-^f-7l/-4-^ -6, 7-v>t:Rn-5 

20 H-^d^ [d] t°7^P [1, 5- a] t'U^v 5 :/ 



333 



WO 02/053565 



PCT/JP01/11581 




mmM2 (2) -emkLftfc&Vo (18 6mg) <Di/*^;UX/U7fr*i/}? 
(5ml) ffl&lZL^ h U ^)VT % V (0.39m 1 ) £ 0H§MEH fc° y i?> 
( 2 2 5 m g ) &tiHx_. ^jfiT 2 fl#raj£# Lfc B S*&Ji^4fe**fcS£t?, 

'i 

, **tLfc. »k°y^y (5ml) »?SH: % o-7<?v^fc Kn , 

*vvW*5:/lS!fei£ (2 8mg) £*n;U ifif 1 5 &?mffiW Lfc. . 

10 fc„ JJ iJ^fjVfty v? ^77>f- (n-^^;/ : |1:g£^<5 : - 

/^=4 : 1-^3 : l) "CflUSlLT, WT©«{i:^-f 5IIM^#3 (l 6 
mg) £#7t D 

T L C : R f 0.78 (n -^dp-f- V : H^aifvV= i : i) ; 
NM R (300MHz, CDCI 3 ) : 
1 5 major isomer 

5 7.57 (t, J = 5.7Hz, 1H), 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.35 (d, J = 6.0Hz, 2H), 3.86 (s, 3H), 3.82 (s, 3H), 3.49 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2. 14 (m, 2H), 1.58 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) 0 
20 minor isomer 

5 7.15 (d, J = 8.4Hz, 1H), 6.95 (t, J = 3.9Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
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■ i, ■ 

i 

i ■ i 

(dd, J = 8.4, 2.4Hz, 1H) ? 4.47 (d,' J - 4.2Hz, 2H), 3.9,0 (s, 3H), 3.82 (s, 3H), 3.54 (t, J 
= 7.8Hz, 2Hj*2!99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2. 14 (rri; 2H),. J .58 (m, 2H), 0.92 (t, J = 7.2Hz, 3H) D 1 I 

1 ' i , 

1 

i i 

mmrns a) -5 (2) ' 1 



mm2 (2'6): vmmLt^t^v ttcitmmm4x*mmLit^^ 

ife*SrfflV^JIlte«|5 irlBIIK©J*f^4rff3&oT N OT©fc£*fe«r#fc. 

r 

10 glM5 (I)' -. ' ' 

8- (N "7° n N — (2-^>W5;if^) 75;) -2--^ 

(.2-^^-4-^ fWis/l') -5, 7-^kKo-7 
o [3, 4-^d>> t°7^n [l, 5-a] fcTJJ 55?^ • ittBttt 




OCH 3 



15 TLC : R f 0.22 (n-^-fy : f^:x^vU= 3 : 1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 
major isomer 

5 7.87 (t, J - 5.4Hz, 1H), 7.38 (d, J = 8.4Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.27 (s, 2H), 4.97 (s, 2H), 4.59 (d, J = 5.4Hz, 2H), 3.86 (s, 3H), 
20 3.74 (s, 3H), 3.38 (t, J = 7.5Hz, 2H), 2.44 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
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0,81 (t, 3 = 7.5Hz, 3H) C 



minor isomer 



8 7.38 (d, J = 8.4Hz, 1H), 7.31 (t; J = 4.2Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd„ 
J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 4.71 (d, J = 4.2Hz ; 2H), 3.92 (s, 3H), 
5 3.74 (s, 3H), 3.43 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.31 (s, 3H), 1. 65-1. 50 '(ra, 2H), 
0.84 (t, J = 7.2Hz, 3H) D 

i 

mtm\5 (2) 

i 

8- (N-^-N-n-^W^) -2-h l Kn^W^;^f^ 
10 -3- (2 4 h3r->7^.-;U) - 6 , 7 - i? fc Ko - 5 H - 
v^ox^ [d] t7^/n [1, 5- a] t°y^^V 



T LC : R f 0.19 (n -^^i^V : I^oi^/W= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.15 (s, 1H), 7.96 (brs, 1H), 7.18 (d, J = 8.1Hz : 1H), 
15 6.85 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.1, 2.7Hz, 1H), 3.82 (s, 3H), 3.67 (q, J= 7.2Hz, 
2H), 3.61 (t, J = 7.5Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.16 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 1.18 (t, J = 7.2Hz, 3H), 0.89 (t, J = 
7.5Hz, 3H) 0 

20 Hj&ff!l6 
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i 

8- [ (2S) KP^WU^y-2-^;V] 7^n2-^ 

3 - (2-p«^/U-4-^ K^7i^) -6 , 7-i?tKo-5 
H-S^n^^* [d] b°7>/n [1, 5-a] tfy^v^ 




, . OCH 3 

5 mmm2 (15) XM^Ltcit^ (2 9 0mg) OffR (4ml.) ^ 

^ N msi (i.4mD ^p^i, 8 o°cxi mmmnLtc 0 sjss^fe 
7K^t^fp^7k*^- h y t&frmw doomi) mt^?^ 
-ettttj Ltc a ^mm ^m^m^x^tw u mmmi- h v * j±xmm, 
mm bfc 0 mm<o ey^omi) t k p s idssag ( 5 

10 2mg) iltl 5B#F B ^#Lfc 0 ^ 

7KT*MS^^ts $S7M$»?-hy ^TKit, aistfco M^v^y^y 

;^7A^nvf^ 7 7^ (n-^drf-V : IM^^= 1 : l) "Cft®* 
LT, &T<DM&m*ti-%WM4k&M (I4 3mg) ^H4*M^L 
15 T#fc c 

T L C : R f 0.32 (n -^^t> : ftSxf ;i,= i : i ) ; 
N MR (300MHz, CDC1 3 ) : 
major isomer 

8 7.80 (brs, 1 H), 7.47 (d, J = 6.0Hz, 1 H), 7.14 (d, J = 8.4Hz, 1 H), 6.84 (d, J = 
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I, 

i 

2.7Hz, 1 H), 6.78 (dd, J = 8.4, 2,7Hz, 1 H), 6.53 (d,-J -f 9.6Hz, 1 H), 4.60 (m, 1 H), 
3.82 (s, 3^,^25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.3 1 (s, 3 H), 2. 1 7 (s, 3 H), 
2.10 (m, 2 H), ,1,90 (m, 2.H),,1.11 ft J = 7.2Hz, 3 H), . 
minor isomer ' 
5 5 8.52 (brs, 1 H),.<7.]4 (d, J = 8.4Hz, 1 H), 6 ; 84 (d, J = 2.7Hz, 1 H), 6.80 (m, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.44 (d, J = 9,6Hz, 1 H), 5.23 (m, 1 H), 3.82 (s, 3 H), 
3.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.3l'(s, 3 H), 2.17 (s, 3 H), 2.10 (m, 2 
H), 1 .90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H) c 

io mmme m . ... 

8- [ (2,5) -l-^ F^W^;^>-2-^v] 
/^-3- (2-/^-4-^^71^) -5, Fo-7o 
[3, 4-d] 't'7yn [1, 5-a] fc°JJ 




OCH 3 



15 H«J2 (14) T^itLT^bl^ (3 6 5mg) N & £0 1 Kn ^ 
8m g) &#fc c 

TLC : R f 0.20 (n—^^rf-y ; %$jfc3L?-j\s= 3:1) ; 
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NM R (300MHz, CDP ? ) : '« , , , 

• v . • ' , 

major isomer . 

5 7.36 (d,.J l ='6.0Hz, 1H), 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H)' 6.60 (d, J =, 9.9Hz, 1H), 5.47 (d, J - 10,5Hz, 1H), 5.31 (d, J = 
5 1 0.5Hz, 1H), '4;89'(s, 2H), 4.07 (m, 1H), 3.86 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2. 1 6 
(s, 3H), 1.96-1.87 (ni, 2H), 1.10 (t, J = 7.5Hz, 3H) 0 ' 
minor isonier ■ 

5 7.14 (d, J = 8.4Hz„ 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.4, 2.7Hz, 1H), 
6.76 (m, 1H), 6.53 (d,'j = 9.9Hz, 1H), 5 30 (ni, 2H), 4.89 (s, 2H), 4.72 (m, 1H), 3.96 
10 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 (s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 
3H) Q 1 : 



u I 1 I' 



8- [ (IS) - 1 -*/TJ-7n tWT^y] -2-^^-3- (2-t< 
15 ?vU-4-^ r-^v^i-^-e, Kn- 5H-V^n^^[d] 

k°7/n [1/ 5 -a] t°y 5^ 




OCH 3 



^W0 6-eMiitfdb^ (I3 7mg) O^b^^W^ (1ml) 
&-7 8°C^*PU MJ^VVTSy (0.32ml) fccfct)* h JJ 7/1^* ^ * 
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yxjwymkfrto (o.i3mi) fcinx., m^V2mmUWLtc 0 Kftft^fc 

Xtf/lstivJ*'? p *v ^77^- (n-^#f-V:^Jc^yU= 3 : 1 2 : 
.5 1) T»»LT, «T©*W4|l*^r1-5aJl^^* (lOOmg) %Wc 0 , 
TLC : Rf 0.27 (n-^fy :Kiif;U=2 : 1) ; 
NMR(300MHz,CDCl 3 ) : 5 7.15 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2. 7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.50 (d, J = 9.6Hz, 1H), 4.78 (m, 1H), 3.82 (s, 3H), 3.33 
(ddd, J = 14.4, 7.5, 6.3Hz, 1H), 3.11 (ddd, J = 14.4, 8.1, 6.3Hz, 1H), 2.93 (m, 2H), 
10 2.31 (s, 3H), 2.25-2.10 (m, 7H), 1.29 (t, J = 7.5Hz, 3H) C 



15 



(1) 

8- (N-^/l'-N- n --f^jVT ^ / ) -2-V7V-3- ( 2 - ^ ^ 
b^r^y^^/U) -6, 7-v>t KP-5H-^D^y^ [a] 
t'7V'P [1, 5 -a] t°V *i>> 



at-'"' 




och 3 



20 



H«J5 (2) TMittfc^^ (2 1 lmg) £/j^T, It«7^ 
«©»^SrfT^oTetTO^^S:^i-5«ljg^^ (1 9 5mg) 
T L C : R f 0.34 (n -^^y : f^;n^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.83 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H); 3.65 (q, J = 6.9Hz, 2H), 3.58 (t, J = 7.5Hz, 2H),' 



3.00 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 2.18 (m, 2H), 1.57 (m, 
2H), 1.33 (m, 2H), 1.20 (t, J = 6.9Hz, 3H), 0.91 (t, J = 7.2Hz, 3H) 6 



MM 8 



9- (S-^yf-^T 5: J) -6-^3-^-5- {2-^=5-;V~A-^Y* 
-yu [3, 2-d] t'yy'n [1, 5 -a] t'Uv^y 



mfom 2(6) T'SSBt Ltzit^ (2151118)^71 ( 3 

10 ml) mm^, 10%^7'?!?^* (I5 0mg) ^Atlx.^ 2 5 0°CT«4 
3#ram#tfc 0 K^M^fe^^*T'^*(lL, *9J-?V (10ml) 

4- (n-^f-y : Ti? h y = 9 : l) TitSULT, JB*TG>«M*M6 
Sr^T"f5«Jlft^* (15 0mg) &#fc„ 
15 TLC : Rf 0.42 (n-^f^ : »xf/l/=2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.76 (d, J = 2.4Hz, 1H), 7.20 (d, J = 8.1Hz, 1H), 6.88 
(d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 6.78 (d, J = 2.4Hz, 1H), 6.28 (brd, J 
= 10.2Hz, 1H), 4.30 (m, 1H), 3.83 (s, 3H), 2.37 (s, 3H), 2.21 (s, 3H), 1.92-1.65 (m, 
4H), 1.05 (m, 6H) 0 
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8- (3 -f<y?-M*iy) -2-/^jU-S^ (2-*3-jV- t 4- 1 h=¥ 
^^i^) -e/.T-^tKo-SH-^'n^ [d] k'yy'o [l, 
5- a] .'b?y ~ 3?^ ' 




TK^b-^ hU^^ (92.0m g ; 6 0% in oil) O h/^ V^^ 3 

^-/M2 0 2mg) 8 b°CT2^«#tfc 0 i©jl^^ N 

mm\7-?mmLtcit&%) (2 5o mg ) 5B#ra#ut 0 gas*. 

- : @^^f-/U= 5 : 1) tilt, ^T©4*ttHSr^-f5M 

(1 2 8 m g ) &#fc 0 
T L C : R f 0.58 ( \ )V^y : T± b : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 5.05 (quint, J = 6.0Hz, 1H), 3.82 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2. 2 2 - 2.10 (m, 2H ), 2.16 (s, 3H), 1.92 - 
1.78 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 



15 
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mtm\9 (i) -9 (5) 

■5 

mm 9 (i) 

8- (3 — <l/*f-;V$-3ri/) -2-^J-;V-Z- (2-^pn-4-n^f 
V7x^^) -6, 7-i/t?n-5H-^n^y^ [d] fc°7 N /n [l, 
5-a] IfH'^ 



T L C : R f 0.50 (^i^ : @^@£a:^v^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.06 (quint, J - 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.2Hz, 
2H), 2.95 (t, J = 7.2Hz, 2H), 2.38 (s, 3H), 2.1 6 (quint, J = 7.2Hz, 2H), 1.94 - 1.74 (m, 
15 4H), I.04(t,J=7.5Hz, 6H) 0 



8- (3 -2-^A—3- (2-^nn-4-^l>^ 

v^cx-/^) -5, 7-v ? tKn-7P [3, 4-d] t°7^/p [1, 5- 



10 




343 



WO 02/053565 > PCT/JP01/11581 



a] t e y 




OCH 3 



T L C : R.f 0.25 O^Mf^ : IM^^- 3:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
5 (dd, J = 8.4, 2.7Hz, 1H), 5.29 (s, 2H), 4.93 (s, 2H), 4.56 (m, 1H), 3.84 (s, 3H), 2.41 (s, 

3H), 1.99 - 1.80 (m, 4H); 1.05 (t, J = 7.5Hz, 6H) C 

,i>- "' '. 

8- (4 -^T^/P^vO -2-7^^-3- ( 2 o P - 5 - ^ h =¥. 
10 ~>;7rn~/V) -6, 7-i>h Fn-5H-i/^o^ [d] k^/D [l, 
5- a] h°y 5S?^ 




T L C : R f 0.85 : f»^^= 1:1); 
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NMR (300MHz, CDCl,) : 5 « 7.29, (d, J = S.7Pz, 7.06 (d, J = 2.7Hz, 1H) 5 6.89 
(dd, J = SJ, #7Hz, 1H), 5.22 (quint, J - 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2:95 (t,'J^ 7.5Hz, 2H), 2.37 (s, 3H), 2. 16 (quint, J = 7.5Hz, 2H), 1.90 - 1.66 (m, 
4H), 1.58 - 1.42 (m, 4H),0.95 (t,J = 7.2Hz, 6H) D : 



5 



m&M9 (4) 



i^/V) -6., 7-v>t Kn-5H-^n^ [d] M°7V*u [1, 5 
-a] t°!)5^- ' 



T L C : R f 0.36 (^D"^ : g|=gfc:xfvU= 2:1) ; 
NMR(300MHz. CDC1 3 ) : 5 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (sept, J = 6.3Hz, 1H), 3.83 (s, 3H), 3.06 (t, J = 7.5Hz, 
2H), 2.96 (t, J = 7.5Hz, 2H), 2.38 (s, 3H), 2.16 (quint, J = 7.5Hz, 2H), 1.51 (d, J = 
15 6.3Hz, 6H) 0 

mmm9 (5) 

8- (1, 6— ^fJ^ls-A-J M t^^-2-^f^-3- (2- 
^D-4-n^>7i^) -6, 7-i/kKn-5H-^n^y^ 
20 [d] fy^D [1, 5- a] t']J 
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OCH3 
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OCH 3 

T L C : R f 0.58 (^dr^V : ^ai^;u= 2 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 6 7.29(d, J = 8.4Hz, 1H), 7.06 (d„ J =2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.90 (ddt, J - 17.1, 10.2, 6.9Hz, 2H), 5.34 (quint, J = 6.3Hz, 
5 1H), 5.17 (m, 2H), 5.11 (dd, m, 2H), 3.83 (s, 3H), 3.01 (t, J = 7.5Hz, 2H), 2.95 (t, J = 
7.5Hz, 2H), 2.70 - 2.50 (m, 4H), 2.38 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H) 0 . 

MMM 1 0 

8- (S-^<yf-/U^^-) - 2 -/f-/U- 3 - (2-^nn-5-^KV 
10 7^~;V) -6, 7-^tKn-5H-y^P^y^ [d] t^y'n [1, 
5- a] fy ^v>> • 




OCH3 

h i> (68.9m g ; 6 0 % in oil) J ~;V ( 1 7 m 1 ) ^ 
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jKfc, 0°CT\ (2 5 2mg) & £ l>*###ij 7 T" 

KjgLfcft-g-* (3 0 0mg) SrJp'x., l8^JI#L7c 0 RMI«it> 

^f"^ : ftg|xf;V=5 : 1) TttMLfco ftM>^ 0°CT4 NEK-SK 
a^vV (0.2ml) StJp^l, 10^F«U l/C, 

(271.1m g) £#fc c 
T L C : R f 0.57 (^^t > : Stxf ^= 2:1) ; , 
10 NMR (300MHz, CDC1 3 ) : 6 , 7.29 (d, J = S.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.7, 2.4Hz, 1H), 4.27 (quint, J = 6.3Hz, 1H), 3.84 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 3.00 (t, J = 7..5Hz, 2H), 2.40 (s, 3H), 2 .17 (quint, J = 7.5Hz, 2H), 1.72 - 1.64 
(m,4H), 1.02 (t, J = 7.5Hz, 6H) 0 

15 mt&w 1 1 

8- (4~^f-/uy^^;u) -2-^^-/1^-3- {2-^f-;V-A-^ 
i/y^=.;V) -6, 7-^tKo-5H-^c^ [d] fy^/o [l, 
5- a] t°y 5 v 5 ^ 




OCH 3 
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! 

I 

I, 

##09 7 ^m^Ltzit^m! ( 3 0 o'm g ) ' 0>is * h,*i/^?> (3ml) 

lmg) N , '^.U 7ii)l/*77^y (4 8mg). ^ct^fP^-t h y 
7k^ (2ml) ^P^l, 5B#F^»MLfc: 0 gjfc$Sl£fcft*PU Ifclft^ 

: ,^oi^=5 : i) tint, 'ziTomm* fit zmmits 

m (2 2 2m g) '£#fc 0 

T L C : R f OA] i.RH^/U- 3.: l) ; 

10 NM R (300MHz,. CDC1 3 ) : 6 7.72 (d, J = S.lHzj 2H), 7.36 (d, J = 8.1Hz. 2H), 7.19 
(d, J = 8.4Hz,' 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.01 (t, J = 7.5Hz, 2H), 2.94 (t, J = 6.6Hz, 2H), 2. 45 (s, 3H), 2.30 (s, 3H), 2.20 
(s, 3H), 2.14 (m, 2H):. 

15 %mm 11. (1) -11 (5) 

11 ( 1 ) 

20 8- (2, 4-^nn7i-;V) -2-^^/1^-3- (2-^^-4- 
h^:?^-^) -6, 7-^tKP-5H-^o^y^ [d] k 1 ^/ 
P [1, 5- a] t°ll i- W • 
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CI 




OCH 3 



TLC : R f TLC : R f 0.38 (^t-y : ft»^=3 : l) ; 
NM R (300MHz, DMSO-d 6 ) : 5 7.91 (d, J = l : 8Hz, 1H), 7.70 (d, J = 8.4Hz, 1H), 
7.64 (dd, J = 1.8^ 8.4Hz, 1H), 7.11 (br. d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 
6.81 (dd, J =2.7, 8.4Hz, 1H), 3.77 (s, 3H), 2.94 (m, 2H), 2.68 (m, 2H), 2.14 (s, 3H), 
2. 12 (m,2H)., 2.09 (s, 3H) C 



1 (2)- 

8- (3- MJ 7;utn^f^7i^) -2-^^-3- (2-^fvV 
10 -4-^ h^r^^ai— jV) -6, 7-v ! kKn-5H-v'^n^ [d] 

f^n [i, 5 - a] t-y >i?>- 

XF 3 




OCH 3 
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TLC : R f 0.27 : g»r^v^= 3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 8.08 (brs, 1 H), S.06 (brd, J = 8.1Hz, 1 H), 7.79 (brd, J 
= 7.SHz, 1H), 7.70 (brdd, J = 8.1, 7.8Hz, 1 H), 7.19 (d, J = 8.1Hz, 1 H), 6.89 (d, J =, 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.84 (s, 3 H), 3.04 (t, J = 7.5Hz, 2 H), 
5 2:94 (t, J = 7.5Hz, 2 H), 2.3 1 (s; 3 H), 2.20 (s, 3 H), 2. 1 8 (m, 2 H)„ 

11 ( 3 ) 

*V7s=^) -6, 7-v f fcKn-5H-^n^ [d] t^/o [1, 

io 5- a] t°,y 




TLC : R f 0.23 (-^^^ : gM^^= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.92 (d, J = 9.0Hz, 2 H), 7.16 (d, J = 9.0Hz, 2 H), 7.16 
(d, J = 9.0Hz, 1 H), 6.92 (d, J - 2.7Hz, 1 H), 6.86 (dd, J = 9.0, 2.7Hz, 1 H), 3.95 (s, 3 
15 H), 3.85 (s, 3 H), 3.61 (t, J = 7.5Hz, 2 H), 3.09 (t, J = 7.5Hz, 2 H), 2.38 (s, 3 H), 2.30 
(m,2H), 2.20 (s, 3 H) 0 



HjfeM li ( 4 ) 

8- (3, 5-^op7x=/I/) -2-^^-3- (2-^^-4- 
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i, 

i 

^ f^7i^) -6, f/'-^t Fn;-5H-^n^y^ [d] 




T L C : R if ' 0.50 (^i^ : Kif^v 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.69 (d, J = 1.8Hz, 2H), 7.52 (t, J = 1.8Hz, 1H), 7.17 
(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.02 (t, J = 7.5Hz, 2H), 2.93 (t, 3 = 6.9Hz, 2H), 2. 32 (s, 3H), 2.19 (s, 3H), 2.17 
(m,2H)„ 

10 Illll (5) 

8- (2-^^7ai^/V) -2-^^-3- (2-^f"/U-4 h^r 
S/7:*=A0 -6, 7-^tKo-5H-^n^ [d] t^^/n [1, 

5- a] try ^ v>> 
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TLC : Rf 0.38 (^f">" : 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.34 - 7.48 (m, 4H), 7.20 (m, 1H), 6.89 (d, J = 2.7Hz, 
1H), 6.82 (da, J = 2.7, 8.1Hz, 1H), 3.84 (s, 3H), 3.04 (m, 2H), 2.81 (m, 1H), 2.62 (m, 
1H), 2.27 (s, 3H), 2.20 (m, 3H), 2:17 (s, 3H), 2.15 (m, 2H) C 



n mm 1 2 

4-^ b^7x^) -6, 7-ytFD-5H-^P^ [d] t° 
10 ?y*n [i, 5 -a] t°!l ^ v>>- 

o o 




och 3 



7K^{k^ MJ^A (210mg ; 63.1%in oil) (DT Yv \l Yxiy y ^ ( 1 
0ml) -eP^v?x^ (8 8 0mg) S^P^ i^3 0^ 
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mmwLtco ZLj&mmfc, ^mixm^t^t^m (8 2 0m g ) &jn*.,- 

•5 -(^f-^ : ftifeaif-/l/=8 : l->7 : l) Tl*MLT s VXf(D%im$.*^ 

-r^mm^m a.io g ) 

T L C : R f 0.48 (^dri^^ : ftgfe3L^vU= 2 : l) ; 
N MR (300MHz, CDCI 3 ) : 6 7! 1 5 (d, J = 8.1Hz, 1 H), 6.87 (d, J = 3.0Hz, 1 H), 6.80 
(dd, J = 8.1, 3.0Hz, 1 H), 6.02 (s, 1 H), 4.32 (m, 4 H), 3.82 (s, 3 H),.2.96 (t, J = 7.8Hz, 
10 2 H), 2.91 (t, J = 7.8Hz, 2 H),,2.32 (s, 3 H), 2.21 - 2.09 (m, 2 H), 2.17 (s, 3 H), 1.32 
, (t, J = 7.2Hz,6H) 0 

mmm 12 ( 1 ) - 1 2 ( 4 ) 
15 sxT<Dfc&w*mz 0 

1 

mmm 12(1) 

8- (l-^W^y-l, 

-3- (2-^^-4-^ h^v^^-z^) -6, 7-v ? tFo-5H- 
20 i/fu^O? [d] t°7 N /n [1, 5 -a] k°y^v?^ 
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T L C : R f 0.55 (RSfeai^vi,) ; 

i 

NMR(300MHz, GDCI3) : 6 7.14 (d, J = 8.1Hz, 1H), 6.87 (d, J = 1.8Hz, 1H), 6.83 - 
6.74 (m, 1H), 6.29 (s, 1H), 3.83 (s, 3H), 3.05 (s, 3H)/3.05 - 2.60 (m, 6H), 2.41 (s, 
3H), 2.30 (<5,:'3H),2.16 (brs, 6H) 0 ■ 



10 



IW,2'(2) ' 

8- (2, 4 -v^^V- 3 — - 2 -*?-JU- 3- (2-p<^ 
-4-^ j.dr^^^-yl/) _ 6> 7 — i/t Ko - 5 H — \z9 \2y<~y^ [d] 
[1,. 5 -a] \?}) 

o o 




OCH3 



T L C : R f 0.34 : flfeH^;i,= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 16.93 (s, 1H), 7.19 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
3.0Hz, 1H), 6.83 (dd, J = 8.4, 3.0Hz, 1H), 3.84 (s, 3H), 3.04 (t, J = 7.2Hz, 2H), 2.81 
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(t, J = 7.2Hz,. 2H), 2.33 (s, 3H),'2.20 (quint, J. = 7 ,2Hz, 2H), 2.18 (s, 3H), 1.95 (s, 
6H) 0 "' 



IMl 2(3) •'• : . 

8 - If X (3i h ^ . ^ fvU- 2 - * f-jV- 3- (2-^PP- 

i-tY^y^As) -6, 7-^'Kn-5H-^n^y^ [d] t° 
[-1 , • 5 - a] t°y 




OCH 3 



TLC : R f 0.18 (^t^ : SKxf /i/=3 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.28 (d, J = -8.4Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 6.02 (s, 1H), 4.40 - 4.20 (m, 4H), 3.84 (s, 3H), 2.98 (t, J = 
7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.35 (s, 3H), 2.17 (quint, J = 7.5Hz, 2H), 1.31 (t, 
J = 7.2Hz, 6H) D 



15 ||i 12 ( 4 ) 

8 -If* (xhdr^;^^) ^^_2-/^/W-3- ( 2 -^dd- 
hZ-is? -5, 7-i?tK»-7n [3, 4-d] t°7^n 

[1, 5- a] t°y ^v 5 ^ 
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OCH 3 



T L C : R f 0.28 : ^^;u= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.28 (d, J = S.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.91 
(dd, J = 8.4, 2.4Hz, 1H), 6.12 (s, 1H), 5.11 (s, 2H), 4.95 (s, 2H), 4.41 - 4.20 (m, 4H), 
5 3.84 (s,3H), 2.39 (s,3H), 1.33 (t, J = 7.2Hz, 6H) 0 

mmm 1 3 . 1 

8- (1, 3 - t Kn^rv-- 2 --fxi tVW) -2-^^-3- (2-^'^ 
f^r^7i^) -6, 7— 5?fc Kd-5H-^o^ [d] 
10 t°7^P [1, 5- a] t°y^v^ 




OCH 3 



T )\s-dV%m%T , 2X'm^Ltzit^m (3 5 5mg) ^J&tKv? 

^/I^l-tvI' (7ml) -7 8tT"lM^ V7°n tVkT/l^- 

^tK!)K (3.94ml £MTUc 0 US®}®* 0°C^El 
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u A.swrmwLtz. e Rfcrnm^/fy-^ omi) &snFu m^*- 

!)^W7A^D-7h^77^- (^drf-> : g^^-^= 3 : l) T'iffi 

■5 1U Wfettl^tSli^ll (2 6 0mg) 

T L C : R f 0.50 P D -folVJ* : } $ J —)V= 9:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.13 (brd, J = 8.7Hz, 1H), 6.87 (s, 1H), 6.80 (brd, J - 
8.7Hz, 1H), 4.97 (m, 1H), 4.90 (m, 1H), 4.24 (m, 2H), 4.13 (m, 2H), 3.83 (s, 3H), 
3.59 (m, 1H), 2.98 (bit, J = 7.2Hz, 4H), 2.31 (s, 3H), 2.28-2.00 (m, 5H) D 

10' , . ' 

, iii 1 4 

8- (1, b^^-2-/ot» -2-7^^-3- 

jV-4 Y*\/7zl—;V) -6, 7-^tF'n-5H-^c^ {d] 

t°7 y P [ 1 , 5 - a ] fc° D ^ v 5 V 



yK^k^b 1 ;^^ (26.0m g ; 6 0 %in oil) ^DMFtit, 0°CT?f|jf& 
mi STmmLtcit^ (12 0mg) CDDMF (2ml) ?«£MTLfc e 
r^^ti{-3 !7^^A- (81.0/z 1) SrjBTU l^Jt#b7c 0 

20 /UT-i*W L7tc £:Mfc^i£&?n&ifizkT'ife# L N MzkM^ b U !7 A 



15 
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t 



-CftM^ *<V"£y (5m,l)' SrJniLT.i6^*ttLfc 0 mtk^DXVtv* 

T^«jjt^W-fSlli^^ '(58.7m g) . , 

T L C : R f 0.8Q ..(l^^/V) ; : .' 

NMR(300tyHz, CDC1 3 ) :' 5 7.15 (d, J = S:4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.28 - 4.16 (m, 1H), 4.14 - 4.06 (m, 2H), 3.96 - 3.86 (m, 
2H), 3.83 <s, 3H), 3.35 (s, 6H), 3.06 (t, J = 7.5Hz,' 2H), 2 .94 (t, J = 7.5Hz, 2H), 2.31 
(s,3H), 2.17 (s,3H), 2.17 -2.08 (m,2H) 0 



10 mmm 1 5 



8 - (N,, N-i^/^Vl^^/^^f /l^fVVO, - 2 —*?A/— 3 - (2-^ 
t°7^D {l, r 5-a] t°y 




OCH, 



15 ^«&0)J 1 2 X^mm LtzikSyo (4 l 0 m g) <b*9 J-A, (1ml) 

2 4^X^^1/7^ (4 9 1mg) <7) 5 0 %1tMW&%7L, 9 0°C 
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i 

5:i) T-iiu, &T<DVflkjtt:irtz>MMik'&to (102.7m g), 

TLC:Rf 0.55 (-^i^ : 1 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80' 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 1 3.27 (d, J = 1.2Hz, 1H), 3.04 - 2.94, (m, 5H), 
5 2.72 (s,3H), 2.36 (s, 3H), 2.24 -2.10 (m, SH) 0 



20 




OCH 3 



10 TkMfcir t? & (2.6 g ; 62.6% in oil) (Di>? ^)Vi$s)VJ±T % K (8 0 m 
1) W-Mfcl^s 0 °Ct 2 - ^ n d - 4 - t K o ^f^yX7^7 1 'K (10.0 
g) ©v^fVl^/UATS: K (5 0ml) |gft££l 5^ttTffiTU 3 0 

^m#tfco &mmm^ ows^it/^ (4.2ml) %iown 
15 1) Tttttsu^ 0 %mM&*&3:xfimQ'kM&-zm&u m^wsk^y^ 

V^x°%tmk. iliutx ^T©«jt^W1-^ti^b^ (io.7g) £#fc 0 

T L C : R f 0.61 (^^f^ : g^m^vi/= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 10.33 (d, J = 0.6Hz, 1H), 7.90 (d, J = 9.0Hz, 1H), 6.94 

(d, J = 2.4Hz, 1H), 6.89 (ddd, J = 9.0, 2.4, 0.6Hz, 1H), 3.89 (s, 3H) 0 



1- (2, - 2 — ^ n n- 4 — ^ h^v'^^y 
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I. 

» 




##0J 8 X-M&Uitik&to (5.0 g ) (Dmt/f- V> (140ml) i&ttfc, 
B9JMk&* .(l0.7g) 7j<?^T, FU 7i-M77^y (16.9 g) & 

5 fc 0 BLJtM^Vt(0^^-> (5 0 0ml) il$Bi0i£\ v/y #<7VW ( 3 0 g ) 

ZT&Ltto fyy t>v^%^*y-y/mwL^fr (lo.-i) 

h^77^-^W^ : ii^f^=10' : l) TfiHR L-C\ J^T©#3 
ttttSrW-f5«Jfe^» (6.6 g) ' &#fc B • 
10 T L C : R f 0.82 h^fy :fttxf^=3 : 1) ; 

NMR(300MHz; .CDC1 3 ) : 6 7.62 (d, J = 9.0Hz, 1H), 7.51 (s, 1H) 5 6.94 (d, J = 
2.1Hz, 1H), 6.83 (dd, J = 9.0, 2.1Hz, 1H), 3.81 (s ; 3H) C . 

gEfjgl 1 0 

15 1- ( 1 — ~7x* -2-^dd-5-^ h^^^irV 

\ CI 




#%0j9T*$SjgLfcffc"£& (1.98 g) Oxl^n KD77> (20ml)S 
- 7 8°CT* 1.57M£>n-:/fvuy J*^*-?>^Wi (8.2m 1 ) SrflJJ 
X., 3 0 £ffl%# U 0 °CT 1 B#f«# L/c c &J&mi*ftTf- 7 8 
20 £PU 3 17^^ (0.46ml) ^Px. N 0°CT 1 B^jf^ L7c 0 ^1&«£ 
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i 

i . 

i ' • • • 

TLC:Rf 0.69. (^-f.y : gfc|gacfvU= 5 ! : 1 ) ; 
5 NM R (300MHz, tDCl 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 6.73 

(d, J = 8.7Hz, 2.7Hz; 1H), 3.79 (s, 3H), 2.10 (s, 3H)„ 

i 

i 

MiU . , ' , 

5-fcT* (h V Jf/^yV s^) 7^y-2-i/7/-3-^f^-4- (2 
10 -^od-4-.2< f>v-7i^) t'P— /V 
: CN . 




3 o^mmm^Ltcmt^y^^ (8 3 2 g ) ^ 7/^>tm^ ^ 

V r/^vUTVUS -£i*t K!) K (13.8ml) £^Wo< pflp*., 15^ 
M#Lfc 0 SJS^^H^u^^s ###Jl OT^itbfd^fe (U.6g) 
15 Oh y ^fv^yy^v-T-K (4 6ml) 2 5 #/^ttT7Jn;Lfc c 

*&JK£Jn3»U -^rf->-*©*t^mv 13 0 c CT*2D|FI«lfc o 

(^^rl^y : g^^5vU= 1 0 : 1) TltlLT, ^ 
T^«{jS^^i-^fI^b^ti (9.5 g ) , *5 £TOJ£$#> t LT 2 — tf * ( h 
20 y^^v-ll^) 7^y-5-i/7;-3-^f;V-4- (2-^nn-4 
h^>7x^) t°n-yu (5. 2g) =H#fc„ 
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T L C : R f 0.34 (^rf-> : %fflfczLj-jv= 10:1); 
NMR(300MHz, CDC1 3 ) : 5 7.76 (brs, 1H), 7.10 (d, J = 8.4Hz, 1H), 7.00 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.06 (s, 3H), 0.14 (s, 9H), - 
0.14(s,9H) o 

l 

,5 

1 2 

5-7^/-2-i/7y-3-^5 L /U-4- (2-^pp-4-7< K^v^ 




OCH3 

io m^mi l-vmmisK.ik&m (6.27 g ) (D^^y-yu (50ml) mmfc, 

1 Nzk&ft-?- h y AtK« (15.4m 1 ) £^£-eAn;L 1 B^^Jnl&tflftL 

««ilt, )>xr(Dmm^ir^mm\^m (4.7s g ) %#fc 0 

15 T L C : R f 0.20 (— : |^^^= 3 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 8.61 (brs, 1H), 7.14 (d, J = 8.7Hz, 1H), 7.03 (d, J - 
2.4Hz, 1H), 6.86 (dd, J = 8.7, 2.4Hz, 1H), 3.83 (s, 3H), 3.71 (brs, 2H), 2.04 (s, 3H) C 

£i&M l 6 

20 l-^7y-2-^f^-8-t Ko^i/-3- (2-^nc-4-^^ 
v-^^-;U) -6, Z-^tKD-SH-^D^^ [d] t°PP [1, 
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2- a] try 



OH 



CN 




CI 



OCH 3 



(4.15 g) &/bi>t, nism kmmvvkft* 
fjfioz.t\z.^^x^ ^T<ommm^'f^mm^m (1.35 g ) 

5 TLC : Rf 0.15 g^^^/V= 1 : l) ; 

NM R (300MHz, DMSO-d 6 ): 6 12.25 (brs, 1H),7.31 (d, J = 7.8Hz, 1H), 7.20 (d, J = ' 
2.7Hz, 1H), 7.02 (dd, J = 7.8,. 2.7Hz, 1H), 3.83 (s, 3H), 2.83 (m, 2H), 2.66 (m, 2H), , 
2.06 (s, 3H), 2.03 (m, 2H) 0 

io Hi 1 7 

l-v'7y-2-^/>-8- (3-^yW5y) -3- 

- 4- * -6, 7-^tFP-5H-^n^ [d] 

t°nn [1, 2- a] t°]J 




CI 



OCH 3 
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I, 

I 

t\Z£ -i>Tl£;it Lfc i - i/T y - 2 ^U- 8-^pp-3- 

-6, y-^tKn-SH-^D^ [d] 
t°nn [l,.2-.a] fy^v^ (18 0mg) ^ffl^T, Hffifll 2 t 

5 ©*ffrfcfr*-5£fcfcJ: , oT, »T©«ittttS:*i-S«jS^* (112m 
g) fcfcfc. . 

TLC:,R f 0.36 ( h/loc^ : ^^^ /V= J 9 . x ) 

NMR(300*4Hz, CDC1 3 ) : 6 7.25 (d, J = S,4Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.4, 2.4Hz ; 1H), 5.94 (d, J = 9.0Hz, 1H), 3.83 (s, 3H), 3.82 (m, 1H), 3.04 (m : 
1 0 2H), 2.87 (m, 2H), 2:29 (s, 3H), 2. 11 (m, 2H), 1.82-1.60 (m, 4H), 1 .0.4 (t, J = 7.5Hz, 
3H), 1.03 ft, j = 7:5Hz,3H) 0 

mmM 1 7 1 ( i ) 1 

1 -v^77- 2 -> ?vU- 8 - i/-fn tW7vy - 3- ( 2 u a - 4 - 
15 ^ Ki/7.i=)l/) -6, T-v't Kn'-SH-^n^y^ [d] fnn" 

[l, 2- a], try 




OCH 3 
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' I. 

I 

' ' ' >■ . 

###y 1 2 -*mm\ i e ^mm 1 7 fciw©^^ $ £ m * 

TLC : R'f 0.39 V<^f-> : BWt^fr^ 3 : 1 ) ; ' i 

NMR (300MHz, CDC1 3 ) : 8- 7.26 (d, J = 8.1Hz, 1H), .7.06 (d, J = 2.4Hz, 1H), 6.89 
5 (dd, J = 8.1, 2.4Hz, 1H), 3.84 (s, 3H), 3.35-3!l3 (m; 4H), 3.00-2.80 (m, 4H), 2.32 (s, 
3H), 2.14 (m, 2H), 1:81-1.38 (m, 4H), 0.91 (t, J = 7!5Hz, 6H) e 

1 ' i 

,iit ' 

1 3 . . , 

i 

5 -T 5 J - 4 -V'Ty - 2 , 3 -. 1 - ( 2-*3-JV- 4 h 

10 ^^7x=;l/) • 'k c P— 




2 h^T-H > (1 0 g) <D Y (12 0ml) 

mmz, T-feWV (6.43 g) dSit^p-b/^^^^Bt-*** (4 4 

mg) SrJp*., 2 B#MJpfi3BtUfco RJtS»^*S:M4t?*^I|l, 

15 -7 p / = h y )V (4.6m 1 ) fcjbPx^ 12 B#^MM tfc 0 7^*P L?cEJ» 

«Sr^f5«jS^» (5.73 g) 

T L C : R f 0.65 (^=^f"> : @fc!fc^?7U= l : i ) ; 
NMR (300MHz, CDC1 3 ) : 6 7.07 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.82 
20 (dd, J = 3.0, 8.4Hz, 1H), 3.84 (s, 3H), 3.71 (brs, 2H), 2.06 (s, 3H), 1.99 (s, 3H), 1.73 
(s, 3H) 0 
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iii 1 8 

2, 3-^f;l/-4-7?/-l - (2-^f/l/-4-^ 1>^>7i=/U) 
-6, 7-v>t Kd-5H-^d'^ [e] t°DD.[2, 3-b]'tTJJ 

5 ;' 




3TM^tfc^#J (4.0g) (D^VifV (4 0ml) ^{C N > 

l 

fv^yfyy (1.46ml) &=tt>*p- h;^>x^>m • 7k?P^ (4 0m 

10 5»$t|gLfc 0 T^^>-#|S^,T. »|*rh7tKn77y (TH 
F) (8 0ml) &m^ s 0°CT*2My f^A^ y^P t°/UT ^ K (15.7 
ml ; THFfS) MtT'ffiU 5PP B W#L7c 0 KJ&Ml^ 

15 77^- (BUgm^) Tftfil LT, ^TO«M^W-r 5tIM^#J (2.85 

g) mtz 0 

T L C : R f 0.51 (^ n n jft/Vi* : p< ^ y — yU-= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz ; 1H), 6.85 (d, J = 3.0Hz, 1H), 
6.80(dd, J = 3.0, 8.4Hz, 1H), 4.31 (s, 2H), 3.83 (s, 3H), 2.90 (m, 2H), 2.74 (m, 2H), 
20 2.48 (s, 3H), 2. 1 0 (m, 2H), 1 .97 (s, 3H), 1 . 90 (s, 3H) e 
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• i, 

i 

2, 3-^^/U-4-^^y^/i>^-/UT^y'-'i- (2-^^-4- 
* Y*l/?>*=-jiC) -6,' T-'i?kKD-5H-^n^ [e] fnp 

[2, 3-b] t-y^i/ , ,' 




OCH 3 . 



mm$U ' , B"t*f^tltit^VB (6 0 0mg) OTHF (60ml) 
0°CT-h ycn^/UT^^ (5 2 0 M 1) ioi^a t°t>i^ n !) K (18 
0 u 1) 2B#F H m#bfc 0 ^M-^fe^^^^T-#^Ls 

mfcz^-t zmmfc&w (45i mg ) £#fc„ 

T L C : R f 0.60 (^ n d : ;>< ^ / -/l^= 10:1) ; 

N MR (300MHz, CDC1 3 ) : 5 7.30 (m ; 1H), 7.08 (d, J = 8.4Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 3H), 2.98 (t, J = 7.2Hz, 2H), 2.87 
15 (m, 2H), 2.51 (m, 2H), 2.37 (s, 3H), 2.09 (m, 2H), 2.02 (s, 3H), 1.88 (s, 3H), 1.33 (m, 
3H) 0 

2 0 

2, 3-v ? ^5 L ;l/-4-7°n fcVKT ^ / - 1 - ( 2 4 b ^ 
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• ?i=/l/) -6, 7-^Ko-5H-^d^ [e] t°PP [2,' 3 
-b] • 



HN 








N 






OCH 3 



CH 3 



H«<ll 9T»5tLfc^|b (451mg) OTHF (5.0ml) ^(C N 
5 2M**7^^f/^/V7^ Ki[# (4.8ml :THF«) fcillx., 5 B#R8 

10 OTO#ttfif&W^3tfMtel^ (2 6 8mg) &#fc c 
T L C : R f 0.47 (^f-^ : gt$£;c^vu= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.09 (d, J = 8.7Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 2.7, 8.7Hz, 1H), 3.83 (s, 3H), 3.43 (m, 2H), 3.05 (m, 2H) S 2.84 (m, 2H), 2.48 
(s, 3H), 2.04 (m, 2H), 1.97 (s, 3H), 1.90 (s, 3H), 1.65 (m, 2H), 1.02 (t, J = 7.5Hz, 3H) e 



15 



iffl2 1 



2, 3-^^/1—4- (N-^^/^/^n ;U—N-:/n k°/V7 ^ y" ) - 
1- (2-^^-4-^ h^v^^r^) -6, 7-5?fc Kn-5H-$' 
^n-<>^ [ e ] f PP [ 2) 3-b] t'Dv^ 
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N 




^»j2 0T'^5tL/c^fe (2 3 4mg) (Difrfb^V^ (3.0ml) $g 

■ nftyi^ n y K ( l 3 4 ju 1) ZMz-, l vmWtW Lfc. K^jR'^»4r' 

^7^^DYb^77^- (^f-^: ^ai^=2 : 1) T'lSMtT, 
^TO^ttffiSr^-rS^JS^^ (2 4 2 g) &#fc„ 
T L C : R f 0.57 : 0B^^= 1 : 1) ; 

10 NMR (300MHz, CDC1 3 ) : 5 7.11 (m, 1H), 6.90 (d : J = 2.4Hz, 1H), 6.85 (dd, J = 2.4, 
8.4Hz, 1H), 3.92 (m, 1H), 3.86 (s, 3H), 3.42 (m, 1H), 3.01 (t, J = 7.8Hz, 2H), 2.87 (m, 
2H), 2.20 (s, 3H), 1.94-2.20 (m, 4H), 2.05 (s, 3H), 1.92 and 1.90 (s, total 3H), 1.63 
(m, 2H), 0.99-1.10 (m, 3H), 0.85-0.94 (m, 3H) D 

15 mm\ 2 2 

2, 3-v ? ^^-4-v J 7 c ntVl-T^y-l - (2-^^-4-^ 
i/y*.~;V) -6, 7-^tKo-5H-^n^ [e] t°nn [2, 

3-b] fy^ 
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^21^1^* (2 4 2mg) SrfflVA T% MMM 2 0 t 

(o&fc%fto^£\z£^x, &sT<D^m$.^i-k>mmit^m a 8 2 mg ) 

5 TLC : R f' 0.45 (^$-fr> : 3 : 1) ; 

NMR (300MHz, CDC1 3 ) :, 5 7.10 (d, J = 8.4Hz, ]H), 6.87 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.17 (m, 4H), 2.95 (t, J = 7.5Hz, 2H), 2.88 (t, J 
= 7.5Hz, 2H), 2.44.(s, 3H), 2.05 (m, 2H), 2.01 (s, 3H), 1.92 (s, 3H), 1.52 (m, 4H), 
0.85 (t, J = 7.2Hz, 6H) 0 

10 

mmm 2 2 ( i j 

2, 3-^^^/1—4- (N-if/U-N-^yW^y) -1- (2- 
f^i/^^^/U-) -6, 7 — S?fc Fp- 5 H — v-^ P-<^^ 
[e] fnn [2, 3-b] k^^y 
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15, , 




CH3 1 



1 ! 



->mmm 2 0 -*.mnm 2 1 2 2 t mmv>®ift*ft ^iiaot, 

5 TLC : ftf 0!41 =¥1^ : H^n^/P- 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.8] 
(dd, J = 8.4, 2,7Hz, 1H), 3.84 (s, 3H), 3.27 (q, J = 6.9Hz, 2H), 3.18 (m, 2H), 2.95 (t, J 
= 7.2Hz, 2H), 2.88. (t, J = 7.8Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.00 (s, 3H), 1.91 
(s, 3H), 1.50 (m, 2H), 1.38-1.20 (m, 4H), 1.05 (t, J = 6.9Hz, 3H), 0.86 (t, J « 6.9Hz, 
10 3H) 0 



[»J« 

15 j$.£*^irz>m\ i o om&ntto 

•8- (3-^^/1/7$/) -2-^5vl"-3- (2-*?-JV-4-J h 
^ri/7x^) -6, Ko-5H-^o^ [d] t°7^n 
[1, 5 -a] t°y 5:-^^ 5.0 g 

• tDVM^^y^^-)V^.)VU—7,fS)V-y^K (jM#J) 0.2 g 

20 • ^f7!) i/Wf? 9 (MnW o.i g 
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• 47g 

\ 1 

mm 2 

^w^^sfeia^^L'fcf, ®mz%mzz.*)®mu 5mi 

5 T ^7°^ 1 0 0 #£#7^ 
•8- (3— <>^VT^y) - 2-^^/1— 3 — 

^i/7x=;l/) -6, 7-v>t K'H-5H-^p^ [d] M°y9x2 

[1, 5 -a] t°y ^ v?^ 2 .0g 

10 • ^V=- 2Qg 

1 1 ' 

500m 1 ■ 
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t 

fit * <d m m 

i . ( i ) 



R 1 




5 0£<K „ ' 

10 JDK^ % C = 0$fcf4C = S«r&fc>U 

(ii) C 1~8 7M/K 

(iii) C 2~87;^-;K 
15 (iv) C 2~8 7/^^/K 

(vi) CF 3 , 

(vii) v-T 7 > 

(viii) -fp, 

20 (ix) N R 9 R 1 0 (gcK R 9 *5J;t5R l0 f4-?-ih/^n$lifiLT, 
(ii) C 1 ~4 7/^, 
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I, 

I 

an) c 3 ^ i o o&mvv < tz±m&mmms 

(»y) 1,^,4 tiuokmrn** ■ i ~ 2 i@©^^^jo i t>*/£ tut i ~ 2 

. ' • 'I 

(v)C 3~1.0^m^L<fi-^^*^T\ ^L<«l~4iiO^ 
5 mm*.. i,~ 2 {gX^St^ *s J;iX/-t tz.lt l ~ 2 fgW^jiiH^-^ 

't^3~l O^^St^ L< «-^^^T-ffift^HfeC 1-47 

^j^mt>-r 0 ) , 

i t 

i 

(x) OR 11 R i.i tt 

(i)7K*J^^ , 

10 (ii)C 1 ~4 7;^;K ■ . " , . 

(iiiyC5^6 0^SR, 

r • 

Ov) i ~ zmfommm*. i ^©KMns^i^/^fcri i 

$tlfcC,l~4T/V^/^»i- 0 ) N 

(xi) S H, 

(xii) S (0) n R 12 nftO, l*fct4 2Sr*t)U R 12 « 
(i) C 1 ~ 4 T/l^/K 

20 (ii) C 5 ~ 6 (Dj%mm, 

(m) i ~ 2fi^^*ig-7-, i ®<D8tmm*is*ifi/-$iitft i tiofitM 
Ov) c 5 ~ 6 ommmh t < it i ~ 2fi©n*ig^ i jgc^** 

25 £ftfcC l~4T^^Sr^t?i" 0 ) N 

(xiii) COR 1 \ 
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! 

I 

r 

(xiv) COOR 11 , , 

(xv) CONR 9 R 10 N 

(xvo c3~io(D¥iii< it - m&&%m, 

(xvii) l~4fi®S*JS^ ■l'*'2ffl©»*Jg^*5j;tr/*fcttl-'?fiO«lE 
■5 JtJSW-fc£*Tt5 3 ~ l Q M©¥S*t> t< tt:i3ilf£«*at, Sfctt 

(xviii) CF 3N OCF 3 , *>7>\ = hn* N R 9 R 1 °\ OR 
*\ =N-OR 1 \ SH, S(0) n R 12 N COR 11 , COOR 11 , CONR 
9 R 1( \ C 3~1 0©lltU<liZ|^II, fc*J:Tn~4fi©g*I)R-¥\ 

io Mo^SRt t < ttzi^fil^blfmss 1 ~ 2fl-ce*S*lTV** c • 

R 13 fi 

(ii) C 1 ~ 4 TA-^/K 

1 

15 (Hi) C 2~4 7;^=;K 

1 

(iv) C 2~4T;^=;K 

(v) c 3 ~ 1 0 ©igat fci< - m&&mm., 

(vi) l~4{@©^*ig^ N 1 ^2m<DmBW^&£Xl/-£tz\-$\~2m<D%i 

20 (vii)C3~l 0(D^t L< firm^*^T\ -Sfcill~4f0O^Ig^, 
l~2i@O^M^^J;i;/ / */c(il~2iI«^E J F-^-aW-rs 3~l 0 

m.(D%mh u < tt-^ummTgm^^Tv^^ c 1 ~ 4 r/^/^mt> u 

ex 

25 I1C1~4 7^;K C 1~4 7/V3^ ^n^Vj^msi^C F 3 ^b5I 
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i 

( i 

• I, 

* 

■ ■ . ■ ■ • i 

5 (i) l~5fe^R 1 14 -eg^$ttTV^5^ 1 b,b<»gm©C 1~8 7V^3VK 

(ii) l'~5{@(DR 14 -eg^$tLTV^/0^ L< li*tt©C 2'~8 7;^i 

I 

I I 

I 

(iii) l~5»R ll4 Tgm£tiW5;^L< lii»C 2-8 7/^^ 

10 (iv) N R 4 R 5 R 4 ££l>*R 5 te^^K$i:&LT, 
(DTkitjJfC^K 

(ii) l~5j®OR 17 -eS^$tLTV^5^t>L< ftlit©C 1-157 

(iii) lr-5^R 17 T-gm$;ftW3;a>k L< temm&CDC 2~1 5 
15 T)\s>T~ •/!>% . ' ■ 

(iv) l~5j®©R 17 -eft^$tlTV>5^t> t<« 4 #ttm^C 2~1 5 

(v) l~5^g|(DR 18 l:•tt^$^TV^5^t>L<^4M®^OC3~l 5© 

20 (vi) l~5{@cDR 18 -eKm£;ftTV^;$>t> L < teftSlk?) 1 ~ 4 jS<£> 

MS? 1 ~ 2 i@O^^J^^fe i }$ 1 ~ 2 ^©m^^-^-a 

^■3~i 5m<D^hL<te-m&mmm*mfr-f c ) N 

(v)OR 6 (g«K R 6 & 

25 (ii) C 1 ~ 1 0 T/^JK 

(iii) C 2 ~ l o T/W^/K 
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• I, • 

(iv) C2~ 10 TJ^^K 

(vi) 1 -S^RW-g^tlTV^^t) f< tt$Sg^<£>l ~4fl<£> 

(viO^n^VlfliS CF 3N OCF 3> ->TA ^bo, NR 9 R 10 , O 
R 1 \ =N,-QR 11 > SH, S(0) n R 12 . COR 11 , COOR 11 , 
CONR 9 ^ 0 , l~5^<DR 18 .T'g^tLXV^5^^L<Mg^O 
10 C3^1 owlli L < lilli^ll, 'J3 J;(/ 1 ~ 5fiOR 1 8 Ttt 

•T-*5«kt>V*fc« i ~ 2B(Dmnw^^^'t^ 3-1 0l©^it) 

I i 

u < n^m^mmm^ z>m «h s s i ~ 2 ^ t-tt £ v n 5 c 1 ~ 

15 (vi) S H N ' 

(vii)S(0) n R 7 (St\ nfiliuiE£P£l^&*:bU R 7 te 
(i) C 1 — ST/MVK 

(h) i~5i@(DR i8 -ea^$^Tv^2,^t5L< nmrnw^Dc 3-1 0© 

20 (iii) 1 — SiSOR^-Cg^nTV^/^ L< f2&g&© 1~4#|<D 

(iv) 1 ~5flil<7)R 18 -eg&£tiW£;^ L< ttiit©C 3~1 0 

25 5^tiL<{»fi^(Di~4»^^ i~2m<Dmmi%*&£x? 

/£fcte 1 ~ 2^(D^E^^^i-^, 3-10 m(o^mh L < ttz 
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(viii) COR\ 

(ix) COOR\ 

(x) CONR 4 R 5 N 

5 (xi)NR 8 COR 6a (£*>,' R 6a te ■ 

(ii) C 1 ~ 1 0 T/l^/K 
(Hi) C 2-1 0 7^=/K . 
(iv) C 2 ~ 1 0 7;Mf=/K 
10 (v)^p^>^ n CF 3 . OCF 3N ->7A -hP s NR 9 R 1C \ O 

R 1J \ =N-OR n ! SH, S(0) n R 12 , COR'\ COOR 11 , . ■' 

fcJ;t^ 4 coNR 9 R 10 ^bil{m5Sl~2fB-eg^$i^Tv^^c i~ ' 

(xii)NR 8 COOR 6 R 6 flHt(lEi:I^CS*^^U R 8 fi. 

15 (i)zkgtfw^ 

(ii) C 1 ~ 8 T/t^/K 
(Hi) C 2 ~ 8 TJV^r=-fV s 

(iv) C 2~8 7M=/K 

(v) 1 ~5f!l|(DR 18 TH^$;ft,TV^/^L< Sl|j|OC3~l 0(D 

20 ^gt^ l < n-m^mm, 

(vi) l~5l0£>R 18 -efi^$ftTl^/!»t> t< f4Mg^<Dl~4^(D 

(vii) /Nn^>-^ N CF 3> OCF 3v vTA ~hn, NR 9 R J \ O 
25 R*\ =N-OR 1 \ SH % S(0) n R 12 , COR 11 , COOR 11 . 

CONR 9 R 1( \ l~5m<DR 18 X*W&$nT\,^frbL<imW&<D 
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i 

c3~io«t)i< it-m^Mmm, & x v 1 ~ 5 m<o r 18 t-s& • 

• ^tiT ^ L < ttitt© 1 ~ 4 l~2ffl©B9KJDK 

(xiii) NR 8 CONR 4 R\ 

(xiv) ^S^OR'^fi&^ftTV^^LOSM&OCS^ 5©^ ' 

(xv) 1 ~5{iOR 15 TM^$ttTV>5^)^ L< liSS«^Q l~4ffl©a3HlR 
10 ^ l~2ffl©K»JR^J;l5/*fcH:l'-2fi©St|im : ?-Sr^i"5 3~ 

R lla tt(i)7K5iJ^-f-, (ii)C l~4 7;^/K (in) C 5 ~ 6 

Sfctt 1 ~ 2ffi(^»^ N 1 jm«*ig^ £0/3; fete 1 fiOfiigf 
ara^-TS 5 1 fc ft 6 $ tifc C l~4 7;^;^*dU ' 
15 R 14 te(a)^P^>JjjH\ (b)CF 3 , (c)OCF 3N (d)i/TA (e)^hn^ 

i 

(f)NR 4 R\ (g)OR\ (h)=N-OR\ (j)SH, (k)S(0) n R\ (1) C 
OR 6 , (m)COOR\ (n)CONR 4 R\ (o)NR 8 COR 6 , (p)NR 8 CO 
OR 6 , (q)NR 8 CONR 4 R\ (r) 1 ~ 5 {@<Z?R 1 ^Ktk^Tl^J^k L 
<«fltt^OC 3~1 5©^ft)t<(4Zl^ii, *fcfi(s) l~5l@© 
20 R 15 Tffi&£;ftW5/^t> t< \*MW&<D 1 ~4i@(D^ig^, l~2i@(D 

R 1 5 tt (a) C 1 ~ 8 T/ls*/K (b) C 2 ~ 8 7^=-/K (c) C 2 ~ 8 7/1^ 
-/K (d)Cl~4 7/V3^ (Cl~4) TVl^K (eJ^P^i?, (f) 
25 CF 3 , (g)OCF 3> (h)^7A (j)-fn, (k) N R 4 R 5 N (l)OR 6 , (m) 
SH, (n)S(0)„R\ (o)COR\ (p)COOR\ (q)CONR 4 R 5 , (r) 
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9 [d] fc^y'n [1, 5- a]. tf!J 

(51) 8- (3 '^^JVT^J) -3- (2, 6-v j t<^-4-^ h^v- 

7*=^) -6, 7-^tKn-5H-^P^ [d] t'yV'u [l," 

5 -a] try ^v?y v 

,'5. .(52) 8- (3-^yW57') -3- (4, 6 - 2 f 

:7^~/V) -6, 7-^tKn-5H-^n^ [d] t^^o [l, 

5 -a] try 

(53) 8- (3— "JyW^) -2-^9vU- 3- (2, 6 fyV- 
4-^3^:7^;^) -6, 7-^tKo-5H-V^P^^ [d] t° 

i 

10 7/n [1, 5-a] t°])%i?y s 

'(54) 8- ( 3 — <^)VT % J ) -2-/ 3->V- 3 - (2, 6-v^?7V- 
4-^ Y**/7^^)V) -6, 7-^tKo-5H-^D^.[d] fc c 
[1, 5-a] t°y • ' . 

(55) 8- (3 3 — i/V) T 5. S - 2 - * J-JU- 3 - ' ('2 
15 -^^yU-4 hdr^7i— />) -6, 7-^k Kn-5H-^n^y 

* [d] t" 7 /o [l, 5-a] t°y^v> x 

(56) 8- (3-^yW5y) -2-^^/U-3- (5-^on-l, 3 
-v^^lM ^^-6-f/I<0 -6, 7-i>tKP-5H-^P^ 

[d] t°yy*P [1, 5-a] tfJJSS^ 
20 (57) 8- (N-xf^-N-^y^T^y) -2-^5vU-3~ (2-p< 

f7/P [1, 5-a] t°y 

(58) 8- -2-^^-3- (2-i7nD-4-h 

25 t°y/a [1, 5-a] t'y^v^ 

(59) 8- -2-^?vV-3- (2-i7np-4-^ 
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Y**/7s.—?V) -6, 7-i?fc.Kn-5H-i^ u^yf [d] MHyVxx 

[i, 5-a] try 

(60) 8- (N— <>^/W-N- (2-> h^voc^fvk) T^y) -2-*^' 
A;- 3- (2-^f;l/-4->t h^^7x-;^-6,' 7-^tKn-5H 

>5' -^n-<^ [d] t°7;/P [1, 5-a] t° y ^ v^ N 

(61) 8- (3-^f;l/7$;) -2-^^-3- 
S-v^^vl^cn^) -6, 7-^kFn-5H-^nX^ [d] t° 

tVd [i, 5-a] t°y * y>\ 

(62) 8-7^^^T$/-2-t<^-3- (2-^^-4-p< h*~>7 
10 -6, 7-i?t KP-5H-^^n^>^ [d] t'^y'n [1, 5' 

, -a] t o y5v>>\ 

(63) 8- (2-^^^^^W T^y-2-^^-3- {2-^^-;V- 
4-^ h^riy 7^x^/1/) -6, 7-^tKn-5H-^D^ [d] t P 
7)/n [1, 5-a] t'lJv^ 

15 (64) 8- a^^/V) T\J~ 2-/^-/1—3- (2-^J-;V- 

4 Y**y7 -6, 7-i^k Ko-5H-^n^y^ [d] t° 

yy'n [i, 5-a] t°y 

(65) 8- (4- tf-tvy x-=-)V) T^LJ -2-*=f-)V-3- {2-^^)V- 
4-t h*i/7=.~M -6, 7-^tKP-5H-^P^ [d] t° 

20 yy'n [l, 5-a] k'U 

(66) 8- (N-7i=/V-N-/p tVU-T^ y) - 2~*=f-}V- 3 - (2- 
^^_4_^ Y^yy^jV) -6, 7-^tFn-5H-^o^ 

[d] [1, 5-a] k'H^ 

(67) 8- (N— ' <y^-N-7°o -2-^^- 3- (2- 
25 ^f;l/-4-^ h^>7*=/V) -6, 7-^tKP-5H-^P^ 

[d] t°^y'n [l, 5-a] t°y v^y, 
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i 

t 

• I, 

i 

(68) 8- (N'/ ^N-^T^rO)' -2^-/^-3- (2-^^-/1—4 
h^.v-^^-'/l;') -6, 7-^.fc ,Kn-5H-^P^y^ [d] t°? 
[l, ,5 -a]- t 6 y ^i>y s . 

(69) 8- (3— V/i-</VT%;) (2-*?-/U-4-i> 
5 / fJVT. 5; A7 on — 6 , 7-i?k'.Ka T 5 H-i/i? p^>^ [d] t° 

r/p [i, 5- .a] t°y $^>, 

(70) 8 T (1 -7^n;^n tVl^T^y) -2-^^-3- (2-p<^ 

i 

-4-^ f^ri/yoi^/V) -6, 7-^tKn-5H-^o^ [d] 

i 

t°?yv [ i , ' 5 - a ] t° y 5 v^y, 

10 (71) 8- (N — (.2.-701^/^^)' -N-yn tVPT^ /,) -2-7^ 
/V-3- ,( : 2'-^^-4-^ h^->7x-/I/) -6, 7-^tKn-5H 
-v^p-<^ [d] t°?y*P [1, 5- a] t°y^v^ s 

(72) 8 - (N - (S-7i -y^y p tVl^) - N - 7 s d tV^T 5 / ) - 2 - ^ 

.(2-y^-4-^ h^7a;=/l/) -6, 7-^tKn-5 
15 H-Wp-<>-? [d] fc°yyp [l| S- a ] fc°y^>\ 

(73) 8- (N- (4-7*=/V^/U) -N-^n fcVKT S /) -2-^ 
71/- 3- (2->^/I^-4-^ -6, 7-S?fc FP-5rt 

—>^p^>^ [d] t°7^p [i, 5 -a] try 

(74) 8- (1-7^-^- 2 -y^M 7^7-2-^f/V-3- (2-^ 
20 ^-4-^ h^^^3i^U) -6, 7-v^b Kn-5H-^P^[d] 

k'^yp [1, 5 -a] ¥})*i?> s 

(75) 8- (1 — <V^)V) T % 2-*J-jV- 3- (2- 
^f;l/-4-^ h^7x^) -6, 7-^tKD-5H-V^n^ 

[d] t°7 N /p [i, 5 -a] try 

25 (76) 8- (N- {A-^^-;Vy^=.)V) -N-7"p fc'/WT ^ J ) 

JV-S- (2-^f/l'-4-^f^7i=;V) -6, 7— S?fcKn-5H 
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i 

• i, 

t 

-i/^-u^U^.id} V??ti [l, 5^,a] IfK^ 
(77) 8- (fa- (4-^f^7ii;V) ^^-N-T'ntVVT^y) -2 
-*?-/U-<3— (2->f;l'-4-^>^v<7x^) -6, 7H5?t Fd 
-5H— S/^-P^SX^-td] t°7 N /n [1, 5 -a] f^v^ 
5 (78) 8- (N-'O-^W*^) -N-7°n tVUT 5: /) -2-^^ 
(2->«^/V-4-^ 1^X7':*— AO -6, 7-^tf*P-5H 
-v^n^y^ [dO t'yyn [1, 5 -a] h°]} * 

(79) 8- (N-.(4-^ b^v^^-AO ^fvU-N-T/o fc°/U7 5 /) - 

t 

2-*3vU- 3- ('2-^^;V-4-^ f^v^7x-;U) -6, 7-v>tK 
10 n-5H-.^n^ [d] t°7^D [l, 5- a] fc'JJ^v^ 

(80) 8-:(N-'(4-^DP7x-^) ^^-N-:/D tV^Z 5./) 2 
-7^-3- (2-^ fv^-4-;* b^rv^^-AO -6, 
-SH-^n^y^ [d] fy/P [1, 5- a] tfy^v^ 

(81) 8- (N- (2 -^^y;n-/W -N-'/p tV^T 5 /) - 2 -^^ 
15 )V- 3 - (2-^^-4-^ F^f^7x^) -6, 7-7tKP-5H 

-i/^P-<^^ [d] ty^D [1, 5 -a] tfD^v^ 

(82) 8- (3-^yf^7 5/) -2-^/V- 3- ( 2 - i?J fvUT $ / 
-4-^ fTHfU v 5 ^- -6, 7-v?tKP-5H-^P^ 
^ [d] t 0 7/P [1, 5-a] t°y*i>y, 

20 (83) 8 - ( (2 S) -1-^ ^=./V-2-7x2\i°jV) 757 

-2-^^-3- (2-^^-4-^ h^^7x=/U) -6, 
Ko-5H-^n^^ [d] k°7^/D [1, 5-a] t'y^^ 

(84) 8- (N- (4-^f/l/ft7xx;H ^ N - 7°D tWT 5 / ) 
-2-^^-3- (2-^^-4-^ f^v^^AO -6, 7-v>t 

25 Kd-5H-^o^ [d] fc e 7/p [1, 5-a] t'U$^ 

(85) 8- (N, N-i>7'f-;U7 5/ ) -2-7^A-3- (2-^^-4 
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\>**yys.-)V) -6, 7-J?tKo-5H-'^B^ [d] hT.9, 
^P [1, 5 -a] k°y ' 

(86) 8- (N->^-N-^W$ /) -2-^^-3- (2-/^- 

h^v'^^-yu) -6,. Kn-5H-^n^' [d] 

5, t'b^n [1, 5- a] fcTJJ 

(87) 8- (N- (4-^^7x^) ^^-N-y^/l/T^y) -2- 
y^vV-3- (2-^f^-4-^^7x=A') -6, 7-i?KKn-. 
5H-^d^ [d] fc°^P [1, 5-a] tlv^, 

(88) 8- (N- (4-/^7*=/^) y?vV-N- (2-y J^v^^vu) 
10 T^y) -2-^^-3- (2-^f/^-4-^ hf>7x-/U) -6, 

7-^kKn-5H-^n^ [d] t°7^n [l, 5-a] IfJJSS*- 

t 

(89) 8- (N-i/^D^p'tT/V-N- (4-^f^7*^) y % j ) ' 
-2-**f-;V-Z- (2-^f^-4-^^77x=;V) -6, 

15 Ko-5H-^p^ [ d ] t7^n [1, 5-a] t^r^ 

(90) 8- (N-^B/BWfA'-N- (4-^f;P7xx;U) y fvi/ 
75/) - 2 3 - (2-^f^-4-n^>7i=/V) -6, 
7-v?kKn-5H-^n^ [d] t'yy'p [l, 5-a] fc°y^v> 
>\ 

20 (91) 8- (N, N-v^p kVi'TS /) -2-y^-3- (2-y^vi— 
4-^ h^7x-^) -6, 7-v ! kKn-5H-^D^ [d] t e 

7/d [i, 5-a] ey 5 v^, 

(92) 8- (N- (4-y^7^^) y^/V-N- (2-y^-/U) 75 
/) -2-y^-3- (2-^^4-^^7!^) -6, 7— 

25 ^tKn-5H-^D^ [d] t'yi/p [1, 5-a] fcTJJSS?^ 

(93) 8- (N-^nfcVW-N- 7 5 7) -2-/^-3 
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i 

• i, . 

i 

, > ' • ■ ■ ', ; 

- (2-;*9vlA-4-^ h«¥W*^Vr), -6., '7^tK»-5H-^ 
P^>-£ ['&] k°7)/n [1, 5-a] t'JJ 

(94) 8 - ''{'5 ^/ 5 ; ) - 2 - ^ f /I/-'3 - (2-^/l>+4-7< f 

—6, 7-^tKtJ-5H-^ff^ [d] t°7 % /P [1, 
5 5-a]' fcTUVbi', " ' • 

(95) 8- (N-^P^^-N--(4-^^V7ai=/U) ^^yUT^y) 

l 

-2-^'f7l>-3^ (2-^^-4-^ h=3r->7^-/l^) -6, 
Kn-5H-^q^ [d] tr^i/n [1, 5-a] t'lJ^v^ 

(96) 8- (N-Wn^n^f/u-W- (4.-^^^7^^yV) ;>< 
10 W^) ^2-^^-3- (2-^^A-4-^ b^i>7s=^) - 

6, 7-^tKn-5H-^o^ [d]fc°7)/P [ 1 , . 5 - a ]■ fc° U 

l f 

(97) 8- (jN^ 1 (4-7;^07a-^) ^f-/WN-7ntVV7U) - 
2-^^-3- (2-^^-4-^ Y*ci/7aL~A>) -6, 7-$?fcK 

15 n-5H-^n^ [d] k°7/n'[l, 5-a] t'JJv^ 

(98) 8- (N-->^ n^/l/-N- (4-^^7i=^) ^W^7) 
-2-^^-3- (2-^/>-4-^^7i^) -6, 7-v^t 
Kd-5H-^d^ [d] t'y^D [l, 5-a] ¥)) 

(99) 8- (N-^/V-N- U-^^vV^ac^/l/) ^f;l/7^;) -2- 
20 ^^-3- (2-^fvU-4-7< h^v^^/l^) -6, 

5H-V^^ [d] fy/o [1, 5-a] k°y^v?^ 

(100) 8- (N-^PfVl^-N- (4-F!J7;vtn^Wi-;i/) ^ 
^75 7) -2-^^-3- (2-^^-4-^ h^7s=/l/) -6, 
7-v f tKD-5H-i/^D^ [d] t°7 7'D [l, 5-a] tfUSS? 

25 

(101) 8- (N-yPtV^-N- (Tf7kFn777-2-^^) ^^VV 
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T^7) -2-^^-3- (2-;if;l/-4-^ f^7x^) -6, 
7-i?tKP-5H-^n^ [d] k'7/P [1, 5- a] tfUSS? 

(102) 8- (N-^/V-N- (2-y h^v^fvW) .T^y) -2-y^ 
5 /V-3- (2-y^W-4-y hdrv--7i^/k) -6, Kd-5H 

-i/tu^s* [d] t 0 yy*P [i, 5- a ] k'H^ 

(103) 8- (N-^n t°^-N-v-^ P7*p tVl^T^ 7) -2-y^/U-3 
- (2-^f;W4-^ f^7i^) -6, 7— yt Ko-5H-^ 

[d] k'^/o [1, 5-a] t'}U^ % ■ 
10 (104) 8- (N-v-^ o^/M^-N- (2-y K^v/x^) 

-2-^f;U-3- (2-^^-4-^ h^ri>-7^^/W -6, 7 -v^ 
Kn-5H-i/^D^ [d] M'y^Ju [l, 5-a] t°y^v>^ N 

(105) 8- /) - 2 - / f-jU- 3 - (2-^Pn'-4-" 
y b^r->7 ^i^/I/) -6, 7—7t KD-5H-y^o^y^ [d] fc°^/ 

15 p [1, 5-a] t°!l ^v^ N 

(106) 8- (N-iX^ pt°p tWy fvl^-N- (2-^U/l^) 75 7) - 

{1- tJ-jV- A- * Y*?S7 ^~/V) -6, 7-^kK 
p-5H-y^n^ [d] k'r/p [1, 5-a] t°y^^y N 

(107) 8- (N — (2-^ f^v-xf^) — N— T$y) 
20 - 2 - y fvu- 3 - (2-y^vU-4-y y*-yy^=.;v) -6, 7— 5?fc 

Kp-5H-y^n^ [d] t^y'p [i, 5-a] 

(108) 8- (2 -7*f 5 y) -2-y^-3- (2-^f;l/-4~ 
y h^v-7^-71/) -6, 7-^kFP-5H-^P^ [d] fc°yy* 

n [i, 5-a] h°y ^^y, 

25 (109) 8- (N-y^P7DWf;WN- y f- 

/i^T^y) -2-y^u-3- (2-y^/v-4-y b^y^^) -6, 
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1 

r 

7-^kKn-5H-^D^ [d] h'yVu [l, 5- a] tf V 5 

(110) 8- (N-7°p fcW-N- (4- b U 7/l/tn^f/Ut^i/7i^) ' 
•5 -6, 7-^tKD-5H-^n^ [d] fc°7V*R [l, 5- a] fc° 

(111) 8- (N- (2-^^y^) -N-^PT'otV^^vUT^/) - 
2-^^-3- (2-^nn-4-^ h^r^7i^) -6, 
p-5H-^p^ [d] fc'^/n [1, 5- a] t^v^ 

10 (112) 8- (N-:/n tVl^-N- ( 3 7^:7^-^) ^^75:^) 

2-^^-3- (2-^^-4 -6, 7— S*fcK ( 
D-5H-^D^ [d] h°7/o [1, 5- a] t°H^ ■ 

(113) 8- (N-yntW-N- {2-*=f-)V7 J-^/VT^/) - 
2-^^-3- (2-^^-4-^ f^^7x^>) -6, 7-v ! t:'k 

15 n-5H-y^D^ [d] t°7/P [1, 5- a] t°y^v>y N 

(114) 8- ( 3 — <y^jUT ^ J ) - 2 - ^ J-JV- 3 - (2-^nn-4- 
^h^i/^i-/l/) -6, 7-v/kKn-5H-^P^ [d] t°7^ 
D [1, 5 -a] t°!J $5?^ 

(115) 8- (N-^f-^-N-^^v-^T^y) -2-^^-3- (2- 
20 ^^^-4-/ h*->7*--^) -6, 7-v^t KD-5H-i/^a^y^ 

[d] k"7^ [1, 5-a] k°y * v>>, 

(116) 8- (N-^f^-N- (3—^^/1-) 7 ^ /) -2-^^-3 

- 71^-4-^ h= 3 rv'7^^/W -6, 7 - S?fc Kn - 5 H 
[d] t°y/n [1, 5-a] v^y, 

25 (117) 8- (N-^t^-N- (4-^y^) 7^/) -2-^7^-3 

- (2-^f/^4-/Ry7x^) -6, 7-^tKn-5H-^ 
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t 

I, 

f 

[.d']'.'t°7i/p [i; 5-a] t c y 5^ 
(118) 8 - p ^/l^-N-yti'tV^T'S !/ ) - 2 3 - 

(2-/?y\-4--£-h*riyy^~/U) -6, Kn-5,H-^n 
[d],t'7^P '[1, 5-a] t'ij^v^ 

5 (119) 8:- ^--{y^-N- .(2-^ w$yxf^) 7^;y) 

-2-*?/U-'3- (2-^f;P-4-.^h^>7o:^) -6, 
Kn-5H-;^n^ [d] fy/n ['i , 5 -a] ^!)>^ s 2 

(120) 8- "(N-'l/P tVu-N- (4-7;^D7i^) ^ / ) 
-2-^^-3-, (2-^dp-4-^ Y*y'7x.~jl>) -6, 7-i?fc 

10 Kn-5H-^o^ [d] ty^n [l; 5-a] t°y,^v^ 

(121) 8- : '(N-^&7°Dk>yf;U-N- (4-7;VtP7x^) y 
^7 5 7) -2-^A— 3- (2-^DP-4-n^77i-;k) - 
6, Ka-5H-^^yMd] t^yp [1, 5-a] t 6 JJ 

15 (122) 8- (S-^^^T-^/) -2-^^-3- (3-^PP-5- 
M)7/^D^W^c;>-2-^^) -6, 7-v>fc Kp-5H-^' 
p-O^.U] fyy'p [1, 5-a]'h°y^^^ 2 

(123) 8- (N-7^^-N-^P tVl^T^ y) -2-yf;l/-3- ( 2 - 

20 [d] f7^n [1,'5-a] t 5 ^^, 

(124) 8- (N-^n7ntVk-N- ( 4 - y *=}-)VT 
^J) -2-^^-3- ^-;v) -6, 7 
-^tKo-5H-^D-<>^ [d] kyyp [1, 5-a] t°!J$v^ 

(125) 8- (N-^PtVu-N- (2-7;^D7x-;V) yfvl^T^/) 
25 -2-^^-3- (2-^^/l/-4-y V^r^y^-jV) -6, 7-S?fc 

Kd-5H-^p^ [d] h'yyn [i, 5 -a] fy $v^ N 
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• i, 

i 

(126) 8- — tr^n-N- (3-;^^D7i'^) ^^JVT%J) 
-2-^y>-3- (2-^f/U-4-^>^^7x^l') -6, 
Kn-5H u ^,u^ [d] [1, 5- a] t°y^V N 

(127) 8-i^v'^t2 7 P nt:VM5 L ^T5y-2 : -^f-/V-3- 

5 -4-^ h^rv^^^/V) -6, Kd-5H-^^o^^ [d] 

t'r/n [i, 5 -a] t°y 5^y, 

i 

(128) 8'- (N-^fvU-N-yn t°/KT^/) -2-*^- 3- (2- 

b^>7x^) -6, Kn-5H-^n^y^ 
[d] t^/D'il', 5 -a] fy^.v?^ ■ 
10 (129) 8- (N^^D7"PWf/W- N-7°nt°^T5/) 

/U-3- ;( : 2->D.n-4-^ ^;>7s=;i') -6, 7-S?kKn-5H 
-V^n^y* [d] ,k°7/n [l, 5-a] t°y^v^ 

(130) 8-, ; (N- (2-^^/U) -N-7'O tVl/T5 /) 

3- (2->pd-4-^^77x-^) -6, 7-^tFn-5H-V 

1 i 

15 ?u-<yf [d] fcf^/n [l, 5-a] tfy'^v^ 

(131) 8- (N-^fvl—N- (2-p< h=3ri/^^) 7^) - 2 
;V-3- (2-^dd-4-^^7x-^) -6, 7-v>fcKn-5H 
-*ytu^y$ [d] [ 1 , 5-a] tfysiv^ 

(132) 8- (N-v^ n/n tVW^-N- (4-7/^071^) ^ 

20 ^7^/) - 2-^fvu- 3- (2-^^-4 -y y^-yy^^M - 
6, 7-^kKn-5H-^n^ [d] [ 1 , 5-a] t° ]) 

r^7, 

(133) 8- (3-^O-^T^/) -2-^?vU-3- (3, 5-v^pp 
t°H v^- 2 — f/l') -6, 7-^tKn-5H-^D^ [d] 

25 j/p [1, 5-a] t°y 

(134) 8- (N-^^-N-^/^T^ /) - 2 -y ^-/U- 3 - (2-? 
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1 

r 

□ D-4-p( ^^7x^)-,6, Kt3-5H-^P^[d], 

v 1 

t°7^P [1, 5 -a] t°y>v?^ 

(135) 8- (N-^nyokVMf;l/-N- ( 4 - h J? 7/Ud"P ^ ^7 • 
^-^) pt^T^y) -2-^5r/V-3- (2-7«5r^-4-p« 

5 -6, 7-i?tK'o.T5H-^nX^ [d] b-yyp'Cl, \5 

-a] t°y S v 5 ^ 

(136) 8- (N— <>vvU-N- (2 -^f;l/7$yxf/i.) 7 5;y) -. 
2-^^-3- (2-p«^-4-7« h^7x=7l/) -6, 7-5?t K' 
P-5H-^D^.[d] H'yy'ti [1, 5-a]' fJJ 5 2 

1 

10. (137) 8- (N-^O^/U-N- (2 -v^fvU7^ y^^/V) 7^/) -. 

1 1 

3- (2-^dd-4-^ h^'>-7aL^;U) -6, 7-7tF 
n-5H-^n^ [d] \fy^u [1, 5 -a] t° JJ 5 2 

(138) 8- (N- (2-^=/k) -N-^fvl^/) -2-*^/U-3 

- {2- t=?-;v- ^—7V) -6,.7-i?tKn-5H-^ 
15 p-<V* [d] t°^/n [l, 5-a] fc°y^v^ 

(139) 8- (N- (2-7^~/U) -N-xf/i/7 5/ ) -2-^^-3 

- (2-^nn-4-^ h^^x^/l/) -6, 7-5?fcKo-5H-^ 
p-<>^ [d] k°7/o [1, 5-a] t°!)v^ 

(140) 8- (N, N-'^b^7 5;) -2-^^-3- (2-^ dp 
20 - 4 — ^ Y^-i/y ^^;v) -6, 7-i^t KP-5H-i/^D^y^ [d] 

t7yn [l, 5-a] h'V 5 

(141) 8- (N-^PtW-N- (4-v'77 7x^) ^A-7^/) - 
2-7*^-3- (2-;*fvl— 4-^ hdri/7ct^/H -6, 7-v^fcK 
d-5H-^d^ [d] ty/n [l, 5-a] t'Jl^^y, 

25 (142) 8- (N-^PtVU-N- (3-7;^0 7x^) ^fvKT^y) 
-2-^^;U-3- (2-^PP-4-^ y**yy zl-jV) -6, 7— S?fc 
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1 

Kn-5H-^n^ Idjt'yya [l, 5 -a] fcfy^v^ 
(143) \?JVT%S- 2-*J-;V-3- ( 2 , ' 5 - i?t n n 7i = 

/U) -6, 7-v?t Kn-5H-^n^ [d] t'y s /n [l, 5- a]' 
. k°y^^^ ■ ■■ 

■5 (144) fcVUX 5 /- 2-/f-/V-3- (2, 4-^no7xi 

/V) -6, 7-5?tKB-5H-Wo^ [d] t°7/D [1, 5 -a] 

(145) 8-v J 7 P ntVUT^y'-2-^^-3- (4-^f;U7x-;U) - 
6, 7-v?tKn-5H-^0^ [d] t°^y'p [l., 5-a] t'V 

'i 

10 , . 

, (146) 8-v J 7 c ntVUT^y-2-^5 L ^-3- (3-^^7^^/U) - 
6, 7-v?kFn-5H-^o^ [d] t°^^n Dl , 5-a] fc c V 

(147) 8 -i?7u tVu-T^ y- 2-^^-3- (2-^;^^) '- 
15 6, 7-v?th'P-5H-^P^ [d] k'7/c [1, 5-a] fc° JJ 

(148) 8- (N-^ntr/u-N- (^^y* [d] i, 3 - -^-^y y 5 
->f/v) ^f^7$;) - 2 - y ^vu- 3 - (2 -y -y h^>y 

ol=./V) -6, 7-^tKn-5H-^P^ [dl [1, 5 

20 -a] try v>>\ 

(149) 8- (N-T'otf/V-N- [d] 1, 3 - voT^r V y is- 5 
--f/W *?-A'T%S) -2-/^/^-3- (2-^0-4-^^7 
o:-;V) -6, 7-v?tFn-5H-^Q^ [d] t^^o [1, 5 

-a] try 

25 (150) 8 - (3 -^yW5/) -2-y^/l— 3- ( 2 fvW-y^ 
/k) -6, 7-^kKn-5H-^P^ [d] fc°y/n [ 1 , 5-a] 
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■ ; 

(151) a-i^-^^W?'/) -2-^f L /k- , 3- 

/lO -6, ,7-v>fc .^ 7 5H-^:d^ [d] t'r/n [,1„ 5-a] 

5 (152) 8- t (.3.--<>^T^y) -2->«>/^-3- (4-^f-yl^y^^ 
^) -6, 7-;btKn-5H-^R^'[d] t°7^n'[l, 5-a] 

(153) 8- (3-^^/1/T^ 7) -2-p<^-3- ( 2 -^?vHM-- 
Y^r : yy^=-jV) -6, Fn-5H-^D^y^' [d] t° 

10 7 S /B [1; 5-a] K'V^i?^ ' • " • ■ 

(154) 8- : ' (N — <^-N^^nyoWf/i/7^) -2-^ 
^~ 3 - {2-^^-;V~A-^,Y^r^y^-jV) -6 , 7-S?fcKP-5H 

- D [ d J t°7 y P '[ 1 , 5 - a ] fc° y "5 v>>\ 

(155) 8 - • (N— N — D^P fcVM ^VU7 5; y ) -2-^^ 
15 ^-3- (2-?Dn-4-^^V7'x^l/) -6, 7-i?tKo-5H' 

-v^P-^£ [d] MyVn [1, 5-a] t°y$^ N 

(156) 8- (N-^^-N- (2-^^).75/) - 2 -^^jV- 3 

- (2-^/1—4-^ f^iyy^n^) - 6 , 7-i?tKo-5H-'^ 
n-<>^ [d] k'r/o [1, 5-a] t°y^v>^ 

20 (157) 8- (3-' <^)\>T%J) -2-^^-3- (2-^^-4- 
7;^n7i=/k) -6, 7-^kKn-5H-^n^ [d] 
a [l, 5-a] t°y $S?>\ 

(158) 8- (3-^^7%y) (2, 

-6, 7-^tKo-5H-^n^ [d] f^^P [1, 
25 5-a] fc°U 

(159) 8- (3-^W5/) -2-^^-3- (2> 4 _^^ h ^ 
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i/y^^jv) -6, 7-i?tKp--5H-^n^ [d] M'yVv [1,' 
5-a] MVKVls, 

(160) 8- (s-^-y^-juT ^ y) a' 
<s ' p [i , 5-a] try 

(161) 8- (N-^VV—N- (2-^=/U) 7 5/) -2-/5vl'- 3 
- (2-^nn-4-n^7i^;V) -6, 7 - v 5 t. Kp - 5 H— ' 
D-°-V^ [d] t°7 N /n [I,' 5-a] t°y 

(162) 8- (3-^f^-2-^W5;) -2-^^-3- (2-/- 
10 ^>P-4-'^ h^v-^^^k) - 6, 7-v>t KP-5H-^o^[d]' 

, t°7^D [1, 5-a] t°y 

(163) 8- (1 -v^ p^dri/;Pxf/W7 5; /) -2-/^-3- (2- 
^^-4-^ -6, 7-^kFn-5H-^0^ 
[d] t°7)/n [1, 5-a] ey*^ 

15 (164) 8- (2-^yf;l/J5y) - 2-/^- 3- (2-^^-4- 

i 

*Y*i/7aL-fl,) -6, 7-v ! tFP-5H-^n^ [d] t°7 s / 

n [i, 5-a.] try ?v?y, 

(165) 8- (2-^W5y) -2-^^-3- (2-/5VW-4- 
^ h^ri/7x^) -6, 7-^tKn-5H-^o^ [d] k°7^ 

20 n [l, 5 - a] t c y ^ 

(166) 8- (l h^^-T/ntVl^^/) -2-/^-3- (2 
-/f/l'-4-^^7x^) -6, 7-i?tKn-5H-^n^y 
* [d] fy;/D [1, 5-a] t-y^^ 

(167) 8- (2-^-^^yVT^ 7) - 2-^f;U- 3 - (2-/f7U-4- 
25 y -6, 7-v?tKP-5H-^D^ [d] t 0 ?y 

p [i, 5-a] try 
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I 

• I, • 

(168) 8 -.(I,, 2, 3, .4j-¥b7 kKnt7^y-l^^) T^S 
-2-^fy T 3-\2-*^?V-4-*h%U'7*~;U) -6, 7-v>t 
Kp-5H-^p^ [d] k7.yn [1,.5-a] fy^i?^ 

(169) 8- ( (I S, 2S, 3S, 5R) -2., 6', 

5 p [ 3 . : 1 . l], - 3-^y^vV) 70^'2-^f;V-3- 

Y^r^y^^/U) -6, 7-^kKD-5H-^o'^^ [d] 
[1, 5~a] try 55?^ 

(170) 8- (3 -'-O-^VUT^ /) -2-p<^7V-3- (2-p<^7U— 4- 

io [i, 5 -a] t°y ^ 

(171) 8 T: '(3-^yW^) -2-^^-3- (2, 5-i>/h* 

f yy^=-fv) -6, 7-^tKD-5H->^n^^ [d] t°yy'p [1, 

5- a] t°y ^ 

* ' * :. 

(172) 8- ,(3 -'^^f;U7 5 /) -2-^^-3- ( 2 h^v-^ 
15 ~/V) -6, 7-^tFn-5H-^yn^ [d] t'r/o [l, 5- 

a]t e y^^ 

(173) 8- (N-^^/U— N- (4-tFo^f'>7'f^) T^y) -2-^ 
5vU-3- ^-y^A-^-^l^y^a::^) -6, 7-v ? tKn-5 
H-i^n-<><^ [d] [1, 5 -a] t c y^v^ N 

20 (174) 8- (3 -^^-^T^y) -2-^^-3- (2-^^>-5 
— YV^n lf;P7x^l/) -6, 7-^tKn-5H-^DXy^ [ d ] 
[1, 5- a] t°y 5v?y 

(175) 8- (3— <l/?-;VT^;) -2-y^7l— 3- (2-^^V-5 
-7;^D7i^) -6, Kd- 5 H-v-y n^>-^ [d] t°y 

25 yn [i, 5- a] t°y ^v?^ 

(176) 8- (N-y^/U-N- (4-7/^P7i^) ^A-7 5;/) - 
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• ■ i, . 

i 

2 - ^ f 3 ( 2 - ^ d 'n 7 5 - X b Jf->7 x -6, 7 — S?fc K 
v-5ti-fr*t"<y? [d] fy/o [1, 5 -a] fcfy^v^ 

(177) 8 - (3-^yW-;>) -2 -^f-;V-3- ( 2 h^V- 5 
-^nn7i-;^-6, .7 - v>t Ko - 5 H—># n^y$ [d] fc'yy* 

i i 

5 n [1, " 5i-'a-3 f JJ $ i» s " ' ' 

(178) 8- (N-v^ xnzfu tV^fvP-N- (4-Ml7/^o^W 

l 

-2-^^-3- (2-^pd-5-^KV7 
-6, 7-i^t Ko- 5H-^d^^ [d] [l, 5 

-a] k°y ' 

10 (179) 8- (3''^^W^ /) -2-^.^-3- (2-^^-4- 
v'TV -6, 7-^Kn-5H-^n^ [d].fc°7y*n 

[1, 5 -a] t°y 

(180) 8^» ) ,(N-7 f o kVU-N- (2-^h^^f/W) 75 >0 -2-* 
f/I^3-''(2^Bn-5-^ h^7is^) -6, 7-^tRn-S 

15 [d] fy^n [i, 5- a] t°y v7y, 

(181) 8- (N-^l^vV-N- (4-^^/V^7 3in/V) **$-;VT^;) 
- 2-^^-)V- 3 - (2-^do-4-^ h^ri/7x^/l/) -6, 7 -S?fc 
Kd-5H-^0^ [d] t°7/n [l, 5-a] t 0 !)?^ 

(182) 8- (3-^^^VT^/) -2-^f^-3- (4-^Wi7 
20 ^-^) -6, 7-^tKo-5H-^P^ [d] t^y'a [l, 5 

-a] fc-U 

(183) 8- {Z-^V*5-)VT % J) - 2-^f;l/- 3 - (4-^W5 
/7i^I/) -6, 7-^tKn-5H-^n^ [d] f^D [1, 
5-a] t°U ^v»>\ 

25 (184) 8- (3 — -2-^^-3- (2-^nn-4- 

-6, 7-v J t Kn-5H-iX^D^^^ [d] 
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' N /n [1, 5- a] fc°y 5^, 

(185) 8- (N- (2-^ h^v^^/W -N- (2-7^/W) T$y) 
-2-y^yV-3- (2-^on-4-^ -6, 7-v^fc 

Kd--5H-^p^ [d] e^yu [l, 5-a] ejJSS^" 
5 (186) 8- (N-^n tVl/-N- ( 5 J-jVy y l/- 2 y^jVJ 
^y) -2-y^/U-3- (2-^dd-4-^^>7x^V) -6, 7 
-v>tFn-5H-^D^ [d] h°?V*ti [l, 5-a] b°y^^^ N 
(187) 8- (N — O-vvU- ,N-^ D^n fcV^T 5 y) -2-^^-3 
- (2-^DD-4-/f^ri/7i^) -6, 7 -v>fc - 5 H — i/# 

i 

10, [d] t°7^P [1, 5-a] t°])^v^ " 

■(188) 8- (N-^n/nWf^-N- ( 2 h ^ *y^;V) 

/) - 3 - (2-^nD-4-^f^v^7x^;V) -6, 7- 

^tKD-5H-^P^ [d] t'^'D [1, 5-a] h-y^^ 

(189) 8- (3-^yf;U75;) - 2-y^~;V- 3 - (2-^ntn-4- 
15 ^n^^oi^yl/) -6, Kn-5H-^n^yy [d] h^^o 

[1, 5-a] t°y 

(190) 8- (3-^>?-;UT^ / ) -2~y^/U-3- (2, 5-v^do 
-4-^ h^i/731-/^) -6, 7-ytKD-5H-^D^ [d] 
t 0 ^y*P [1, 5-a] t°D $ 

20 (191) 8-v^^;VT^ 2-7^^/1— 3- (2-^oa-4-n^> 
7j^) -6, 7-^kKn-5H-^c^ [d] My^/xx [1, 

5-a] t°y $v>>\ 

(192) (2-^h^rv'^^) T^y-2-^^/l—3- (2-^ 
nn-4-7< h^rv^^/l^) -6, 7-v^t Kn— 5H — i/^ u^<y^ [d] 

25 fc^y'n [i, 5-a] t'y^v 5 ^ 

(193) 8- (N-^^-N-v-^ p/d tVMW$ 7) - 2-^ f-)V 
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-3- (2-f p p- 4-^. Y-^-yy ol=l)V) -6, 7 - v?t Kp t- 5 H-' 
v-^p^^ [d] fc'yy'p [l, 5-a] t°y5:v?y s 

(194) 8- (N-v";* p^D tVl^-N- (4 -i/T / 7 ^-;V) /f-jUT^' 
/) (2^^'0D-4-^ fdr-/7i=^) -p, 7- 

■ 5- ^tFn-5H-^P^ [d] t°7>/p,[l, 5-a] t'U^v?^' 

(195) 8- (N-^nyntVMf^-N- ( 4 -v^T / 7i^) 
^7^/) -2-^^-3- (2 n n-4 Y**yy a^-jV) -6, 
T-v'tFo-SH-^D 1 ^ [d] b 0 ^/p [1, 5-a] t'D^v 5 

10 (196) 8- (N-^-N-V^nyn tVM ^v^T ^ 7) -2-^^' 
-3- (2-y p P-4-y h^v-y^-^) -6, 7-^kKn-5H- 

» 

^P-O^ [d] t°yy*P [1, 5-a] t°y^v?^ 

(197) 8- (3-^^^T^y) -2-^^-3- (2-ypp-4- 
^Y$ri/%/Vy$~;V7 x.~;V) - 6 , 7-v^k Kp - 5 H- v;^ p-<>-^ [d] 

15 t°yy*P [1, 5-a] t^y^y, 

(198) 8- (N-y°PtVV-N- (2-7/^D7x^) y f)VT ^ / ) 
-2-^/1^-3- (2-^00-4-^ -6, 
Fp-5H-^o^ [d] ty/o [1, 5-a] t'Dv^, 

(199) 8- (N-yPtVl— N- (5-^f-^f-^-7^^-2--r;W) 

20 ./KTS:/) -2-^^-3- (2-^pp-4-^ h^v-y^-^) -6, 
KP-5H-iyy P-<y^ [d] t°7^P [1, 5-a] 

(200) 8 - (N-^PtVW-N- (^^y^y- /f-;UT^y) 
-2-^^-3- (2-^PD-4-n^7i=;V) -6, 7-v>fc 

25 Kp-5H-^p^ [d] k°7/p [1, 5-a] tfJJSS^ 

(201) 8- (N-xf-^-N-7at>7$7) -2-^^-3- (2- 
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• t 

• I, 

i 

^DP-4.-y>^>7x=^) '- 6 l , T^^k.KD-SH-^P^ 

[d] tfy^D- [iv'5-a] t°y.^v?^ • .'. ' 

(202) S-^S-^^vJ/TS/) -2-^fvU-3- (2-^nn-4- 

' » • ' i 

*;W^^;k7x?/l/> - 6, Kn- ; 5H-^D^y^ [d] t° 

5 [1, -5ra] '., • .' 

(203) ' 8- (3,-r -2-^^-3- (2-^dp-4- 
(N-^^/V*/W^4^;W) 37^/k) -6', 7 Ko - 5 H- V* n 

[dj tr^Vo u, 5-a] tryss^ 

i 

(204) 8 - (3 — >V^/V75./) -2-^^-3- (2-^PP-4- 
10 (N, N-i^^Vl^/W^^U) 7i^)'-6, Kp-5H- 

isfv^y? [d] t°y^P [ 1 , 5-a] t 0 lMv^ 

(205) 8- (N-^5vU-N- (4 - 7/M"P 7 zc^/W) ^^j^y) - 

2-^^-3- '(2-^pp-4 >^i/7x=/U) -6, 7-i>t K 

f '' '. 

d-5H-^o'^ [d] t°7V*P [1, 5-a] k°ni?y, 
15 (206) 8 - ( 3 -'O'^/VT ^ / ) - 2 ~/^;U- B- (2-^pp-4, 
6-^^ bdrv-^^^/W -6, 7-7tKn-5H-^o^ [d] 
t^y'p [l, 5-a] t°y 

(207) 8- (3 — <^<f-;VT% /) -2-^^-3- (2-?pp-4- 
7U7x^) -6, 7-7tKn-5H-^nX^ [d] t c ^^P 

20 [i, 5-a] try ^ 

(208) 8 - y) -2-7<fvl/-3- (2-^pd-4- 
^ 5v^T ^7 7x =7k) -6, 7-7tFo-5H-^P^ [d] t° 
tVp [1, 5-a] t'y ^v 5 ^ 

(209) 8- (3 — <yf-fVT%J) -2-7*^-3- (2-*/l^/l/-4 
25 h^v^^/l^) -6, 7-v^tKn-5H-^n^y^ [d] t°7 

^p [1, 5-a] t°y^v>>\ 
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i 

1 1 1 '. 

(210) 8 - .(3— <>3-JVTT [ *;) -2.-^^-3-' (2-i/7;-4- 
* Y*i/7'kt-}V) -6, 7-i/t Ho-5H-^DXy^ [d] 

o [1, ,5'— a], ' I 

(211) 8- (3-^yf/V7^y) -2-^W3- (2-^^-4- 
5 ^ Y*i/7 sz^U) -6, 7-v ! tKp'-5H-^D^y^ [d] t°7^ 

D [1, 5 -a] it?y 5:i>>, 

(212) 8- (4-^7°^T^y) -3- ( 2 - 7 o p - 4 h *y7 ^ 
=/V) - 6, , 7 -Sffc Kd- 5H-^ xi-*<^9 [d] t°7 v /o [l, 5- 

a ] t°y • .. 

10 (213) 8- (N, N-itynt'/UT^/) -3- (2-^pd-4-^ 

^7i^).-6, 7-^Fd'-5H-^d^ [d] t°7/n [l, 
5 -a] h°3) 5 

(214) 8-^3-^^7 5/ ) -2-*<f-/V-$- {2- * \>*i/UA' 
tf=Ljl,-4-* h*y7*~M -6, 7-^t.KD-5H-^D^y^ 

is [d] t°7Vp Ei, 5 -a] try 

(215) 8- (N-V^ d/d tVl— N- (2-7/l'tP7i=;l') t?-Jl>T 
^y) -2-^^/1^-3- (2-^PD-4-)«f^v'7x-^) -6, 7 
-v>t Kd-5H-^p^ [d] ^7^P [1, 5 -a] t°y 5 

(216) 8- (N-^P/PWf^-N- (2-7/^P7x^) 

20 -2-^^-3- (2-^no-4-^ h*->7x=^) - 

6, 7-v?tKP-5H-^P^ [d] k B 7^P [1, 5-a] bTU 

(217) 8- (N-^ n/p Wf-^-N-yo / ) - 3- (2 
-^nn-4-;h^7s^) -6, 7-v J tKP-5H-^P^ 

25 * [d] k B 7)/P [1, 5-a] tfD^v 5 ^ 

(218) 8- (N-7*o h°;V-N- (4-^f/V7x^) t^-JVT^J) ~ 
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' 3- (2-^PP-4-^f^>7x-;V) - 6, 7 -v>t Kp- 5H-V 
^o^y* [d] [1, '5— a] tfJJSi^ 

(219) . 8- (N— ^^v^/l— N-^DynWW^) -3- (2, 

h*is7 ^~;V) -6, Ko-5H-^n^y 
5 ^'[d] t°7^D [1, 5-a]. t*y 

(220) 8 - (N-^o7°o Wf^-N- (4 - 7*.fvK7;r=/W) 
^T^7) -3- (2-^p p-4-p< h^v-^rc^yl.) -6, 
d-5H-^d^ [d] t°5y s P [1, 5-a] fj^v^ 

(221) 8- (N-^PtVl— N- (4 ^f;W7$7) 

i 

10 -3- (2-^dd-4-^ h^ri/7x^) -6, 7-7tKn-5H- 
,^p-<>^ [d] ,[1, 5-a] t'U;^ 

(222) 8 - P P t°/W^ ^/WT 5 y - 3 - (2-^dp-4-^ 
i/y^-jls) -6, 7-^tFo-5H-^D^ [ d ] t^yii.Cl, 
5-a] t°!) , 

15 (223) 8 - (N-^07°ohVl'-N- (4-^f-;V7x^) 7* f-jVT $ 
7) -3- (2-7nn-4-^ f^^7x^) -6, 7-v ? fc'FP-5 
H-->^p^>^ [d] fyy'n [l, 5-a] t^v 5 ^ 

(224) 8 - (N-->^ n7n tVl^y^-N- ( 4 - MJ :7/M~p ^ ^JV? 

ptf-slsT^y) - 3- (2-^PP-4-y h*i/7x.-M -6, 
20 7-7tKn-5H-V7D^ [d] M'y^u [l, 5-a] k'y^v? 

(225) 8- (3 — <^^7^7) -3- (2-^na-4-n^77x 
~)V) -6, 7-7tKn-5H-^D^ [ d ] k'y^o [l, 5 - 
a] t°y v77, 

25 (226) 8- (N-v^ P7°p t'/M^-N-- ( 4 - :7/P;frp 77 zc~)V) } 
^ J ) -3- (2-^ PP-4-y b^T^^yV) -6, 7 
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Ko-5H-v'^i?^ 1 Cd] [l,', '5-a] bT!K5^ 

(227) 8 -' A X'3-^^/I/T^y) -2-^^-3- (2- (1-^A- 

- i -fc.pcrWk^viO -4-^^7i^) -6, 7-i?tFn- 
5H-^p^ [dl.t^/n [l, 5-a]' t°v) * 

5 (228) 8-i(N-/d tVU-N- (4-> D^/^n^f /Vt^^?!^) 

-6, 7-^kKP-5H-^n^ [d] t'r/p [1, 5-a] fc e 

, i i ' i , 

(229) 8- (3^^75 7) -2-^/^3- (2-^n-4- 
10 / Y**s7^~jv) -6, 7-J?tKP-5H-Wn^ [d] fc 0 ^/ 

p [1, 5 : -a']. fc°y . , 

(230) 8 - (3 — O'^VKT'S/) -2-^^-3- (2-^h^r^- 4 

- / f-;V\f}) ^-5-^;V)-6,7-v i l:FD-5H-^n^[d] 
fc^/p [1, 5-a] t c n^ ( 

15 (231) 8- (N-Vf/U-N-^ d7"d fcVM W$ /) -3- (2- 
^an-4-n^7^) -6, 7-S?tKn-5H-V^o^ 
[d] [1, 5-a] t°y^v>>\ 

(232) 8 - (N-^P fcVl'-N- (4 - t^tV? x.=^)l>) ^f;P75 7) - 
2-7<^-3- (2-^PP-4-y f^>7s^) -6, 7-^tF 

20 P-5H-^P^ [d] fc°7^P [1, 5-a] 

(233) 8 - (N-7*D tW-N- (4-^7 7 71^) - 
2-^^-3- (2-^no-4-n^ry7i^) -6, 7-v?tF 
o-5H-^n^ [d] fc'y^P [1, 5-a] t°V ^Vy, 

(234) 8 - (N-^^P^PtVM^-N-^^T^y) 

25 -3- (2-^PP-4-^Kv'7i^) -6, 7-$?tKP-5H- 
i^P-O^ [d] fc°7^P [1, 5-a] t°y^i/> N 
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(235) 8 - (N-^/U-N-n-y^/UT^y) -2-kKB*W^, 
-3- Kb^S/7s=/I') -6, 7-i^tKD-5H 
-V^D-O^ [d] t°7^/D [1, 5- a] t°y^v^ v 

(236) 8- (N-^^-N-n-V^T^/) -2-kKo^f;V 
,5, -3- (2-*7vl'-4->. K^S^73i=/U) -6, 7-^bKn-5HV 

i^n-s>^ [d] f7/n [l, 5- a] lf!J*^>v 

(237) 8- (N-:/t? tW-N- 7 5V) - 
2-^^-3- ('2-^f7l/-4->f^>7i^l') -6, 
n-5H-^P^ [d] tyy'n [1, 5-a]' bTJJ5i?^ 

i 

10. (238) 8 - (N-ai^-zv-N-n-y^/VT^y) -2-k Ko*W5; . 

(2-^f/K4-^b^>7i^) -6, 7-i^tKn — 
5H-^n^ [d] ty/o [1, 5- a] fcrj>*$?>\ 

(239) 8- [ (2S) - 1 - k Kn W 5 / 7*^ y- 2 - ^/W] T ^.7 - 
2-^^/U- 3- (2-*3 L /U-4-* Y**yy^-JV) -6, 7-^k'F 

15 n-5H-^n^ [d] k'r/o [1, 5- a] h'V 

(240) 8- [(IS) -l-^77 7°Dt>7^y] -2-^^-3- (2 

f^7x=/l/) -6, 7-i?kKB-5H-^n^y 

* [d] k"r/n [i, 5-a] try 

(241) 8- (N-xf^-N-n-^f/U7?7) -2-^77-3- (2 
20 - fvV- 4 - h^v-^^^/W) -6, 7-7kKD-5H-^n^y 

* [d] t°7>/D [i, 5-a] bry$$?>\ 

(242) l-v-Ty-2-^^-8- (3— <yf/l/7 5 7) -3- (2- 

h dp- 7 -6, 7-^kFn-5H-^n^y^ 

[d] t°PD [1, 2 - a] t°y 
25 (243) l-i/7;-2-^f;U-8-^7 t nt%7^7-3- (2-^nn 
-4-^ h^i/^^^/i^) -6, 7-^tKo-5H-^p^ [d] 
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fun [i, 2- a] try 

(244) 2 , 3-v J 7 i ^^-4-T^y- 1 - (2-/f-/U-4-^ h'4*S7 
*r^) -6, 7-i?tFn-5H-^D^ {e] fan [2, 3-' 
b] t°!Jv>>\ •■ 
■5' (245) 2, 3-\S^J-jV-4-^jV$>jVfc^;V7 % J - 1 - {2-^f-)V 
-4-^ f^ri/7x^;l/) -6, 7-i?k Fn-5H-^o^ [e] 
t°pn [2, 3-b] t'yv^ 

(246) 2, 3-v 5 ^^-4'-7°ntVUT^y-l- ( 2 -y 4 - y 

f^V^ai^^) -6, Ko-SH-^n^ [e] k'op [2, 

'i 

10 3-b] tr'ps^ , . 

, (247) 2, 4 - (N-xf ;^;^^-N-/n tVl^T 5;' , 

7) -1- (2-^f^-4-n^7x^) -6, 7-^tKo-5 
H-^^n^^^ [e] k"nn [2, 3-b] t°yv^ 

(248) 2, 3 -v J ^^7l—4-v ; yn tVl^T ^y- 1- (2-^^-4- 
15 y F^r^7x^) -6, 7-i/kKn-5H-^P^y^ [e] t°P a 

[2, 3-b] fy^v, 

(249) 8- (4-^7°^T5/) -3- (2, 6-^f^-4-^^ 
^7i=/V) -6, 7-^kKP-5H-^P^ [d] k*7)/P [1, 

5 - a] t°y ^v>^ N 

20 (250) 8-v>:/nt 0 ,^T5;./-3- (2, 6 - i?t 4 -> h v"? * 

-/t') -6, 7-^tKP-5H-^P^ [d] fc^/n [l, 5- 

a] t°y 

(251) 8- (N— >^ p^d If/M^/U-N-^D bVl'TS 7) -3- (2, 

6- v ? y^-/I^-4-y b^f-v'7^=.^) -6, 7-^tKn-5H-^P 
25 [d] f7yp [1, 5 -a] t'y^^y, 

(252) 8 - (N— ' <y y>- N - y ^ p 7°p / f ;l^7 $ 7 ) - 3- (2, 
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I, 



t 



6 - Tvu-J 4 - ^ h =3r * ~/W) •- 6 , 7 - i?,t K p - 5 H - is? p 
^ I/? E'd J,4tf 7/o'Cl, 5 - a ] fc° JJ S^; • ' 

(253) . 8 - ,, (N-i>^' D 7?n t» f /1/-N- ( 4 -^^i^Mf/l/)' 
75/) -3- (2,, 6— ^f7l/-4-* KSf-i^jcs-AO -6, 7-v> 

5 kKP-5^-^.n^ [d] fc^/p' [1, 5 -a] fy^v^ 

(254) 8 - (N-^PtVl^-N- (4-7H'n7i=/M^) T%J) 
-3- (2, ,6-^^71^-4-^ -6, 7-v^Kp- 

. 5H-^n^y^ [d] [1,.5-a] tf.y 

r 

(255) 8— ^^-pC7*ntf/U>^T$y-3- (2, 6-v^/U-4- 

i i 

10 *Y*?*/7±^flf)>—G, 7-i?'t Kp-.5H'-^ p^O-^. [d] 
P [1, 5- a]' trjj V7>, 

(256) 8- (N-7*f/lrN-^D7 , P 7) -3- (2, 
6 - 4 kV7x -A-) - 6 , 7 - t Kp - 5 H- i/V P 

[d] t-y^o [1, 5- a] t°y vv^ N 
15 (257) 8- (N-:>707°n k°/Mf/V-N-'(4-7/^D7x^) * 
-3- (2, 6-^f^-4-n^77x^) -6, 7 
-i>kKP-5H-^n^ [d] fc^/P [1, 5 -a] 
(258) 2, 3-^f/V-4- (N-^^vU-N-^O-fvUT?/) -1- (2 
-^f/^4-n^7i-/>) -6, 7-^tFn-5H-^n^y 
20 * [e] t°PP [2, 3-b] t°D S^^bStfftSttjfcWftffll fcfBfJO 



1 8 . <fc£4feas, 

(1) 8- (3-^yW5 7) -2-^W3- (2-^^-4-^ 
25 h^'77s=;U) -5, 7-^tKP-^y [3, 4-d] t°7^P [1, 

5 -a] try ?i^ % 
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■ i, 

(2) 9- -B-^^-S^ ('2-^^-4-^ 
b^v^'ni^AO -2, 3-v>fc Kn-^^y [3,' 2-d] t^^/n [l, 
5 -a] .t'y ^i<y s ' ' ■ ' I 

(3) 8- (3-^yf-/VT^v/) -2-^^-3- K 2 - p< 5v>- 4 - 
5 ^drv^7 3 l^/^) , -5, 7-^tFn-7D [3, 4-d] t^/n [l, 

l . ' 1 

5 -a] t°y 

(4) 9-'. (3-^^7^) -6-^^-5- (2-yfvU-4-/> 

-2, 3-i/tKn-7n [3, 2-d] fc^y'cz [l, 

i 

5 -a] H'V ^v>>\ 

10 (5) 9- (3^yW^;) -6->^/V-5- (2 -y^^-y- 
b^v^i^j — 2, 3-i^t Kn-t°i3D [3, 2-d] fc^/n'tl, 
5 -a] t°y ^ 

(6) 8-^^^nt:V^T 5/-2-^f;u-3- (2-^f;i^-4-^^f 
v" 7 ^-,1^-5, ,7-^^-70 [3, 4-d] k^^n [l, 5- 

15 a] t°y ^v 5 ^ • 

(7) 8 - [ (2 S) -1, h^rv-^^^-2-^^] T ^ y — 2 — 
*fvV-3- (2-y?Vl/-4-y h^ri^^-zV) -5, Kn- 
7v [3, 4-d] t°7 N /n [1, 5- a] t°y^v^ s 

(8) 8- (1, 3-^^^n^y-2-^V) 75y-2-^f^- 
20 3— (2-y^-A—4-y Y^i/yaL^/ls) - 5> 7-i?tKn-7o [3, 

4-d] t s 7/o [1, 5 -a] fHv 5 ^ 

(9) 8-tf* (2-^ V^iX^^/V) T5: 7- 2-.y 3- (2-yf- 
^-4-^farv'7s^) -5, 7-^kKo-7n [3, 4-d] \fy 

y*p [i, 5- a] t°y ^ i?> s 

25 (10) (5RS) -8 - ( 3 -^^vKT ^ / ) -2, 5-^^-3- (2 
-yfvW-4-y Y*i/7^-;V) -5, Kn-7P [3, 4-d] 



419 



WO 02/053565 



PCT/JP01/11581 



' t°r/p [1, 5~a] t°y *>>>\ 

i 

(11) 8- -2-t<^-3- 4-y 

Y*i/7^~)V) -5, y-v^'tKn-t'DP [3, 4-d] t°yy*P [l, 

5- a] t°y ^ i?> s . . ; 

5 (12) 8- (N-7"C2 tVl— N- (2- t Kp^ri/if/l/) T^/) -2 

(2-y^vU-4-y h^v'7^^^) -5, 7-v i kKD-7 
o [3, 4-d] t'^y'p [1, 5- a] t^^^ 

(13) S-^yp^P ^7^,7- 2-^^-3- (2-7^-4-7 h 
^r->7^^/U) -5, 7-^tKo-7D [3, 4-d] fc°yy*P [1, 5 

i 

io - a] t°y ? v 5 ^ 

(14) 8 - (N-y ^VU-N-^ p^d tVl^T ^ 7) - 2 -y-^Vl/- 3 - (2 
-7^-4-7 b^ri^y^^^) -5, 7-v'kKP-7a [3, 4-d] 
t'yy'n [l, 5 -a] try 5v>>\ ■ ' 

(15) 8- [ (2R) - 1 -y- hdrv-^y^-2-^71^] /-2-y^ 
15 - 3 - (2 -7 fvU-4 b^rv-y^^/lO - 5, 7-Wkp-7d[3, 

4 - d ] t 8 7/D [ 1 , 5 - a ] t° y ^ v>>\ 

(16) 8- [ (2R) -1-/ Y**y-7$V-Z-s()V\ 75/-2-^f/k 
-3 - (2-^^-4-7 Y$rV7^=-)V) -2, 3-^Kp-7d[3, 
2-d] f^/P [1, 5-a] t'yf-v 5 ^ 

20 (17) 8- (N—^P7°P Wf/1/-N- (4-y^-/W7 3:^yP) y^ 
T^y) - 2-y^vl/- 3- (2-^;l/-4-^^>7i^) -5, 
T-^tKn-yo [3, 4-d] t 0 ?y*n [1, 5-a] t'Uv^y 

(18) 8- (3— <^;VT%J) - 2 - y 3 - (2-^nn-4-x 
bdry7x^V) -5, 7-^kKP-7P [3, 4-d] fy/P [l, 

25 5 - a ] h° V) ^ 

(19) . 8- (N-v-y P7°D tVU-N- (4-^^7i^) yyvWT^y) 
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-2-7*5^-3- (2-^PC-4->h^7i^) -5, 
KP-7D [3, 4-d] t'7 s /o [1, 5-a] t°!)'v^ 

(20) 8- (N-^n/nWf^-N- (4-^^7ai^^) 
7^/) - 2 - yf/V- 3- '( 2'-^ d D - 4 - n ^7i=/H, -5, 

•5 7-S?fcKo-7D [3, 4-d] f^/n [l, 5-a] t°D 

(21) 8- (N-^D tVU-N- (4-7/^o7x-^) y^/VT^y) - 
2-^^-3- (2-^DD-4-n^7i-^) -5, 

n-70 [3, 4-d] h'y"/u [1, 5-a] t'JJ^v^ 

(22) 8- (N-V^ P7 t D t°/M5vU-N- (4 ^5^:7 si-A-) ^ 
10 W^/) -2-^f/k-3- (2-^dd-4-^ F^7i^) - 

5, 7-S?fc Kb-7o [3, 4-d] My "/xx [1, 5-a] fc 0 U , 

(23) 8- (N, N^-v^nfcVUT^/) -2-^^-3- (2-^nn- 

4- n^77i-/V) -5, 7-i?tKo-7B [3, 4-d] f^/p 
[1, 5-a] tT3 Sv'y 

15 (24) 8- (N, N-v^^/KT^yO -2-y^-3- (2-^PP-4 
-y h^v^^/k) - 5, 7-i?tKo-7o [3, 4-d] t'7/n [1, 

5- a] k°y =■ 

(25) 8- (N-^P tVl^-N- ^ 3^7 5; J ) -2 
-/f-zU- 3 - (2-^pp-4-^^77x^) -5, 7-'7kFP 

20 -7P [3, 4-d] My/u [l, 5-a] fc'lJ^v^ 

(26) 8- (N-^/V- N-T'nkV^T^y) -2-^^-3- (2-^ 

h^'>7*=/k) -5, 7-S?fcKn-7B [3, 4-d] fc' 
7^p [1, 5-a] t'JJ 

(27) 8- (4-^y^T^/) -2-^^1—3- (2-^pb-4-^ 
25 h^i/y^-M -5, 7-7tKn-7n [3, 4-d] My/xx [1, 

5-a] try $ 
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(28) 8 - (N ' J -&7-A'- N $1 J )' -■ 2 .- * =f-)V- 3 - ( 2 - * n 
P-4-y^ ; >7x=^) -5, -7-i> : t K^i7p [3, 4-d] t°7 
yu [l, ,,5-aI *y $v^ N . . , ( 

(29) 8 - i^i/^ n.^a 'tVM TvUT 5 J - 2 ^ ^ 3 - (2-^pp- 
5 4-^ b>^.7.di=^) -5, 7-i?t|*iJ , T7n [3, 4-d] M'yVv. 

[l,' 5-a] 't°y , •' ' 

(30) 8- (N-ix^pynfcVM^-N-^DtVVT^y) -2-^/V 
-3- (2-> h^rv-y^^/V) -5, Kd-7d [3, 

4-d] tf7/p; Di, 5-a] \?y%i/y, . 

10 (31) 8- (N- ( -N-^p\f/UTK/) - 2.-/J-/U- 3 
- (2-^PP-4-^ hdr->'7^^/U) -5, 7-v?kKP-7P [3, 

4- d] t°y/p [1, 5-aO fUSS^ 

(32) 8- (Nj/f^-N- Y^i/^A/) T$7) -2-^^ 
-3- (2^nn ; -4-^ h^i/^oi— /k) -5, Kp-7p [3, 

15 4-d] ^7^P,[1, 5-a]^U$t»- x ' 

(33) 8- (N-7°p tVl^-N- (4 - b V 7;^P^f ;^^v / 7x=;l-) 
^W.^y) -2-^/1^-3- (2-^pn-4-^ h^v^^-yW)' 
-5, 7-^tKn-7P [3, 4-d] \?7V*n [l, 5-a] t'y^v 5 
>\ 

20 (34) 8 - (3— ^fvKT^ /) -2-pif-/V-S- (2-^po-4-^ 
h^v^^/l^) -5, 7-i/k KP-7D [3, 4-d] M'yV'v [ 1 , 

5- a] t°!) i- 

(35) 8- (N-^d7°p t°^^T5/-N- (4-7/^071^) 
7*^7^7) -2-7<^-3- (2-^on-4-^ h^iX7^^/V) 
25 -5, 7-v'tKP-7P [3, 4-d] t'y/n [ 1 , 5-a] fc°!) ^ 
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(36) 8- (N— <^VVU-N- (2-^W^;xf^) T^y) ~ 2 1 

(2-^nn-4-^K^7i^l/) -5, Kp 
-7p [3, 4-d] t'yy'n [l, 5- a] t°U $&y s - 2 

(37) 8- (N- '-N-xW^;) ' - 2 - * fv^- 3 - 
•5 ■ '(2-^oo-4-^ h^i/7x-;l/) -5, 7-S?kKD-7B [3, 4 

-d] k c 7'/n [l, 5-a] XV t*Jy s 

(38) 8- (N- (2^-^f--/^) -N-v-^o^P tVM^T^y) -2 

(2-^ oo-4-^ b^i/-7;r~/W) -5, 
-7D [3, 4-d] t°7^P [1, 5-a] t°V$i?>, 
10 (39) 8- (N-v^ P7°o,t>- N- U-yfVl^^a-A') t^^T 
, 5; y) -2-^^-3- (2-ypP-4-y -5, 7 ( 

Ko-7B [3, 4-d] t B 7/P [1, 5-a] t o y$v^ 

(40) 8- (N-7 P P t°;U-N- (4-y ^f^757) 
- 3 - (2-yoP-4-y f^rv'7i^) -5, 1 — 9 J\L 

15 KO-7B [3, 4-d] t°7 N /o [1, 5-a] tT!J5S^ 

(41) 8- (N-->^ n^n tVU- N- (4-7^tn7i=/V) y ^IVT ^ 
7) -2-y^V-3- (2-^PD-4-y f^^s-^) -5, 7- 
i?tKn-7n [3, 4-d] fy^n [1, 5-a] 

(42) 8- (N-^ntV^-N- (3-7/^p7i^) tffrTXJ) - 

20 2 -y fvu- 3 - (2-y pa-4-y h^7x-;v) -5, 7 - v>t k 

p-^p [3, 4-d] t^/o [1, 5-a] k'!)5^ 

(43) 8- (N-^PtVV-N- [d] 1, 3 --^^7^-5 - 

4>\<) y^r^y) - 2 -y 3 - (2-^0-4-^^771 

~M -5, 7-^kKn-7a [3, 4-d] [1, 5-a] fc° 

25 

(44) 8- (N-^>-N-^D7*p f/M ;) -2-y^W 
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I, 

* 

-3- (2,-^dd-4^^,KV7W) -5, 7-i?fc'KD-7P [3, 
4-d].' t^/n ri, 5-a] fc°y*iW .', ' 

(45) 8- ( (N-y^>l-N- (2-^^) .75/) -2-y-?vU-3- 
( 2 - ^ n p - 4.'-^ | i/7 x=/l/) - 5 ; : 7 - i/ 1 K n - 7 n [3, 4 

5 - d] 9 ^/n, [ 1 , 5' - a ] t° y * sfci^i' 

(46) ' 8 - V£ a y a tVM fv^T 5 y - 2 - y *fvv- 3 - '( 2 - y 
4-y I;^73i=>U) -5, 7-i^tKrf-7P [3, 4-d} t^/o 

l 

[i, 5-a] 'ify$V^ 

(47) 8- (N-^l/-N-xW^y) -2-^^-3- (2->^ 
10 /V-4-/h^>7;i^) -5, 7-v?tKP-7n [3,, 4-d] t°7 

y*n [i, '5 -a] t?y 

(48) 8- (N-^-N-^DW§/) -2-^^-3- (2-y 

h^-i>7aL=/l/) -5, 7-v J tKo-7P [3, 4-d] k 1 
7/P C 1 y 5-a] f JJ 5 v 5 ^ 
15 (49) 8- (N, N-^n tVUT^V) (2-y?Vl— 
4-n^7i^) -5, 7-i?kKn-7o [3, 4-d] 
[l, 5-a]t'n^ 

(50) 8-tf* (2-^^7xf;l.) 7;/-2-^f^-3- 
p-4-^^71-^) -5, 7-^kKP-7P [3, 4-d] t°y 

20 /n [1, 5-a] hTJJ 5 i» N 

(51) 8- (N-l/fvW-N- (4-7;^P7i=/V) **f-ASr%J) -2 
-y ^/V- 3 - (2-^pp-4-^^77i-;V) -5, 7-S?fcKn 
-7P [3, 4-d] t^^P [1, 5-a] fcfy^vV, 

(52) 8- (N-^jU-N- (4-7^D7i=;I/) /f^7^7) -2 
25 -y^-3- (2-/^-4-n^^7i-^) -5, 7— S?fc Kd 

-7p [3, 4-d] t 0 7^n [1, 5-a] fy^v^ 
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(53) 8- (N-r^fyV'-N-'. - 2-* s 5-;v-z- 

(2-p>»^4-/- Y**yyx.—'M -5; Kn-7n [3, 4 

, '.'.( • 

-d] • fyVn ti, 5-a] fc°y . ' I 

(54) 8- (N-^n tVl-^N- (2-7^y/I^) 7^) -2-^^-3, 

it 

5 - (2-^^-4-^ Y^r-yy^=.)V) -5, 7-^tKP-7P [3, 
4-d] t°yy*d;[l, 5-a] tf !) $ ^y,' 

(55) 8^ (N-^ntV^-N- (4 -y J-;Vf-*7 ^-/V) 
-2-^^/l<-3- (2-^/P-4-^h^7x-^) -5, 7-v>fc 
Ko-7P [3; 4-d] fyy'n [l ■ 5 - a ].. fc° y 5 v^, 

10 (56) 8- (N^,;/'nfc 0 /V-N- (^y* [d] 1, 3-^77^-5- 

<4M ^^yr ky) - 2-^^.-3- (2-^^-4-^ y^v?*. 

-5, 7-^tKP-7n [3, 4-d] t°7/o [l, 5-a] t° 

I . I ' ' ■ 

(57) 8- (N-^y^-N-i/^ d7d fcVM.fyKT^ 7) -2-yyv^ 

* t 

15 -3 - (2-^f/V-4-^ >^7i^) - 5, 7-i?kKP-7B[3, 

4-d] t°yy*p [i, 5-a] fy^yy, 

1 

(58) 8- (N-i^ n7"D fcVl^y fy>-N- (4 - MJ 37/M-ny. f;V7x 

^f/V7$7) -2-y^yV-3- (2-^nn-4-^h^7i 
=A0 -5, 7-ytKo-7n [3, 4-d] fc°yy*n [l, 5-a] t° 

20 n -yy, 

(59) 8- (N-i/^P7'oWf/V-N- (4 - J* y 7 frirn / f;l^7i 

^^7^/) - 3 - (2-^f-^-4~/ Y**s7=. 

—M -5, 7-7bKn-7o [3, 4-d] t°7/n [l, 5-a] t° 

y 

25 (60) 8 - (N-y°P tVP-N- (4-^7/7^) ^^VVT^y) -2 
- y-fvU-3- (2-^^-4-^ V* isy^-fr) -5, 7-v^tKn 
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-•7X2 [3, 4-d] [1, 5- a] tfJJSS^ 

1 

(61). 8- (N-^n^P^V-N- (4-7^to7x^) j*?vi>7$ 
/) -2-^^-3- (2-^ b^v^ct^/U) -5, 7-' 

i?fcKo-7P [3, 4-d].tf9,Vn [1, 5- a] .try § 
5, (62) 8- (N-i/^ p^p tV^-N- (4-7;^n7s=;V) tf-AsTS. 
/) -2-^^-3- (2-^^-4-^ hdF-5/7=t=/V) -5, 7- 
ytFn-7P [3„ 4-d] k°7/o [1, 5-a] t'USv^ 

(63) 8- (N-^p/ntf/V/f/U-N- (4-7^tP7i=/P) 
A/7 % J ) -2-^^-3- (2-^^-4-^f^7x^) -5, 

10 7-i?tK'D-7P [3, 4-d] t^y'o [1, 5-a] t°!) v7V N 

(64) 8- (N-7P tVl— N- (2-^ h^vo^/W) T^7) 
^-3- (2-^dp-4-^ /U) -5, 7-7tKn-7P 

[3, 4-d] t 0 ^y*D [1, 5-a] ey^v^, 

(65) 8- (N-^ntVV-N- (2-y Y*x/^=f-jV) T% /) -2-^ 
15 A/ 3 — (2-y fvl^-4-y h^fi/7i^) -5, 7-i?kKo-7a 

[3, 4-d] [1, 5-a] t o y^v^ 

(66) 8- (N-^l^vV-N- (4-^f;I/ft7x^) y f'AST ^ 7 ) - 
2-^^-3- (2-^np-4-^^>7x-^) -5, 

n-7n [3, 4-d] t°7i/n [1, 5-a] t°y 
20 (67) 8 - (N-^^/V-N- (4-^^y^^-7ct=/>) tTASTXJ) - 
2-/^/U- 3 - (2-y^-4-y hdrv-7^=7U) -5, 7— 5?fcK 
n-^n [3, 4-d] f^/P [1, 5-a] try * 

(68) 8- (N-y^V-N- (2-y h^v-oi^l/) 7^7) -2-^^;V 
-3- (2-^^-4-y h^rv'T'a^l-) -5, 7-S?fc Kp-7p [3, 

25 4 -d] t°7^P [1, 5-a] tfJJ^S?^ 

(69) 8- p7p W f/U-N-7P fcVUT^y) 
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i 

i 

i, ■ 
• 1 

-3- {2^Af-/y-4-* 'h^iyy^M -5, Kp-7o [3, 

4-d]"tr'a>yp ii, 5-a] t°y '• 

(70) 8- '(N-T^PhVW-N- (5-^77^-2-^^)^ 

1 1 

y) -2-yfv>-3- (2,-^DD-4-n^7i^) -5, 7- 
5 5?fc Kn-I7p '[3, 4-d] t c 7/a"[lV5-a] fcTJJSS?^ 

(71) 8- (N-^ofcVl'-N- (5-^^77^-2-^^) 

y) -2'-^f;W3- (2-yf/l/-4-n^7x^) -5, 7- 
^kKa-7P,[3. 4-d] t°yy*P [1, 5-a] fcTJJSS^ 

1 

(72) 8- (N-i^n:/ofcVl'/>3vV-N- (2-y h^>xf^)7 5 7) 
10 -2-y3v^3- (2-^f;l/-4-^'h^7x-;V) -5, 7-v^t 

Ko-7 P : [3! .4- d] t'yy'n [1, S-aJfJJv^ 

(73) 8- (N-7°n tV^-N- (4- M) 7;^P^f;^i^7x^) 

■ f . 1 

y ^a-t vyj <■ - 2-y^/v-3- (2-y?vv-4-y ^i/7i^v) 

-5, 7-^tKP-7D [3, 4-d] t°yy'.n [1, 5-a] t'Uv^ 

15 

(74) 8- (N-^ntVl— N- (4-7;^o7j^) y^7^y) - 
2-y^-3- (2-^f;V-4-n^77x^) -5, 7-7tF 
D-7D [3, 4-d] t°7/D [1, 5-a] t°V^i»\ 

(75) 8- (N-y^P/DtVMf/l'-N- T^y) -2 
20 -yf-^-3- (2-^f^-4-n^y7x-/V) -5, 7-i/tKn 

-7o [3, 4-d] fyy'n [1, 5-a] t'lj^y, 

(76) 8- (N— (2-y h^v^fvU) — N— (2-7^/W) 7^7) - 
2 -y 3 - (2-y f-^-4-y h^rv'T'ai^^) -5, 

n-7c [3, 4-d] fy^n [l, 5-a] t^^v^ 
25 (77) 8- (N— (2-^ b^v^xf/t/) — N— (2-^=-^) 7^7) - 
2-y^/U- 3- (2-^PD-4-^^7x^) -5, 7-v^tK 
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P-7D [3, 4-d] t°7-/v [1, 5- a] fy^v^ 

I 

\ 

(78) 8- (N-^vVl'- N-^p7°d k>7 5 /) -2-^^-3- 
(2-^dd-4-t ( Y*^7^~;V) -5, 7-> 5 tKn-7n [3, 4' 
-d] t°7i/p [l, 5-a]. 5 5?^ 

i 

,5, (79) 8- (N-'<>'^;V-N-V?'p7 t Dtf;W75 7) -2— j^f-As—Sr- 
(2-^5 L /V-4-^ h^i^zn^l/) -5, 7-^bK0-7o [3, 4 
-d] t'y^/o [1, 5- a] try 

(80) 8 - {N-iy^u-fu tf/MfVl'-N- (2-7< h^i^^^V) T 5 / ) 
-2-^^-3- (2-^oo-4-^f^7xt^) -5, 7— S?fc 

t 

10 Kp-7d [3, 4-d] fy^/n [l, 5 -a] fc°j) 5^>\ 

(81) 8- (3— <l/f-;VT%;) (2, 5-^oo- 

-5, 7-^U'p-7p [3, 4-d] t°yyp 

[1, 5-a] t°y ^ 

(82) 8- (N--^ P^ntVl^-N- (4 -*/7J 7 ^~)V) ^fsUT^V) 
15 -2-^^-3- (2 p p—4-t< b^v^cn^/k) -5, 7-^t 

KO-70 [3, 4-d] f^/o [1, 5-a] t°y^v^ N ' 

(83) 8- (N-^n/nt>-N- (4-v-T/7^-^) *J-)VT^J) 

(2-^7 % ^-A-?Y*i'7^~/V) -5, 7-i?t 
KO-7D [3, 4-d] t°yy'p [1, 5-a] t°y^v^ 
20 (84) 8 -v ; ^^7'^/-2-^^/V-3- (2-^^/1^-4-/ Y^ls? 
scS/U) -5, 7-^tKo-7D [3, 4-d] fc°7i/p [i, 5-a] 

try 

(85) 8- (N-^f^-N-^P7n tVMf^T^/) 

3- (2~^dd-4-^ h^v^^y^) -5, 7 -PM Kb-7p [3, 
25 4-d] [1, 5-a] fc'y^v^ 

(86) 8- (N-xf^-N—>^o7DtVMW5 7) - 2-^/V- 
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' ; • . i, 

i 

3- (2-*&>l~-;4-/ >^V7i=y^) -.5; 7,^tKP-7P [3, 

4- d]"^yp [i, 5-a] t?y$v>>\ ■ 

(87) ■8-r^(N--^t3^p tVM?vU-N- (4-'>7;7ii^) >^ 
T^y) -2-^^-3- (2-^nn-4 : -y h^v'^^/U) -5, 

5 Kp-^d [3, 4-d] [l, 5-a] tfJJ^v^ 

(88) 8- (N^v-^ P7°p tVMfvl'-N-' (4 -*/T J 7 a^~}\>) y fvV 

I 

T^7) '-2-^^/1—3- (2-^f^-4-^ h^rv'yx^) -5, 
7-v J tKP-7q [3, 4-d] t°7 % /n [l, 5-a] tfU v^y, 

(89) 8- (N-^P fc°;W-N- (^^-7^^- 3-^/V) y^vKT^y) - 
10 2-^^-3- (2-^PU-4-y Y^ri/y^^.)V) -5, 7-i?tF 

D-7D,'[ : 3, 4-d] \i°7V°xi [1, 5-a] b'U^v^ . ■ 

(90) 8- (N-yPt>-N- (S-y^vI^^^y- 2 — f/V) y 

r i 

T^y) -2-t^^-3- (2-^nn-4-^ h^7x^) -5, 
7-^kKn-7n,[3, 4-d] [i, 5-a] tl$^y, 

15 (91) 8- (N-yf/V-N-i/^nya W - 2-^f;U- 

3- (2~y PP-4~y h^i^^-/!/) -5, 7-v^t KD-7D [3, 

4- d] 't'7^n [1, 5-a] k°!) 

(92) 8- (N-:/^vV-N-ixy p^p \?;V*J-;)sT\ J ) -2-y^vV- 
3- {2-*^)V- Y**y7 ^~>V) -5, 7-7kKD-7a [3, 

20 4 -d] M'y^/n [1, 5-a] fc'y^v^, 

(93) 8- (N-7°Pb:VW-N- (^^7oi^- 3 ^W^7) - 
2-y^vV-3- {2-^^-JV-A-^ Y^yy^^;v) -5, 7-v^tK 
D-7P [3, 4-d] fc°7y'P [1, 5-a] fy^v^ 

(94) 8- (N-/D fcVl^-N- (5-^^/^^-y^y- 2-^/1^) y f-;V 
25 T^y) -2-y^/y-3- (2-/f;V-4-^h^77x^) -5, 

7-^7tKn-7n [3, 4-d] \?Jy*u [1, 5-a] f^v^ 
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i 

. ' (95). 8- (N-yo tW-N- (2-7/^o7i^) ^W^) - 
2-^^-3- (2-^DD-'4-^ h^^7i=/lf) -5, 7-v f tK 
p-yp [3, 4-d] f^o [1, 5 -a] t°y 

(96) 8- (N-ynf^-N- (2-7;Vt07x-;V) ^^vKT^y) - 
5 2-^^-3- (2-/^^-4^-/ y$r*y7^~;V) -5, 7-i>b.K 

o-7n [3, 4-d] t°?y*o [1, 5 -a] t°y^.v^ 

(97) 8- (N-^f^-N-7n tVUT S J) -2-^^-3- (2 -y 

f.dr^y^-yV) -5, 7-i?t Ko-7o [3, 4-d] t° 
^y'n [1, 5 -a] t°U ^v 5 ^, ' 
10 (98) 8- (N-^^-N-7°ntVUT5;y) -2-y^/P-3- (2-^ 
oo-4-n^>7x^l/) -5, 7-v ! kKo-7P [3, 4-d] t° 

7V0 [i, 5 -a] t°y ^y, 

(99) 8- (3— <^J-}VT*;) -2-^^;U- 3- (2, 

4-^ h^>7i^) -5, 7-^tKo-7P [3, 4-d] t°7>fp 
15 [1, 5 -a] try i- 

(100) 8- (N-cc^^-N- (4-7/VtP7x^) /^^T^J) - 
2-/ =f-)V- 3 - (2-^^-4-p< h^rv-yai^/k) -5, 7-v^fcK 
n-yn [3, 4-d] t°7y*P [1, 5 -a] t^v7>, 

(101) 8- (N-^^-N- (4-7/VtP7x^) *^-)VT^;) - 
20 2-^^/1^-3- (2-^on-4-^ f^ry7x^) -5, 7— 5?fcK 

P-7P [3, 4-d] t'^/o [1, 5-a] 

(102) 8- (3— <lsf-jVT^S) - 2-^J-jV- 3 - (2-* no- 4, 

h^i/y^—M -5, 7-v i tFn-7P [3, 4-d] t'yy* 
o [1, 5-a] try v^, 
25 (103) 8 - U-^T^vUTS/) -2-^5vV-3- (2-^^-4- 
^ h^7x=^) -5, 7-^kFP-7Q [3, 4-d] t°7Vo [1, 
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i 

i 

5- a] try ^v 5 ^ v ■ , 

(104) 8- (N, N-^DkW7^) -3- (2-'?PP-4-'/h# 
>>7^=;l^) -5, 7-v?kKP-7P [3, 4 - d 1 ] t°7 s /P [1, 5-' 
a] try ' ' 1 

■5 (105) 8- (N-->^ n^n tVV^^-N-yn tVUT^ /) -3- (2 
-^0O-4-^h^7j^) -5, 7-i?kKo-7D [3, 4-d] 
f^/n [1, 5 -a 1 ] try 5$?^ 

(106) 8 - ( (N-^y^-N-^ n^o f ;U7 5 7 ) -3 - (2 
dp-4 - 5, 7-'7kFn-7P [3, 4-d] 

'i 

10 f^/n [1, 5-a] fy^.v^. 

, (107) 8- (N-^nynWf^-N- (4 ^ 
^7 5 7) -3- (2-^nn-4-n^77i^) -5, 7-v>tR 
n-7P [3, 4-d] t°7 N /n [1, 5-a] t o y^i^ N 

(108) 8- (N-yntT^-N- (2-7*^~/U) 7^7) -3- (2~V 
15 P p-4-p« h^r^/7i^) -5, 7-v ? kFn-7P [3, 4-d] t c 

i 

7>/n [1, 5-a] t°y £• v^ s 

(109) 8- (N-7*f ^-N-^ P7*n W W 5 ;) -3- (2- 

f^^7x=;l/) -5, 7-^tFo-7P [3, 4-d] 

t°7^p [i, 5-a] try v^y, 

20 (110) 8- (3— <^;VT^J) -3- (2-^dp-4-^ |>^V7x 
=-)V) -5, 7-v i tKP-7P [3, 4-d] f^y'p [l, 5-a] t° 
y 5! 

(Hi) 8- (N-^D7*PtV^f/l/-N- (4-7;^p7i^) ^ 
f/V7^7) -3- (2-7nn-4-^ h^^i-^) -5, 7-v>t 
25 KP-7P [3, 4-d] fc'^/P [1, 5-a] fy^^^ N 

(112) 8- (4-^7°W5 7) -3- (2-* pd-4-^ f^^7i 
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I, 

♦ 

-M -5, V-^t Kd 7 7o [3', ,4^d] .t°7,^P [1, 5-a] t c 

(113) 8-'(N-yD,kVW-N- (4-^f-^7^^/U) ^f;V,7^/) - 

3- (2-^DP-4^^ h^>7x-^) -5, .7 -i?t Kn-7D [3, 
5 4-d]:tr^yn [1, '5-a] k°3)^V>',. 

(114) ' 8- (N-7°nk 0 /l/-N- (4-.7/^P7i=^) ^fvKT^/) 
-3- (,2-,^ pp-4-/> RV7i^l/) -5, 7-v>fc Kn-7P [3, 

4- d] ^/d' [!,' 5-a] k°U ?i?y, ' 

i 

(115) 8 P.yp h'/Ut^/l-T $ / - 3 - (2-^DP-4-n=>f 
10 i/7i^) -.5,- 7-^t Ko-7ri [3, '4-d] [l, 5- 

a] 

(116) 8- (N-^P7ntVMf^-N- (4 - MJ 7 fr^ru /> =}-)Vy 

x.-jv) /¥^riy) -3- (2-^pp-4-> y*^-7 - 5, 

7-i?tKo-7B [3, 4-d] k°7J/p [1, 5-a] bfU*^, 
15 (117) 8-. (N-^^P7°P tVk-N-' (4-^^7*^/U) ^ f~jV7 ^ 
/) -3- (2-^pp-4-^ F^7i^) -5, 7-^kKn-7 
P [3, . 4-d] t°7/P [1, 5-a] trU5^ % 

(118) 8- (N-ypfcVV-N- (4-V77 7x^) y^WTS:/) - 
2-^^-3- (2-^OP-4-^ f^^7x^) -5, 7-i?tK 

20 n-7n [3, 4-d] t'yy'n [l, 5-a] fc'JJ^v^ 

(119) 8- (N-V^p7p fcVl^5vW-N-;*^vWT5/) 

-3- (2-y^/I/-4-y h^rv^^-/^ -5, 7-v>t Kp-7d [3, 
4-d] t'^/P [1, 5-a] fcTU$i?> % 

(120) 8- (N-^ p7°d W f^-N-^ W 5 7) -2— ^^/V 
25 -3- (2-^pp-4-;* h^rv^^^U) -5, Fn-7P [3, 

4-d] \£?*/v [1, 5-a] 
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i 

■ i, . 

(121) .8- : ,(l4.i-yntr/WT-N- (2—* fdf-W^/^f^) 7 5/) - 
2-^f;^'3- (2-/f^-4-^ f>v'7±=/l') -5, 7-v>t K 
P-7P ['3, 4,-3'] t°y>/n. [1, 5-a]-lf J? i 

(122) 8- [ (2 S) - 1 h^W5;^V-2-^] 75/- 2 
5 -/fvU-3- '(2-/?vV-4-/ ha?-i>7i^/l^) -5, Kn 

~7D [3, 4-d] fyVu [1, 5^a]i^H^, 

(123) 9- (3— - 6-/ ^-5 - (2-y^/l— 4- 
n^>7x^;V) | -7n [3, 2-d] t^yn [1, 5-a] t'y^-:/ 

1 9. it&mK 

i.i' 

(1) 8-tKn#^-2->^-3- (2-/^/U-4-/ f^rv^cn- 

J»f' v 

/IO -6, 7-v?.tKn-5H-^D^ [d] t 5 7^n [1, 5-a] 

1 ' i 

15 try ^v^^; ' 

(2) 2-/^/1^-3- (2-^f7W4-^ hdF-^a^/U) -8- [ (2 

5, 4R) - 4-p< h^v— 2-^ h=3rv-y^t°n !J 1 - 

6, 7-^tKn-5H-^D^ [d] t°7 N /o [l, 5-a] t c y 

* v 
— ^ ^ \ 

20 (3) 8 - ( 1 , 2 , 5 , 6 -T h 9 t Kp t° y v/l') - 2 - / TvV- 3 - ( 2 
-*7-/l'-4-* h*i'7x.—A') -6, 7-^tFn-5H-^n^y 

* [d] t°^y*n [1, 5-a] 

(4) 8- (i, 2, 3, 4-fh7tKn^y^/!Jy-2-^^) -2- 
/5vV-3- (2-^f;K4-^h^7i^) -6, 

25 5H-^D^ [ d ] t'^/P [1, 5-a] t°P5^ 

(5) 8- ( (3 S) -3-/ h*V/?VU-l, 2, 3, 4-f f7t Kn 
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i 

\ 

-6, 7-^kKa-5H-^P^y^ [ d ] M°y V* n. [ l , 
5 -a] f y ^ 

(6) 8- (4-7;c-/Wt°^<7v ? >--l--i'yk) -2-p<^U-3- (2- 
5 4—* f^V^ai^/I^) 6, 7-i?kFD-5H-^b^ 

[d] VyVv [l, 5-a] t°y$v?>, 2 

(7) 8- (4- (2 D D7i-M fc°^7 v>>- 1 -y(;\s) -2~^f- 
A—3- (2-^^-/^-4-,/ h$-i/7x. -6, 7 —i?t Ko-5H' 
-v-yn-S^ [d] t°7y*P [1,'5-a] t 0 !)^^ 

i 

10 (8) 8- (.3 -x. Y^-i/^j^-jx,- 1 1 2 , 5, 6-fF7kKot^v>, 
- 2 ^"/U- 3 - (2-p<5 : -/l—4-^ Y*i/7^~jV) -6, 7 - 
^tKn-5H-^n^ [d] t'yy'p [l, 5-a] f'J $ v>y v 

(9) 8- (3- (3-^^-1, 2, 4-jr*y-i/Ty-;V-5- s s(;V) 
-1, 2, 5, 6-f ^7tFnt'J)^v) -2-^^-3- (2-^ 

15 ;l^-4-^ h^rv-^^^/W) - 6, Fo-5H-^o^ [d] 

k°7y*n [l, 5-a] t°y 5; 

(10) 8- (4- (4-^on7i^) -1, 2, 5, 

-2-y^A— 3- (2-^^-4-^ hdrv-y^^y^) -6, 
7-^tKn-5H-^n^ [d] t°7^n [ 1 , 5-a] hTJUS? 
20 >\ 

(11) 8- (3-^V^/M-drv-) -2-^^-3- (2-7<^-4-^ 
h^v^^/W) -6, 7-v ! tKo-5H-v'7D^y^ [d] ^7 n /p 
[1, 5-a] t°y :> 

(12) 8- O-^V^Vl'^v') -2-^5^-3- (2-y un-4-/- 
25 h^y^/l/) -6, 7 - v>t Kn - 5 H- n^^^ [d] t^^D 

[1, 5-a] t°y 
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i 

(13) 8- (4-^f;^dr->) 3 - (2-^00^5-/ 
f^^7i^) -6, 7-^fcKn-5H-^n^>^ [d] h'y^u 
1.1, 5-a] t e y 

■ 

(14) 8-^y^Dt>t^-2-^f;V-3-(2-^nn-5 r ^b^ 
■5- ^71=^) -6, 7-^kKn-5H-^B^ [d] t°7^P [1, 

5 -a] t°y 

(15) 8-(l, 6— 7^ v^^-4 ->f/U) t^ri/- 2 -^^-3- (2 

f^i^) -6, 7-v/tKn-5H-^a^y 

* [d] t^yp [i, 5- a] ry*s?:^ , . 

10 (16) 8- ! (3-^f;^t.) -2-^f/V-3- (2-^no-5-^K 
^r^7i=/v) -6, 7-^tKn-5H-^n^ [d] t c yy*a [i, 
5 -a] t°y * v>>\ 

(17) 8- {4-*3-/V7x.~;V) -2-^^-3- (2-^/1—4-^ 
h^v'7^^/1^) -6, 7-i?tKo-5H-^n^ [d] 

15 [1, 5 -a] ^ v 5 ^, 

(18) 8- (2, 4-^pp7j^) -2-t^A— 3- (2-/f-/V- 
4-n^7i=;V) -6, 7-^tFn-5H-^n^ [d] fcT 
7V*n [1, 5-a] t°y 

(19) 8- (3- h y ^l^n^yt^^:^) - 2 3 - (2-^ 
20 flV-A-t -6, Fn-5H-^a^[d] 

t°7y'n [l, 5-a] trjj ^v>y, 

(20) 8- (4-7< h^V7ct=^) -2-^^-3- ( 2 - * fvl'- 4 - 
^ h^fV7s^) -6, 7-^tFn-5H-^n^ [d] t°7V' 
D [1, 5-a] t°y ^v>>\ 

25 (21) 8- (3, 5-^on7i^) -2-^^-3- 

4-t< h^v-7^-^) -6, 7-^tKa-5H-^c^ [d] fc° 
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\ 

* I 

i 

I, 

7/D a] k°y.^>\ '• • 

(22) 8.- ^ l -yf;U7x=;P) - 2 - ! * *f-iv- 3'- (2-^/U-4-^ 

h^r^7^^^) '-e| 7-5?kKn-5H-^n^ [d] k'^/o 

■ . ' ■ , • • 'I 

[1, 5 -a] fc'.'l) ; ' 

5 (23) 8 ,- tf* h drv'TJ/MwU) ttf/i,- 2 - ^ ?VU- 3 - ('2 - * 
}\, 4 ^ h#'v:7:*~/lO -6, 7-v>k Kp-5H-^p^ [d] 
t°7^D [1, 5 -a] t°y v>>\ 

(24) 8- Cl-^X^T^y-l, 3-v 5 ^y-2-^/U) -2-7 

3- (2-^^-4 -7 Y^ri/y^-jV) -6, 7-i^tKo-5 
10 H-^n^ Id} ^/^[l/S-a 1 ] fc°y^v^ , 

(25) 8- ;'(2, ■ 3 — <y^jV) -2-^^-3- (2-> 

h^-iyyoL^ju) - 6, 7— S?fc KD-5H-^o^[d] 

t'7^n,[i,' 5 -a] k°y $v>> N 

j* 

(26) 8 — k*;* {^<Y*i/%;Vi$~}V) 2-*^j\,— 3- (2-^n 
15 n-4 -7 Y-Zcisy^—JV) -6, Kp-SH-^p^ [d] 

k°yy*P [l,. 5 -a] k°y 

(27) 8- (1, 3-tKP^v'-2-7'Pt>) -2-7^-3- (2- 
^^•yU-4-^ h^f^7^=7U) -6, 7-i/tKD-5H-^P^ 

[d] k°y>/p [1, 5 -a] k-y^^^s 
20 (28) 8- (1, 3-v^ 2-y°xi\fjV) -2-^=T;V-3- (2- 

^^7^-4-^ ]sdf- i/7x^;l/) -6, 7-v ; tF0-5H-^P-<^ 
[d] k°y>/p [l, 5 -a] k°y$v^ 

(29) 8 — (N, N-i^^vVTJ/W^^yl^^A') -2-^^-3- (2 

Y*i/7=.~As) -6, 7-^t Kn-5H-^D^y 
25 * [d] k°7^n [1, 5- a] k'K^ 

(30) 1-^77-2-^^-8-1; Kn3r->-3- (2-^ nn-4-7 
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c 

h*Ss7=.~M -6, 7-^k'KD-5H-^n^ [d] fcTian [l*. 

1 I 

1 5 2 0 . 

(1) 6-^^-/1^-5- (2-^5vV-4-t< Y**y?^=-;V) -9- [ (2 
S, 4R) -4~7< 2-t< ^^fv^t°P y S?^- - 
2, 3-^tKP-7D [3,' 2-d] [l, 5- a] t°y^v^ 

(2) 2-^^-3- (2-^^"/V-4-^ b^-^^i^) -8- [ (2 
10 S, 4R) -4-^ h^v'-2-7 { h^^^f-;^t°py v^y-l->f^] - 

, 5., 7-v i tKn-7o [3, 4-d] t'yy'u [1, 5 -a] t°y^v>>\ 

(3) 6-^^-5- (2-^^-4-^ h^v-^oi^^) -9^ [ (2 
S, 4R) -4-;^ h^-2-^ h^^^t'ny v^-l--^] - 
2, [3, 2-d] tyy'n [l, 5- a] fcfJJ?'^ 

15 ^ N 

(4) 8- (3 <yf;^dfi/) -2-^^-3- (2-^ao-4-p< 

-5, 7-v t tKP-7D [3, 4-d] t°7 v /P [1, 

5 - a] t°y 

(5) 8-t^ {^-Y^ f yti^=-M /^/U-2-^f-/U-3- (2-^p 
20 d-4 \>5rV7^~)V) -5, Kn-7n [3, 4-d] t°7 

y*V [1, 5 -a] t°y 5 ^^^^iltfH^ff^OfEffll i-IE^^^#J, 

2i. »#©«B i teffi*©— (i) T^fta-ffrg^ *©aS3*W 
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2 2 . ( I ) 




a) 



U*5j;^Z : f^tl^M4S:tT N 'CR\ NR. 13 , iiH?;^ 
C = 0&fcf±C=-S$r^fc>U 

io (O***^- 

(ii) C 1 ~ 8 TJV*;V S 

(iii) C 2~8 7/^= /K 

(iv) C 2~8m=;K 

15 (vi)CF 3N 

(viii) -ho, 

(ix) N R 9 R 1 0 (gcfi N R 9 *3j;T>*R 10 (^tl^M!6S:LT, 
20 (ii) C 1 ~ 4 T/l^/K 

(no c 3 ~ i o (D^mh l < fe-m^mm, 

(iv) l~4fiHOSII*JW : Ps l~2fl©B|*JDS(-?'*5j:tJt/4fcf41~2fi 
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i, 

-f £ 3 ~ 1 0-jl<d^»t L < f4-«5£«*&T?H&$ teC 1-47, 

I » 

(x)OR 11 (S«k R X1 « 

.1 ' t . ' t r 

(ii) C l~47;^;K 

(iii) C5-6(D^^ '• ' . 

io Gv) i ~ i m<o&&ffi4-$s£xf/izit\* i b<d&mbh 

$^fcCl~47;V^S^|o ) , 
15 (xi)SH N 

(xii) S (0) n R 12 nttO x l£fctt2&Sfc>U R 12 (i 

(i) C 1~4 7;^ 

(ii) C 5 ~ 6 £>^g, 

(HO l-2fiOft*JH(^ 1 ioiira i^/t l |«i 
20 ^-fc^TfS 5*fctt6Jltf>**9U 

(iv) C 5 ~ 6 t < tt 1 ~ 2 fioar^JSC^x 1 fi©ISIf JH^fe 

^fcCl~47^^i^t. ) x 

(xiii) COR 11 , 
25 (xiv)COOR 11 , 

(xv)CONR 9 R 1( \ 
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(xvo c 3 ~ i o h t < it-m^mm, 
(xvio i ~ 4 mommw^s i ~ 2 te^itJiH^ ± t^/t 1 ~ 2 #i<« 
3~i o&<o%&t'L<K-m&temm. tatn 

(xviii) ^n^rVjjfW^ CF 3 , OC,F 3 , v^7A -ha s NR 9 R 1C \ OR 

1 

5 v \ =N-OR'\ SH, S(0) n R 12 N COR 11 , COOR 11 , CON'R 
9 R 1C \ C3~l OO^i'bKttlMii, ^^^1-4^©^^ 
l~2^^^*M^jo t };t>V*7tfil~2tl^^^^-aW1--5 3-10 

*^«t> t < n~m^mm^bmcsn^& 1 ~ 2igTg$$tLTv^ c 

10 R 13 te • 

(i) 7kf!fJi?\ ~ 

(ii) C 1 ~ 4 TVl^K 

(iii) C 2~4 7;^;K ■ 

(iv) C 2 ~ 4 T/^—zK 

15 (v) c 3 ~ i o (o^nh v<n-$i&m.mm, 

(vo i~4jmc9Mm^ N i~2m<Dmmm : i L &£u/iztzizi~'2mom, 

(vn)c 3~i o©iit)L<iiii«si:\ -£tciti~4m(ommw^ 

tfti51l~3fi $ tiT V > 5 ti\ tt< Ji*Sg&© C 4 ~ 6 ^*gt, 
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r 

U v ■ . 

(i) l~5flic7)R 14 T-gm£;ftTl^;^t>L< «i»C l~8 7^;K ' 

(ii) l~5fli|<DR 14 Tg$£;ftTl/^/^'bL< &mW&<DC 2-8 7/^- 

(iii) l~5#I©R 14 -eg^$HTV^§^^L.<ttiEg^(7)C2~87'/l-dr^ 

(iv) N R 4 R 5 (£*K R 4 fc«tt>'R^l ; etim^ALLT, 

(i) 7K*J^T-s , , 

10 (ii) l~5^la©R 17 -I:-g^$ttTV^?>^t>t<^«gm©Cl~l 57' 

(iii) 1 ~5{®<^R 17 T"g}&£;ftTl^;^t> L< teMg&£>C 2~1 5 

(iv) 1 ~5^<DR 17 Tgik£HTV^/^t> L< &mm®:<OC 2~1 5 
15 77l"¥=/K 

(v) l~5{|ll(DR 18 -eg^$^TV>5^ 1 bL<«g^C3~l 5© 

(vi) 1 ~5#|(7?R 18 Tgm^tLTV^§^t> L< tt^g^^l ~4ffi<£ 

1 ~ 2{@©»ll^*5i 7 >V^^tt 1 ~ 2{i«IO^£^ 
20 =fr-f 5 3~l 5 Jl4)¥9ltfc t< tt-«*»*«Sr*t>i". ) > 

(v) OR 6 (S4\ R 6 te 

(ii) C 1 ~ 1 0 

(iii) C 2 ~ 1 0 T;^-/K 
25 (iv) C 2 ~ 1 0 T^=¥~/W 

(v) l~5f@©R 18 -eg^$ttTV^^^L<tt^g^©C3~l 5<0 
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■ !, 

1 

i • • • 

(vi)' 1.^,5 m<VR 1 8 rCffftSixTV** frtyL < ltmW.^(D 1 ~ 4 fi© 

*r -r 5 3 ~ l. .5 mmm 1 t < * & « 

5 (viD/Nta^yj^' CF 3 , OCF 9> ^fo, N R 9 R 1 ° N O 

R 1 \ =N-OR ] \ SH, SCO.R 1 ' 2 , COR 1 \ COOR 11 , 
CQNR 9 R 10 , l~5{®<DR 18 -Cfi^$tlTV^5^t> L<tt&S(Kfc<0 

I 

£ *it v>5 ^ l < nmw&o 1 ~ 4 rao^m^ 1 ~ 2m<Dmmm 

L< ; »-I«i^?)I(a^S 1 ~ 2ffi-CS!fc$*lTV^ C 1 ~ 

(vi) SH v ^ ' ' 

(vii) s (g) - R 7 n nmmtm u r 7 d 

15 (i)Cl~8 7/^;K 

(ii) l~5l@<DR 18 -eS&£tLTV^^ib L< #4«g&<£>C 3-1 0© 

(iii) l~5|il©R 18 Tg^$tLTV^^t> L< fiMg^o i~4|@(D 

20 3 - 1 0 jlO^IRt L <«:- tfctt 

(iv) l~5ji<7)R 18 T-fi&£;fr-CV^^ L<te$lfi^tf)C 3-1 0 

©JWt> L < tt " n&&*m?. * fc fi i ~ 5 flg© r 1 8 $ tLT v ^ 

/*fcttl~2fl©«tJ|lR-7-Sr^1-5 3~1 0*©^i^l< ttZ 

(viii) COR\ 
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• i. • 

Gx)COOR 6 v ' • . , • , . , .' 

(x) CONR 4 «R 5 s 

(xi) NR 8 COR. 6 ! ' I 

(xii) NR 8 cooR 6 (m*. ,R 6 i$Mmtmtkt£*m l t>L, r 8 « 

5 G)7k§^4s 1 ' ' 

(ii) C 1 ~'8 X/l^/K 

(iii) C 2~8T/^-7K 

.fit » 

(iv) C 2~8 7M^/K 

(v) l~5f©(^R 18 1?ff^$i^T.V^5^t>'L.< teSSftife© C 3 ~ 1 0<D 
10 ^SSfcL^-tt'-SI^^SSs 

(vO a : ~5'^R 18 waft's art i^sa^ b< M&W&Ol ~4 j@© 

*rr ~ i o m. (dmm t> t < & ~ sitsagsf at * & tt 

(vii)/^n^>j^K CF 3 , OCF 3N VT^, ^fn, N R 9 R 1 ° > O 
15 R 1 \ =N-OR n , SH, S(6) n R 12 N COR 11 , COOR 11 , 

CONR 9 R 10 , l~5fflOR l8 -CSift$tLTV^5^t> t< ISMgifc© 
C 3~1 0©¥StL<liZS^ii, ^J;U?l~5f|l69R 18 -eg^ 

: F-*5J;tJ ? / / *fcfii~2j|i^^^^^-^Wi-5 3~i oM©¥St<b 

20 L< ^-^^mm^b^fitl^Sl~2|@TS^$^TV>6C 1~ 

4T^^Sr**>i-„ ) \ 

(xiii) NR 8 CONR 4 R 5 N 

(xiv) l^S^R^-ett&SftTV^^t) t< te$£tt#©C 3~1 5<^^ 
25 (xv) l~5iil^)R 15 -eft^$HTV^?)^t>L<ttilg^(Dl~4f|(D^J© 
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i 

i 

R 14 «(a)^n^VJj^ (b)CF 3s (c)OCF 3N (cOiXTA (e)^in, 
(f) N R 4 R 5 N (g)OR\ (h)=N-OR 6 , (j)SH, (k)S(0) n R\ (1)C, 
OR 6 , (m)COOR\ (n)CONR 4 R i \ (o)NR 8 COR 6 , (p)NR s CO 
OR\ (q)NR 8 CONR 4 R 5 , (r) 1 ~ 5 ||§<DR 1 5 Tg^$t^TV^i>6^ ,L 

R 15 Tmm$tLTV^^t> L< tt^glfe© 1 ~4tt©a*W^ 1-2-10© 

i 

R 1 5 ft (a) C 1 ~ 8 (b) C 2 ~ 8 Tfls>r~A>^ (c) C 2 ~ 8 7/1"* 

.-/K (d)Cl-47^3^ (Cl~4) 7^3vK (el^n^V)!^ (£> 
CF 3 . (g)OCF 3 , (h)^7/ s (j)~hn. (k) N R 4 R 5 N (l)OR 6 , (m) 
SH N (n)S(0) n R 7 , (o)COR\ (p)COOR 6 , (q)CONR 4 R' 5 N (r) 
NR 8 COR<\ (s)NR 8 COOR 6 , (t) N R 8 C ON R 4 R \ (u)l^5|0 

r 2 0 $ tit v> 5 a> 1 1 < ttmm&v c3~io©fsu< » ~ gt^ 

ER.mm^ <v) l~5i@<DR 20 T*®m^^TV>§)6^U<^4ffig^(Di^4#lO 

i~2ft©ii*is : ffe«tr5/*fc«ci--2fl©«Eiiis-7 : Sr'&^ri- 

5 3~10l©^it)l<|j:Zi^iI, (w)^nyy|^ CF 3 , OC 
F 3> ~>7A = fo> NR"R\ OR 6 , =N-OR\ SH, S(0)„R T , 
COR 6 , COOR\ CONR 4 R\ NR 8 COR\ NR 8 COOR 6 > NR 
8 CONR 4 R 5 , l~5f)<9R 20 T-ff&$tVCV^^t> L< fi&|Ift©C 3 

~i o<DMmh L<tt-«5S$t*« % fc.tr/i~ 5i@oR 20 Tgm^^-rv^ 

5* a t> L< fiMg^© 1 ~4iHO»J®^-, 1 ~ 2fi©|fe|f|^teitjJ/^ 
fctt l ~ 2 fi©flttJSUSC^ 3-1 0M©¥^t t L < 
j&>b3fi*L5S l ~ 2^T*g^$tt"CV^5) C l ~ 4 T/^ywS:*^ U 
R 17 f±(a)^P^>j^ N (b)CF 3N (c) OCF 3 , (d)^T7 x (e)=ho, 
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i 

• i, . 

» 

(f)NR 9 R 1 \.'<(g).qR li ;> (h) = N-OR ] \ (j)S'H^ (k)S(0) n R 12 , 
(DCOlR^'y COOR 11 , (n)CONR 9 R 1( \' (o)NR 8 COR n , (p) 
NR 8 C OO R X1 ,s (q) N'R 8 C O N R 9 R 1 ° A (r) 1 ~ 5 B<DR 1 8 Tffi&£;fr 

5 (s) 1 ~'5<@OFi 18 Til&$;ft/CV^^ L < te$SM&<£> 1 ~ 4#|<9^i!lJ[iC 

1 5 M<2.¥Stt> t < U 
R 18 |j:(a)Cl~,4 7/^;K (b)C2-4 7/^^K (c)C2~4 7/^ 

t' 

-7K (d)^P^>0^, (e)CF 3v (f)OCF 3 \ ,(g)->7A (h)^hP, (j) 
10 SH, (k)S(0) n R 1! \ (1)NR 9 R 10 , (m).OR n , (n)COR 11 , (o)CO 
OR 11 , (p)CONR 9 R 10 s (q)C5~6©W, (r) 1 ~ 2m<Dm.mW^s 

15 ftfcC l~4T/^^-CE^^ttfc:C 1 ~ 4 7A-3fvl^;b U 

R ]9 ttCl~4 7M;K Cl~47;^^rK CF 3N O 

CF 3 , i/T/s = 75/. NH (0^4 7/^) > tfzltN (C 
1~4T7W^) 2 £^;bU 
R 3 (l(i) l-S^R^^io-tS^^-tV^C 5-1 0O^1it< 
20 teZ.m&fcm^ £fcte 

(ii) l~5{®<DR 16 ^«toTgi&$;ftTl^ l~4#|c^|lfH : \ 1-2{|I 

©^JF^*3it>V^^{i l - 2®<»3tjBf^&^Prl-£ 5 - 1 OmV&M. 

R 16 te\ 
25 (a) C 1 - 8 7Vl"*7K 
(b) C 2 - 8 T/KJr^/K 
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(c)C2~8 7M-/K 

(e) CF„ 

(f) OCF 3> 
,5. (g)^7V N 

(h)=hP, 
(j) N R 9 R 1 0 x 

(k)OR u , , •' 

(1) S H N 
10 (m)S(0).R 12 N 

I 

(nlCOR 11 , 

i 

(o)COOR n N 
(p)CONR 9 R 10 N 
(q)NR 8 COR 1 \ 
15 (r)NR 8 COOR'\ 

(s)NR 8 CONR 9 R 10 , 

(t) c 3 - 1 o (ommt> t < it-m^mm, 

20 (w)/Nn^V]g^ CF 3N OCF 3> VTA -hn, NR 9 R'\ OR 11 , 
= N-OR 1 \ SH, S(0) n R 12 , COR 11 , COOR 11 , CONR 9 R 1 
\ NR a COR'\ NR 8 COOR'\ NR 8 CONR 9 R 10 , C3-10O 
¥itL<{j:Zi^iI, :&J;t>*l~4lllI<7)ggffH\ l~2fiO^*Jg 
^•joJ;^/ / ^fc«l~2f@^^il^-^^f -5 3-1 OM^gik L< it 
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, 5 . # N 5 ojlfc N t° y — K 5 f?3§<|4 5 o#5s #*fe& 5 ojs; /hie/a 

15 fin, j&jkvk^^-uy-mm. $mm&~~-wmms ^r>y^ 
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